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liBlftSS*:* UTV^Tt J: v^«Hft^k**SSr ; ZttB 

«K«r#LTV^Tfc J: v tftlittLtP 

^TfcJ:^TS/S*: ; Dtttt^**fctt2flW>XS: ; 
E H-CO-, -CON (R 3 )-, -C00-, -N (R* ) CON (R° ) -, -N (R" ) COO 
-, -N (R a ) S0 2 -, -N (R° ) -, -(>-, -S-, -SO- 3: tz li-SCfe - (R\ R 
b LT**!^* fc ttEtfcSS:* UTt >T fc J: V > 

«^k**K*r«i-) «r ; G feW: 2 ffi^SS: ; 

Lte (1) »***fctt (2) 

vi) E^g^LT^T^Jz^t: Kp^S, ifcJzU 5 

vii) (DC-.T^i/S, 

a-* /w<^-< t>m&*itzm&& i - s m ^ ur 

^tt>J:<, -0-£fc{£-S-£r:frLT^Tfc<fc^2 

i ^mmm^ e&s & «■ l t v * x t x v ^^r-? * £ n 

U fiR 2 tB^g^it'S^MLt^T 

t> J: v % r t ] -c* $ tizte&m&fzn^m, 
[89*^2] Ld«-0-S:^Lrv>-ct>J:<. d-.T 
a* * -e 2 tix v * r t> J: v > r ^ u >-S -e&> 5 §8 

[IB*JS4] R 2 ^(l)i»7^S, (2)^y^ 
/uK£fcf*(3)(i)^:^/K (ii)T^ /£fcll:7^,u 
T*E&£frT^Tk Jzv^c.-eT/u^K (iii) 
3= li v 5 - C ! . , r A^u) - #/w<^>f fctt- 
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0r1i)V/^>( /u, (iv) C, - « T/u^ * is- ^/utf^/K 
(v)Ci- ft T/U*A'-*A'*=A\ (vi) b°^y vvW;*7/Uvtf 
J: (vi i) d titer * / -CE* £ tiX ^ 

fcH2fi^H*SS:*LT^Tt J:v^^yST-fcS89 
#Jg l e«G>fls£* D 

[1**95] R 2 ^MS^r^y^T^5I9*:^i f2 

[HM&SS] E^-CClN(R , )--efc*BI**l|Btt^k-fr 
[»*910] D^C l ..7/^U>'S-Cfc5a*Sl 

[»*Si2l G#E*£*#LT^TfcJ:i*2ffi<oK 

[18^13] E^-CON(R-)-^ G^atfeSSrWLT 
^Tt«J:v^2fl5oK{t**SS:. Ytt2fi^)**JS^ 

[»*3S14] A3as^tb^E»S**b-CV^Tt<tv^ 
■Ct-n-tixB* S fix fc J: v ^ >if it \1 > ? 
n Kn-r y^y y ^«*fctt>r v-r >- Ky ; 

n^ix^-UT^rfciv^c.-^r y— ^s, c 3 . 10 >^ 

nT/U^r/^ x fcf^yix/uS, ^=rL-jum. 

ey^n, ^r^/y^s, -r^y^us* fetter ^ k 

40 y /US ; Dj&SC,-. 7^uyg ; G^^-&^, ^^ifi 

$tbT^T^ Ji^C-eT;^ U>-^ ; R 1 ^r) tK^J® 
>T) (2)^Fn, (3)^,7;^- 

^7/u^-/u x c 6 M47y-;i/-*;i'^;K c,- 6 T^ 

^r/^. C,.e7/V^^V-*/U#=;K C,-hT7 

^ j:t5c 6 - n r y — /u-*^*=/ua*&ffltfix<5 1 * 

fctt2ffl^B»SSr*TLrv^-Ct i^T^y , (4)(i) t 
50 yU-^/U^n/U-, ^/U^^rv'^fcJiC-eT^^^rv'- 
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/Utf? ~/UT*K& £ tlX 1/ * X iy £ t » C i - • 7 A"*7K (i 
i)t KD^rv-T-g^l^ixT^T^ <fc t > :7 (iii) 

(SlC-.^Dr^/K (6)tKo^*ttt^ 

a-*3J:iM7)*-3wk ^y^K 9-7*/ y a, % -r 
0)iaft©7^s, (2) txy ^ussfcttoxo^ 

y^/K (ii)TS J ~&tz.&y ^~?\<XW)&:ZfrX\^X%> 
cfct^C-^T/l^/K (iii)^E-y -Sifcili^- C, 7 )V 
*A'—$frs<*4fr&iZt* — 'f'lt#A'*<*'{A'+ (iv) C 
, -e r/U3*V-*7U*=;K (v)C,. e T/U^r/U-^/U 
tf^/u, (vi) fc^y v ? /u^/u^^/u*3j;t/(vii)^Nny 

1 £fctt:2fltf>E»g«r*irL 
t^tt)J:V^7^yS;E^-CO-, -CON 20 
(R*) -N(R')CO- (R'tt^JH^SfcttC 

tf>o Ci - 6 7;^;K«$Hr^r fc J: » - . T/u* 

x^;US ; D^C,.,7;^U>S ; GlftSC.-. TA^U 
^S;R l *Sr) (l)tKn^A (2)7^^/K (3)^ 
-/K 9-7/9^ >T>-y^/K -Y SKUA'S 

fctt^v^^v*/u*^utr-<y ^uisj:^ (4) c 
,.,7;^^-^;^;K C 6 -H7y-;u-^;u^ 30 
/K C-eT/u^yu— *>U3fc=. /u£fcttC.-i« 7U-;u 

fcHft£-e*fr«xE» £ titv >T J: v * c , . . 7 
^S* fcliC T - h 7 7^^/uS4 fcllY ) 7->;H; R 
z ^if^7^S;E^-CON (R*) -;Lri*C 

7] it(IIa) 40 



QCJL 



L-R 29 



N 
R 1 

(III) 



D-COOH 



ti^r^ys, -t©te©ie^-iil9*«iffieti?iss 

^<om.t^. an) 
Kb 3] 

r 

HM-G-Z 
(I I I) 

(I a -a) 

Mb 4] 

f L-R* 
B ' 



Y R a 

N D — CON — G~Z 



(la-a) 

i-w4r*rW»4:i-** (I -a) 
HIS 5] 

r L-R* 
B * 



0Cx r 



N D— CON — G— 2 



( I -a) 

119*3118] f»*«ilE«ro{t:-g-»*fcii-t-<oJi[*r-& 

imxm i9] v ▼ h * * ^vs^twsfigfefflS'jr-fe s 
v*?*? ^a**fl«K-c*> a mum i 9tE«wis^m 



[IS*^2 1] tt£*f. IE*. «Sl#tettffi*fcH:*i& 
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[0 0 0 2] 

■M»feafcS^*-K (SST-14) irUT^Lgl^n 

(SST-2 8) fc^«|Rl£$nTl^o c^y-^h^ 10 
iZZSHR. #SL iHYkWttH, B£ 

b»©*»», fBft«oaHBi • iMitfc»fM-*-s. v-^k 

(SSTR1, SSTR2, S STR3, SSTR4, 
SSTR5) J&S*n&jh/C*5lK r#L&tt*«*5j:r55MB 20 

[1. =74 y-y-^^ls* (Life Sciences) , S5 7 
13^ 1 2 4 91 (1 99 5¥) 

2. Journal of Clinical Endocrinology and Metaboli 
sm, Vol. 80, No. 6pp. 1789-1793 

3. The New England Journal of Medicine, Jan. 25, 1 
996 

4. Eur J Clin Pharmacol, 1996, 51, 139-144 

5. Exp. Opin. Ther. Patents (1998) 8 (7) : 855-870) 0 30 
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(I) 



50 



ttE»*t#b-C^rt>J:^«*«{t***«r ; ZttE 

TtJ:t«*aS*fctt7^»«: ; R 2 teB&£;ft/C 

E fl-C0-, -CON (R° ) -, -C00-, -N (R" ) CON (R b ) - -N (R° ) COO 
- -N (R° ) S0 2 -, -N (R" ) -0-, -S-, -SO-* tz te-S0 2 ~(R e , R 

Kft**S£:^-r) £ ; Gli«^^fcli2«f(OSS: ; 

Lfl (1) Jg^Sfctt (2) 

OCi-.TVMrVl'S, 

ii) ^nyy-Ci- 6 T^/US. 

iii) ^m^yUK, 
ivJ^^vvUlls* 

vi) B*S*#LTV^"CfcJ:u^t Kn^v^S, 3sJ:tf 

vii) ©C.-.TA^/UX. 

OBftS LT I >T fc «fc I «*SS-C 
•SrH-^nBtfc v >T fc J: i ^/w*=e>f /US* fcl*^ 
/w<*>f /uga* »tf *l*:B*S l-5fiS:fLT 
V^TfcJ:<. -O-^fcli-S-Sr^LTV^Tt <tl>2 
aoKYb**** ; XteRatlK^ KffcSih/C^-Cfc J: 
t «SUSC^, EJUS* W Ltv^rfciV ^iSRB^r* fc tt 
B*S*WLT^TfcJ:^2ffi<oKte**K£ ; Ytt2 

U teR 2 fcBai^Bf^-CRSrMtt^t 

(D mefCM (i) *tzn*(Dm ; 

(2) L^-0-^Lt^ttJ:<, C-.T/l/^ 

s-cEftstbTv^rfcjiv^r/u^ru^aTfcSHfrie 
( i ) fB«*>ffr&» ; 

(3) L^c.-.r^uvs-cfeSHtrE (i) E«© 

(4) R 2 ^(i)MBglcor^ yg, (2)tvy^ ; ug^ 
fcte(3) (i)'O'i^K (ii)r ^ y 4fctt7 3i^/UT?E» 



( 5 

7 

£HTt^T*> J^Ci-^TvO^K (iii) (^r / /cfS 

✓<^e>fyK (iv)C,-. Tyu^v'-^yU/tf—yK (v) C 
.^T/U^ryU-^yU/^^yU, (vi) f ^5 I) \/)Vjj )Vi£z=-)\, 
*3 J: 15 (v i i) D y > * tXT % J "CE& £ tlX l*T *> 

2 fi^Bttssr *r it v *r t> <t i >r $ y mm 
( 1 ) feffico^^ ; 

(5) R'timm&<OT$;&-C&Zffi& (1) IB4$<0 
Vc&m ; 10 

(6) A3ftS-ttb-P*tia»a£t#LTV^TfcJ:v^>'-tf^ 

(7) B^E»S«r«rUTV^T*>J:V^'<>-tf>'«-efc5 

ane ( i ) E*©ft&» ; 

(8) E^-C0N(R*)-T^5Hufe (l) E«*Mb*4fc ; 

(9) xas«*jR^-e*>Sfi9BE (i) W8L<n>ft&m \ 

do) D^c.-.r/u^u^x-e&sBWB (i) mm 
(id Gtfc l -*T/is*is>'&x*hzmm (i) eft 

<Dfc&m ; 20 

(12) G^itM^LtV^Tt) J:^2ffi<DgHb** 

ME ( 1 ) E*0>{b£^ ; 

(13) E^-GQN(Rr)-«r. G#E»g*:*fL-Cl^T4> 
J:^2ffi<00Mb*SfKSr, Ytt2fl0?**jS^«r, R' 

3B«*r»*UftV^«HB (1) E*tf>ft£*; 

(14) A3ft«*n-PlxH*ai*:*UTw^rt>J:w^>'-t? 

fixSftShT^rfe Jzt^v-tf^aiSfcH:^^ 30 
p>f y*y y yfi*fctt>f y^yKyyi; z^ny 

y ^n/U3&*6atf*u6 1 fcv>L3<B<^®tft&&^n^n 

^r^s, e^y^yug, ^^yl^ 7 y yug, t° y 
yi-S. ^ryyyuffi, -Y^^/wKSfctt-f > h*y>*- 

^^y^tu^Tt)J:< > ^o7=i^yu-e®tfe$n 40 

>f) (D^o^y (2)^hu, (3)C 1 - 6 Tyw^ryu-^yu 
tf^yK Ch7 y — yu-y&ywa^yK C,- fl 7;^ 

Ci-eTyu^ryu^-^^-^yu^^yK C 7 . H 77^ 
^ryl'^^v'— #yU/tf~yK C, - 6 Tyi^yi'— ^yl^—yw 
iaitfCe-^ry — ;v-^;^^;i/^t,Iiftt5 1 £fc 
i*2fl<oB»£&WLTv*Tfcj;vvr$y, (4)(i)t K 

n*i>\ C-eTyi^^yu-^yu^^yK C,. 14 7y- yu 
/u^=.yu^E»Stb-CV^TfcJ:V^C,.6ry^yK (ii) 50 
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t KD^rv^r*S^$nT^T^i:V^7ainyU, (iii)-< 

/u*fctt(iv)*y -^teiy-c^eTyi^yur 
^ y -^y^^y^T*g^$ttrv^Tt> J:v*t Ko^-y 
(5)C 3 -* v^nTyl^yK (6) t KD^r^fcl^Dy 
y - C , - • Tyu *rjuxm& 2 tiX t > T ^ J: i ^ m ^yuife 
<tt/(7)^3inyK ^yyK ^7/y;K ^>-^nyU v 
Ky yu^^J^Vv ? yu^-=¥v'^yu^-yue-<y v*yu 

,-aTyi^yuS, C^Xyu'r—yi^ C»-M7!i- y^ 
g. C,.,ir7^S4fc(l!» 7y;US;R ! ^(l) 

ME&or^ yg, (2)tv<y ^yuK^fcteO) (i)-<> 
v?yu. (i i) r ^ y * y * ^yur-E^ $ ttr v * r J: 
i^C,-. TyMryK (iiO-^y fcliv*- C, . e Tyu^r 
yu-^yi^^ yi^fcte-^^yu^^yK (i V ) c 
, _ 6 ryw^^rv^-^yu^^iyu, (v) C, - 6 Tyu^ryi^-^yw 
(vi) fcV<y ^yi^yu^—yt^feJztKvii^uy 
V'ifcttT S y 'CE^$nTV^T 1 bJ:v^c t - 6 ry^^ry^ 
-^y^^^y^^^ill^tL'5 l£fcte2<B<E>E8IK£r#L 
Tl^T^ £i^t ^ y & ; E^-CO-, -CON 
(R-) -N(R')CO- (R a tt*MK^SfcttC 

*»oCi-6 ry^^yu-CElfe^ttt't^Tfc «tv^C|. 6 T/u=¥ 

u^mxhzmm (i) E*©ffr&*; 

(15) Z^/N 0 yy^x*E^^ttrv^"C^i;i^^^yu 
R l frT) (l)tFn^ (2)^^^yu, (3)^m^yK 

^yyK ^ryyyK -o^/k -OKy/u*fcw^< 

>- v^yu^^r v-^yl-^^yu y ^ jo J: (4) C . - 6 Tyu 
^ryu-^yUAff^yU, C«- M 7!J — yw— #yW/j?.=iyK C 
,- 6 Tyu^ryi— ^yu^^.yw^yc(iC 6 - l4 T y — yi — ^yu 

&~/i'Xm&£tix\<*xi>J:\f*T ; z ;frbm&ti1zm& 

fcttC,.M77/^S*fc(4>f) 7V;vS; R z ^ffi 
i^7^S;E^-CON (R a ) - ; LtfC x -*T 

;is*is>>mt>^Yfc2m<07kmm*x&zmm d) te 

(16) itufe (i) Effi^b^feSTtti^^o^p k 

(n)i (Ila) 
[{b7] 




(Ila) 



( 6 ) 
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li* rotate (in) 
Uta] 

r 

HN-Q-Z 
(Ml) 

oiB^i±ffiif5 (i) fa^^^s^^^-To ] T*^ 

3: (I a-a) 
[ft 9] 



10 



OCX 

N I 



r 

D — CON — G— Z 



<!■-■) 

trt^iitSS (I -a) 
f L-R« 

B 



OCX 



10 



20 



30 



N D— CON— G-Z 



( I -a) 

(is) Mia (i) mm(Dit&toi£tz\tt<Dm.&^'t 
zztz&mk-fz mmm&va ; 40 

(19) h^^^>-S^WS^ifi^JT^^HijfS 
(18) §E®(DlMg|ffi^ ; 

(20) h^^^^s^fW^gPSJ^v^ h** 
^><&®ftft®mx~frzm^ (1 9) ie®^^m^ 



(21) tsmm. mm. mmn^m^tz^m^Tm 
<n^m&tztefemmT'&zffi& as) fcm<Dmmm& 

[0005] hijIb^:^. Amzm&mzG\^xi,-xh£ 
^tss^^t, m^&k^xn. 4-8M<o[pims 50 



ffiiBSti: LTIS 1 -4flG)fflWK 

#*li\> Jrfrwicii, -o-tf^st trysts, try 
^v>>-^ ey * s^sl hyr^ys, yy:/£t tr 

£ (tWx.tf, y^vK ^^/K yntVK ^^vK sec 
y/l^ny ^vl^) % y^^;U^ ^yv/7WS, C,. 6 
lftl^L5<B<£>R t?B»SftfcC,-. 
>\ y^ri/u^n tvu;*-^>^ bfy^—^y 

£ («x.tf, lft^LSfi^K ^oy^ifj -ca* 
^u^^^P) , t kp^s, y^u^yh^, >ry 

£. ^Fol, */u*^->/u*, C,- 6 7 
;^;W^;^x;uS (#J;U;£, ^oW- 
/l^) % ^>-//f;US, C 1 - 6 7^3^ri/-^;^;U 

^y, yxf;U7 S y , ^;u^;U7^7l, C, 
7;^-*/^^7^S Tir^/vr ^ 

y, ^Dt e ^;u7;y, y^-y/ur^y^) % 

,. 6 7;^/v-*/^^;uS («^tf, N-y?vu;fr 

N — a^A^A***^ N, N-v^y^ 
Ao&A'X^'f A\ N, N — ^rc^A^A"**^ A^M , 

^y -S fcjiv^- c, - e T/^/^-^^-^/^^e-Y^S 
(^jx.^. N-y ^/u^^/w^-r/K n-^^/u^- 
^-^yu^^e-T/u. N, N— ^^u^**/w<^e>r/K 



11 

yU#~yuy ^yl^-*^) % C.^^dT^-C 
, >f — <;i/-C,.»7^3^S 
3?) , C, - m 7 C, - , 7 

[3- (4-tKo^'>7x^) ^nt° 
AO t^rv4) , Ct-m 77^^^^-*^^ 

l4^-C.-.r/u*^r S /-C l ..7;U3^> (#Jx. 

>^7;y>h^>?) % 4fcW:^-c,-.7vi' 

^U7^-^ufc/m:/ (fliL(f« *?vUT5y 
^f;U7^^/Vfc/U^^r^) »**« , fett, «M£ 

[0 0 0 6] Ag)5S6iaoS^, Xtg^L 

te£i-6<b. A«t!i*5ft5ffiaiSE©ia»fitEt LTI4 4 
ffiSfctt54IUS£F£L<, B»S*i:UTlil*fc«:2 

t Ko*i/ 4 C,-.TA'=i*->\ ^Dyy-c.,7^3 

;U=i*i/ % t Kadr>'-Ci-fl7;V=i^v', C,- 6 7;^ 

^v'-^yUTjf^/U-Ci-e 7/Ua*'>, C 3 -,4 >^ taT 
^-Ci-^^^dr^ >f ^ ^V— yU- 1 — yU— 
C-6 7/!/3dr^ C,-h7 7;u^;^drv/-^;^^ 
A— C,-« TA'S^VSfclifc KD^v'^xx/U-Ci-e 

l:»*K, />p^>- (#4U<tt*ft*lf) , tKo* 

Ift^tit^S'O'^ >-^4 fefiSSBftO^O'Hf >-S^ 5 

[0 0 0 7] h91B5£* % BSIiE»£S:tLtv>rt)«t 
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tt. «ttf34^tl 4fl^«*lK^j&»fc«j£$ft<5JIB 
&aiRflS**S*fctt6ttVtLl 4 

v'^P'O'X^K i^p^*ir=A4?) , 
C. - , 4 o 7/U* ^x=;US (fl 2, 4- >^ 

P^V^v*x.^yK 1, 3 — P^^1f^;r.~y> 

ttm flx.tf6 4t>ti4i©R*®^-e«tf 
a^ h 7xtyhy^oc,.H7y- 

yu) ^^s^ff^tt, ff*L<li6-ioft©3JS8Sft 

7 KM. SSI, 3*§g#) % Ci-eT 

20 /W^r/U^ («x.tf, y^vK =*vK ^PtVK 

yK sec-:/^vK t-y^/K ^y7 P Dt e /Uf) % ^P 

yy-C 1 . B 7/^S (0Jx-tf* lftPL5i©8 

x.hf h y :7/U;*-py3vu3?) , ^mnyi^ -Ov^/U 
0,^771/3^^ y h=^>, 

c >r y^p^^rv^) , ^D^y-Ci.,7/U3^> 

^f:C 1 -,7;U3^I; Fy7/^n^^ >7 
30 PP7 P PtVut^^) , 7xy^i/S, C 7 -n77^ 

ir^yu^-^r^) , C, - . TyU^r/W^^S («*.tf, ^ 
^yU^^". rn^yU^-^-, t°yU^^- N ^f^f-^it. se 

c-^^y^^". t-^yu^-^*, ^V7 p Pt>ft 
^) , />Dyy-c,-.7;^WI («^Ltf, 14 
i>L5fli<D^ r^o^ygfj r-B»*n^ic,-*ryu 

40 Kd^'>S, yyw^^h^. ^Fng^ ^yw 

^^r->yug. *yi^yu^ d-e Tyi^^ry^-^yw^^yu 

v-^yW/^^yu. h^iX^yU/K^yw, ^p ^^r->^7yu^ 

^^liv^-C-eTyu^yuT^y^ y^/ur 
^y, ^^yur^y. ^y^yur^y, ^^-yur^y 
^) , ^yu^yi-r^y^, C l _ 6 Tyu^ryL--^>'U^^yi- 

50 y, y^yyuT^y^) % *yw^>r/us, 
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^ * y - £ tz i? - C , . s Tyu^r/u- # yw<^ 
-Yyufi (Wxii^v N-y ^yu^yu^^-^yK N— ^^-/u 
il)V/<^^)V^ N, N-v>y ^yU^yW^-OK N, N 

7;u^v-f**;i//^^M (Wxtf, N-y^yi-^ 
^*;W/^^;K N — :n^-/u^-aJ-a/u/<*-f N, N 
-V**?*^***"*** N, N-v^^yU^* 

S (#J;trf, y ^yw^yW^yK ^^vU-xyi'/fc—yK y 

n fcVl^yl^^yU3£) , -O^^/U-d-eT/U^^ix 10 

D^^r^M % << % yu- 1 - 

— f/U^ntV^^Vf) . C t -m77^;^'>- 

Srv^yl^—yuy f^^rv'f) , t Kn^>7x^ 20 
-C»- 8 7;V3^I [3- 

yf^rv'-^yW^yl^ (0tlx.^. ^V'v^/U^-^r^^yU/if 
7x^f;^^r^^^/K 7xx;U7 P DtVU 

f/U7 * y ^yUtf—yU^v'. i^^^UT^y^^^^ 30 
[0 0 0 8] £ 9 fc>#Bg|i: LTIi, **b«xBlftK«: 

fcttS/* o^**^«*s*fe»* U\ R 2 <tB 
ti, L*sjS-&UTV^SB«t*:»*Lri^lB-T-^B|»u 

3\ R^r^ySco^^iiBS^^LTi'^^ 

HTfcJ:^. U— R 2 (D7;yI : « 

go— »*fcri±fflS*fift+* 0 iiTrEOBfi±oB«gL 
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mmm turn, B«-c*3ft*ia*s«r*r 

*5j:t5'>ft< £4> looiSI^Srtt, 
*ISH\ »»R^*J:t«tftlR-T-3ft»6>»HUxS ifti>L 
2 7 1 nlR^S:* Lt^t *> J: V> 5 6 fl<O^L 

KiS, «jctffh9t KD^V^y y> 1, 2, 

3,4-rh7tKo^y^;yy) . fh7tKp^r 
y y >- (ffl&tfi, 2,3,4-rh7t Kp^yy 
>-) % -fy^yKyy, >fyKJ^ 2, kp 

/K 3, Ko-2H-l, 7^, 

3, 4 — S*fc KP-2H-1, 4 -^oy^-^ri^v?>-, 
1, 2, 3, 4-7" h7t Ko^y ^r-^y V, 2,3,4,5 

-fh7tKp-i, 4-^^;/;*-aMMf tr^dsflav^ 
fcix, mr h7t Kn>f y^y y >isff*uv^ 0 flff 

©B»**»6»tf*ua lftv^U4«ioB»S«r*rL-Cif^ 
[0 0 0 9] ituiEitiK Zf±H»S«:^LT^"C4>J:v^ 

*tf««t«fi^»», *»«»***rffe*t6. za 

Tf±, «*.tfB*at«:*LTif^rt J:i^3Sr#3R«{k** 
X, B«iB*r*Lrv^rtJ:i^»3BaB»B»f3»»* 

1 4flo«*K^*»fe«j*sn<5IBai*Kft:**S*fc 

li, «iSC,.M^n7;^;H; ^>^n>^ 

A^ff) . C,. 1 .^p7;^=;H («x.tf. ix^n-^ 
>7^^yu x n^drir^yu^) , C fi - 14 >^ p7;>^ 

-Cfc£ 0 Z©3Sr»ltt*ffc**»4:UTWt, W^tfC.-,* 
ry-yu^ (Wilf, -7^z=.)V^ ^^^yu v 7>h7^ 
yK 7^-^>-hyyu^) «3&s*« r blx5. »4L<tt, 
6-i0fl^fM7Ktlt^5o Z<D««SISi: 

StfttS 1 ft v^l 4 iBo^f n Sf SrfftS 5 4 fcli 6 
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mm^&tsmmmm mz.&. yv^, tr 

/k -Yy^r/y^ >r ^y/y/K e^yy/K 1, 

2, 3-^t^ryy/K l t 2, 

y/K /K i. 2, 3-fr^'7/y/K i, 

2, 4-fr^r/y;K l. 3, 

/k i. 2, 3-hyr/y/K i, 2, 4-hy// 

y/K rh7/y/K fy^/K ey^=/u, t^ys 

(Will t^rV7^K Tif^-^^/K *-*ir*^ 

^^-7—^, t^y^/K fh7t Kntf7^K ^-/U 
*y^su % ^tf-^/u* y ^/K tf*<7t*=A4B 
v^ixS. SUIE r^^ffi^a^SSj tLtlt Mi 

«^Lt»*Sft624fcli3 9R^5SrSKKl^«3RIR 

fife r^^s^jg^j (^1 ^\±2mt-<> 
n^mt l r <* n 5 2 ^ *l is 3 t^^t^ 

#8e»&«*«K (Mill, 'O-y^yyK >f W/ 
7y;K -O-y [b] fxn;u x -O'Ky/K y>r v 

^✓a-^MJ-yy^K l, 2-^/>fym/y^ 

^yyf7/!i;K i t 2 — <y/>f yfr/y;K 1 

h— <>•;/ h y 7'/y;K #y y;K ^rv^yy/K > 
/k t7f y^K ^y— /k /fy^K ^-o 

/7y;K *;U/</y;K a -^/U/tf y jS-^A- 
#y=/K v-i?^y^K 7^y^;K 7 my* 

•#-^>f=-/K fryh^/K 7xthy^;K 

thny^K ^^Ky^/K tToo [1, 2-b] 

ey^;K f7/o [1, s-a] try^u, >r s 

11, 2 -a] try^/K [1, 5 -a] 

fy-^/K ^5^/ [1, 2 -a] ey^^;K -f 5 
yy [1, 2 - a ] t*y^ s^/k 1 , 2 , 4 - h y r 40 

/o [4, 3-a] fy^/W 1, 2, 4-hy7/o 

[4, 3-b] > *««*3?#»aB^ 

y /k >r y^v' Ky/K 1, 2, 3, 4-r h7t Ka 
>ry*yy/K 1, 2, 3, 4-fh9tKp*yy/u 

[0010] z-e*six5ai*a;**uTu^rfej:v%B 
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T*>J:t\> Z£L"CI2 % flljttf^oyy, *>u$/K 
ny;-C,- t 7M;K Ci-»T/U3*5/ % Ct-»7^ 
^ryu-^/u^^u, t^y^it/fp y 

Cs. H 7y-/us MeF«u<ii7x=i/u«) . c 3 ..o> 
try^/u*, ^r:/y/ug. -o-y-^s. 

~^m<nw&&*^ bVL#»* u< , aiftxft» 1 m& 

[0 0 1 1] fulB**, D ll^H^fcte 2 
U 2«<£>Sfi, «itfH»*«r*brv^TfeJ:<. - 
0- % -S-, ^fcte-N (R*) - (R'tt^jfR^* 

*fti4^ui ofi(7)ii:miK^2«60j^{i:7K^ffi#755ffi 
^rffWtcji, «itfc,.„7;^i/yS («i 

H y^-U^, m^U>^ /PtVy, :/^W>\ **Zs 

*y^-u>\ ^f^fuy, ^^^y^-uv. a-** 

y^-u-v. /otv^ 
>\ 'O^y^-u^ ^^r^y^u^) 

lfc 3 . t ^p7;^uy Mill 1, 4-v^n — 

1, 2-7^^l/>-^) ^$r^AyT*l>T ^.ttV D 
li. «il!C l - 6 7;u^H («litf, y^/K 

^ntr/w ^fy/pk>¥) , ^pyy-c.,7 
/v^r/vg («itf, i4PL5B©jR rxNoy^^-j 
■CESI*tb^C,..r/u^S ; fi»Ji« h y ^/u^-n^ 

■Ct<t^7^S, IHWttUtt^ti^tKo* 

-5 0 HufE r2ffi(D^j te, r*Le><Z5E»SS:l*i^U3 
X («i«, y^^>-. /ptv^ 

WitfD-C**tu5ffir8B r2^iO®j i:P^co^(7) 

^^-g-WbTv>rt>J:<, 7*n^-cE»*ttrv^Tt 
i:v>c 1 -e7/^wyl?^t<, «itfc,.,7^ 



( 10 ) 
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3rU>-g y^U->\ xfuy, ^ne-WV 

[0 0 12] R'tt**JB^ S^S^^U 

Ktok*S»tf*#;£ lv\> R l <BJ!SJKKfiHb7K3RS£ L 
Ttt. K*Siftv^i ofl^mnttKfblcXX («* 

sj turn ^f/u, ai^/K ^d^k -< 

^/K ^V^/K y^yf ;K -^^^V^/K 1— ^ 
f-jVfv t°/K ^^rv'/U, ^ V^^r >/K 1 , 1 - ix> 
^/U^/K 2, 2-^^/UT/^/K 3, 
/U^^/K 3 , 3 -v?> ^vU:/u fcVK 2 — zn^/uy^ 
/K ^^/u^tflj^ffctu »*U<tt. «lx.tfC s -6 

^/k ^^^/usso *asw&ft. m^yy^ 
Sj tuit «^tftr^/u % ry/K ^y/p^ 

A% 2->f;i/7!j;K 1 -^n^^/K 2-^/U- 

1- /d^;K 2-p^/U- 2-;7 P P'<~/W 1 
t^/K 2 — :7t^/K 3-:/^~/K 2-^^/u-l 
-y^^/W 2->^/U- 1 -yf^/K 3->?vU- 

2- yr=-/u, i -^O-r—^K 2 —s<i/=rz=-)\s^ 3 — 
-'Ot^/K 4-^>-t^/K 4->^/u-3-^>-^ 
^/K 1 — ^F-fe^/K 2-^3fir~/W 

4-— 3fi?~/K S-^^r-fe^/l^^S^tf PjtL, » 
(CC 2 - 6 T/u-ir^/uffi (#J*.tf. tf~/K ry/K ^ V 
^n^K 2-^^;u7!i;K 2->f/v-i-yD 
^~/K 2-yf/W2-yo^;K 3->^/W- 2 

-y^-jum) *tf»4L^o ^ rc 2 - I0 7/u^/u 

Sj i:tr(i t 2- 
t s ^/K l-:^~/K 3-^^-^ 
/K 1 -^O^— /K 2 — 3-^0^^ 

/K 4— ^>^=./K 1 — ^ar>>-,u x 2— ^^r->^ 

/K 3 -^^r^;K 4 5 — ^3rv'.=./U 
^WfctU «M::C f -,7/U*=/uS 
~/K 2-yot°^) 5££W£L. 

[0013] R l 0flBSI:iC0Mt;*«£ £ l-Cli, #J;itf 

mmm 3*1^10 mvm&iKjfeik&mm c 

j-.o^dT^S, C^jo^DryV^S, C 50 



18 



rc 3 - 1 oV^n7^/usj ttm M^i^o/ 

nfcf/K ^D^f;K ^^n^yf/K */#w>***s 
/K V^n^^^/K cr^-^^/K ^ny^ 
^) ^^|ft)il5o s£ rC 3 Mo^^P7/U^;Hj 
£ UTfl. #JxJ;fl -v^ o/ry- 1 — f/K l-> 
^ n^O^^- 1 ->f /K u^>^>-- 
/K 3— S/^ n^i^T-V— 1 — -OK 2— v^n^^f-tr 
1 -^f/K 3 -v^ o^^firV- 1 -^fyl^j^rf 
«bix5o S ^^.,0^07/^^x^1/1] £ It 
ft, #Jxtf2, 4-->^n^>-^^^- 1 — OK 
2, u^^-^v>3i>- 1 -^/l^^mfhtl 

6 0 R^7 y-;vii: Ltd, MJt& C 6 - , 4 7 y — /u 
S :7^/k ^^^r^/u. 7yhy;K 

1 or^/i-^Sir trit ^J^i^c 7 . l4 

/K 4-73i^/U^/K 2-^^^/U^^/l^) 

^i^^ygf, ~h*g, >>7yg, -r^ys. ® 

t>cJ:v^t: Kp^>S, 3i^7 L /Mk*4xri^rt«tt^/i' 
7f?^V/uS, BlftSSrWL-Ci^Tfc J:v>*/w^>f /u 
ffi. H»SS:*"L-Cv^Tt J:v^^-*/w^>f/uS. v- 
^p7/^/H, ^u7;^^H, SftMtLt 
^T^iV^iSS, 7;^/H, />ny;7/W 
IM^flt^Tt)J:^7y-^ -O-^/u 
30 2£ % 7/U3j-u^/u-S^^lf ^n^o -ttfe^EJftS 

S©SMT*fc5/Npy^i: LTIt 09iLtf7!x 
[0 0 14] HijaBR^RYb**^, D, Gte£TJL<D 

Sj turt^ ^Jxfl (1) (i) 1 ft^U5fi<Dis r^> 

x^/u, /p >f y/PtVK hy7;u^pyt;i/ 

. c*.,.7y-/us («x.tf7x^a«f) % c 

,.m77^S (Wittf^^^aE*) . (ii)^/U^ 
/US. C l . 6 7^u-^;ufc/H (Wlxtf, Tir^ 
/K /d^k :/^y/u3?) , C,-H7y-;u-* 
/u^^/uS (Wxl^-O-^^/uS^) . (iii)C,- 6 T/u 
3^i/-*;vsl?^S ^ h^r^/u^/K 

^ h^r->^/U^— /U. yP/f^r-i/^^fx/K sec-y^ 
p^^f-V^/u^/K , C,- l4 

7 7^/^^v/-^;U^^;H (^i^f^, 'Ois/u* 
^ri^^/U^— /K 7x^f;vt^-y*^^^, 



40 
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/K 3i^-/U>^yU*— yK fcVUj^yU/J^yK sec— ^ 
n fc^UjX/U/fc^K ^^v^x/U/ft—yK t-^^v^xyu 

xyu^^yu^) io<tt;(v) d 7;u^7 ^ y - 
y^yutf^yK ^ntf/ur ^y^7/u^=/u, zf^tvT % 
tfixS l £fcl*2iB^B»»£^LTV*TfcJ:v*T$ y 

(2) eny^/ua, tv^y^g, *yu 
^y^yug. y =. /us, 4-^3vutv<y 

y^K, 4 - 7 x !J 5 ^ V ^ t 6 l<Of 

t^tfei^WSittfi, «*.tf (i) Bft£«r*r 
U^TU^C^^H, (ii) ESiaSrWU 
•Cv^TfcJ:v^c.-. 0 r y-yuffi, (iii) E&g£*#L 
Ti^rfcJ:v^C,.,4r7/^/uSS3J:t5 (iv) 7->yH 

[o o i 5] mm rK»x«r*un^Tt j:i^c,-.t 

, C l -,7/v^;u-^/^^ 

g («x.tf. r-tr^vK r/ntra-^yK y^yyu^o % 

tf. y h*i/#yM?~yK ^ h^rv-^/M^/K ^D^f 

$o&yu#=yi4» , 7>;;l, ey-^tii^-c,-, 
T/u^/^T 5: y g («;ttf* y^/ur^y, xf;ur; 
y % ^f/ur^y, ^xf/u7^y^) % troy^u 
g. tf-^y^yug, y ^/H, ^-^/u/^yn/u 

g, 4-y^vwfcV<y vv^g, 4-7x^;i/^y^;u 
g x *yUA^>fyug, ^^yi^^/ug, ^ey-^fc 
H*^ - C , . 6 7;u^;u ~ * ;w^-Y N — 

y ^vUj&yl^^^yK N— in^/U^/Uv^-f/U, n, N 
-v^y ^vu^yi^^ yu, N, N — v^^/i^yl^^ 
, ^ y - ^felj:^- C, - t 7;u^v-f t^/^ 
^e-YA'S (fl&fif. N-y f-/u*-**/w<^/K N- 
^fvi^^yw^^fyK n, N-i^y^u^^/w^ 

y ^rv'l, ^ey -Sfcii^-Ci r/^/u-*/^^ 

-fyt^^rv'g («X.tf, N-y^/U^/U^^-^yU^-^r 
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i7/W<^e>T^^^r >x N, N-i^^yl^yU^^-^yl'yf- 
3rv^?) , ^y-*fcliv?-C,-,7/U^-ft*/U 

N-^^/U^^^7/U^^->f yU;*-=¥'>, N, N 

^*/W^>f yU**^) % ^^/U7>yg > C 
,. t 7^!/-*/Vfc^7^/S (0flx.tf* Tir^/u 

r^y, w^7^y, y^-y^r^y^) % * 

yu ^ yu^- 3r v'g*; J: C , - 6 X yW* yU- # /\,7$=l/1,* * 
10 >g (tWxitf, Tirh=*v^) ^^Iim5 1^>L 

[0 0 16] buIE riftS«:|rLtv^fcJ:V^C,.,«r 

y — yugj co rce-ioT y— /wffij t lth, M&tf? 
^-^k bttSo ^ rce-,ory— yu 

/K ^^yK yp k°;u, -fy/ptf/uf) fci^n^ 
y-C-.T/u^yuS (PJilf, h y ^yu>d-ny ^yu^ 

co i ^v^b5<@coS" r^oy>-jfj!W-j -cst^^nfcc 
20 ,-Ty^^yuSif) W»?)i«ji5ii^L5l©I» 

^C 7 . l4 r^yu^yu£j co rc 7 - l4 r ^y^^yuSj 

IfASWfeixS. S rc 7 - 1 4T7yi-3ryt'&j ^lt^ 
rt<t^®giSi:L"C^ K rcs-,o7y-;wSj &m 

Stbrii, buIe riftsSr#Lr^tt)J:^c,. 1 o7 
30 y-y^Sj ^^-uT^T^i^a^ffiir^co^co^^ 

[0 0 l 7 J buIB rrv-yuSj fi, WTC05£-C^£*L 

— COR 3 , -COOR 4 , -S0 2 R 6 , -CONR 
6 R 7 , -CSNR 8 R 9 , -SOR'^fcf^POjR 11 
R l 2 [5t*K R 3 , R 4 , R 6 , R 6 , R\ R a , R 9 , R 
l0 , R ,l 3Sj:t5R ia r4RI-*fctt»ftoT*»«^ S 

40 R 3 , R 4 , R 6 , R fl , R\ R 8 , R 9 , R 1 0 , R ll && 

r3R l2 x$ttstiZ> tW&ts*ix^xi>£\<*mkykmmi 

co \mt*mm (omtvx^ ^R i comit^mm} 
tmm<Dt><DmK r 3 , r\ r 6 , r 6 , r 7 , r 6 , r 

9 , R 1 0 , R ll RXfR l2 <nfelt7km&&m^X\,^Xh J: 

7/s, -r^ys, E»s«:*LTv^rfcj:v>r^y 

{b$nti/>rt)j;v ^yutf*^y!^ ESIS^W LTV> 
T^<t^^yw<^^/uS, E*SSr#UTi^"Ct J:v^ 
50 ^-^yw<^e^/uS % PTy^^ryu^, ^o7;u^= 
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/US. E»K&^LT^Tfc£V^fisRStK, T/u*yu 

y — /us, >f>-y-/us, ^/u^-u^/us^^jf ibtt 

»SSr*TLT^Tt>J:t^/u^>r/uSj , rs*S£ 
*/USj , r>^DT/U/r~/uSj . ra»S«:«-LT 

i*TfcJ:v^fi*$aXj , rr/u^yusj . r^oyyr 

xt5 ra*s&^L-tvvcfcj:vvr y-yu 10 
Xj itm R^Si^S^tUt^tiiv^H 
Mttt(7) r(s»s*#LTi^TfcJ:^T5yXj . 

*X*WLTv*TfcJ:ivfr/w*e>r/uXj . rBtftK* 
^LTV>Tfc<fcl^^;fryW<^yUSj . r^o/^ 

yu^yuSj Rx$ rBHftstr*uTv^TfcJ:i^ry— 
Sj r«»KSr*ruT 
l*T4>J:^fc Ku^>Xj ttttt, (i) C,-e7^ 20 
/UK, (ii) C»- l o7y-;i/g, (iii) C 7 - l4 T^/u 
(iv)tfVU^yVg, (v) C,- 6 Tfr^rfr-jDVifr— 

/us («x.tf, r-t^vK ^pw=;k y^y/u, t 

-:/^yw#yU2j?^yw*£) , (vi)C 6 -, 4 T y — /u-#/UaK 
~/uS (Mx.tt, 'O'V'V/K ^-^^ u^/utKjs. /K 
7yh7t^;^;i^) , (vii)C,-.7VV=**V- 
#yl^~ywS y ^h^V 

#/Uatf=. ;u % ^ostfafVj&/Uatf=/K sec-^n^^i/ 
#yU/tf~yK :/ h^v^/U/tf— yK t-yh^v'i;^ 
=■ /U*) . (viii) C7-14 77^^t^rv/-^/^-^ 30 

^v^yUjtfjnyK 7x^/U7 P P tfyUyJ-^v^yUTtfriyW 

'O'if zsj?A,rt=-/u % -7 }Vlr\s^i3 )V7$zz.)V>*£) , ( x ) 

7x^^;ufc;K k^^y^^toK ^77^ 
^yl^tf-yl^ ^^z/^^^^yU/tf—yK #/W<;/— 
/U^/U^yK ^'/7 7>*^fc/^) . (xi)C 
,.,7^/^W^/US ^^A-^/Utf;^ 
/U, :n^yU;*yW^yU x tVl^X/U/jN^/K sec— -? 40 
nt>7;i/^^K ^vU*/Usfcn/K t-y^/U^ju 

% (xii)c 6 -,,r y — /u-x/u^^/n (#j 

yh7ty^;u*x;vf) , (xiii)#yw^e^/uS, (x 
i v) ^Jrii /us<^>( yus. (xv) * y - * fell - c , _ « r 
)V*j\ — (#Jx.l;£. N-y^/u#yw^ 

-OK N— a^/U^/W^se-OK N, N~v?y ^/U;*7yU 
/<*>f/V, N, N-^^yU#yW>*^yl^) , (xvi) 
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yK N, N-i^^/u^;*-;&yw<^ /K 
N, N-i^^/u^#/W^^/u3£) ^flS^lf ^tL. 

X, C-.T/Un^v'X («X.fi* > b^r^ ^h* 

;/u;tf*i^ >f y>TosK*V») % */u^/us, c 
,. t 7/^-*/^^vl (^J^J^> T-fe^/K 

fcT^/K y^y/U^) . ^/V^^f^S, C-eT/U 
=i^rv—^/U^^/US («X.tf, * h^r^/Urff^/U, 
^ h^v^yU/tf^yK T'P^^v'^;^-/!/, sec-:/ 

S, ^ey-^fcfi^-c.-eT/u^r/ur ^ ys 

tf. y^-/ur^/, ni^/ur^y. ^f-;u7^y, ^ 

/u^yn/u^ ^^/u^ y ^/us. 4-^^/ut: 0 ^y 

^/^^ut^y^S, ^/w^^e>r/us. ^^/u 

/^^t >T /US, * y - ^ tz tt v 5 - C 1 - 6 X/U3VU - ^7 /w< 
■=e-r/US (0iJx.{^. pf^/U^/Uy^^yK ^^/U^77W< 
■=e^/K ^^^/U^yW^vf/U, i/ni^yu^yw^^e^yu 
^) , ^ey-^fcfi^-Ci- 6 ryu^ryw-^^yw^ 
-T/US ^ ^/U^^-^7/W^>f /K m^yu^^ 

^7/W<^^/u x i/^f;uf^^;w^^;K i^oi^yu^ 
^^7/w^^/u#) , 7xy^^>S, ^y-^^c^v^- 

C , - 6 T/U^r^ - ^7 / W^^f ^ (^J^L^> y^ 

fVio )V/^*<i )\sir*r-s \ ^^/u^7yw<^-f /u^-^r->. 
> ^•/U^7/W<^e^yU^-^v', -^^^/U^yW^^-^yU^-dr 
v-^) % ^E-y — Sfettv^-Ci^T/U^yW- ^^*/W^ 

^e^yu^-^rVS ^ ^yu^^-^yw^^e^yu^-^ 

^^/^^^/W^^e^/U^-^rv/, ^/U^-^^7yU 
/*<^e^yu^-^'> v v^oi^yu^^^yu^^-^yu^^v' 

, /Jvi^/ur^yS, d-.T/u^yu- ^/U/Jf^/u 
7^1 (WIXL^ Tir^/ur^y, /Pt^VT- 

y^yyur^y^) . ^yu^yu^vs&^tfc 

I . 6 7 P yU^^-^/i,7jf^yU^^r>'S («*.fi» Tir h^r 
rfc«tv^ 0 R 3 , R\ R 5 , R 6 , R 7 , R fi , R 9 , 

SSj R 3 , R\ R 5 , R 6 , R\ 

r 8 , r 9 , r ! \ R ii &£x*R i2 <Dmmnm&mvr\,^ 

[00 18] AffttJCtt, 0iJ^{^/U^yuS. C,- s 7 
yU^ryU-^y^nyuS (Mtll, Tir^vK 
/K ^y/U, t-^/U^yU^^yU^) % C,. H 7!) 
— /U-^/U/^^y^S (^Jx.^. ^y/^/K -typist 

^^rv--^;yu^^yUS (#Jx.tf. > h^r^/U^=yU % 
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h^rv^/Utf-yK ^d/K^r^^/^^/K sec-^" 

/US (#J;ttf, ^V^^rV^/^^/K 7**?vu 
^^i^/Ustf^/K ^^^yu^n ^yU;^ A*-*? 

5^^yu x 7 p p tf;^;u^-;u, sec— tVu^yU/ft— 
^^/u^yU/ft—yK t — ^^-/w^/^^y^) , C 

-y ^yU;*7yUy<^/K N-^^vl^/Ux^'OK N, 
N-^>f;M;W^^;i,, N, N - i?^^jUjj;U/<^ 
-(sum s ^y-^ti^-c.^r/^-f^^ 

WlZ-l^ N- Ar'n't As % N 

-^^/u^-^/w^^/K N, N-i^y *?->v^jrii)V 

y<^r^(;V % N, N-v^^/l^^/W^^T A-^) 

C-ry^^VS (M*tf. y h^>\ 7 
v^yUtf^yK ^nTtf^v^yU/tfjxyK sec-^utf^ 

V;fryMf~yK :/ h*ix#yu*tf=yi^) , r>;S, 
y-ifcfcte^-c.-.ryi^yi'T^ yl y^ 
/wr^y, ai^/ur ^ y „ v^^f^r^y, ^xf/ur 
^yf) , fp^^s, tr^y^/us, ^eyu*y~ 
/l-^. ^^-yi^y-yi^ 4-y^ut^y v?yvs, 

4-^^^yUfc°^y ^Uffi, 4 -^V^yU^^rv^yU*? 

^ey - ^fcll^-C 1 . 8 7/^/u-^;w^;ul 
y - £ d: it- c i . 6 r/u^r^i— - ^^-*/w^^e>f yua 
. y^;**s^ ^ey-^fefi^-c-e 
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v\ ^yu^^yl^^yM-^rv', Vt^-flsf-OriiiV 

30 , *yu^yur^yg, c-eT/^-^^/u 
y, yf y^7^y^) . ^yu^yu^^s^tfc 

.^Tyu^yu-^ywtf-yi^^g (#1*1^ Tirh* 

io [o o i 9] «te rrvvugj t ltu, *;h,^h,E» 

i'tfy 5 ~ 6 A3§r«(WS fctt 
(2)-<^if>-^. :7^>-gL ft7xy^, fcjitftfy 

S^«* ^5-6 £ 1 - 2 ffi^-T 5 2 K 

20 *i-sa*^s#*ut^. 

stbTv^rtJit^^^v/uSj turn «x.tfa: 

-COOR' (** % R'H. tKSI^, d-.TOMr^ 

a y^K ^Dtvu, ^y/oe 

tftSittit w^tfc.-.r^ug (fiflxitf, y^- 
30 /u, ^otr/K ^y^ptvw y^/w, t-y 

»3£«rfi-L-Ci^rfcJ:V>Ty-/uSj WLTV^feJ: 

ft if) . mmmzm^x^xt>£\<mmmm r 1 

t)J:v«SSj irP^ft^O^) tfjflS^fctLS. R 
l co r^Tk^Sj , D, G*3J:t5L(^E8lS-e*-6fl9 

6 0 R l (DjK^7K^coE^r^6 r^u7^ 
turii, ^Jiif^pyptVK ^Dyf/K 

-^=rly- 1 --f /K 1 n^O-x^-- 1 </K 2 

- V^ 7 D^fy- 1 — f 3 - n^^xv— 1 
— -Y/K 2 — v^^ 7 o^-^fir >— 1 — 3— v'^n-^ 

50 ^rir 1 — f /^CDC 3 - 6 v-^ P T^^^/VS^^^ 
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if ^*l£ 0 

[0020] R i <Dmik&mm&£x*L<Dm&mx-3bz> 

fxn;v x tTnU/K 4 V**"* 

yy/K f/yy/K -ry^ryy/K ^f^^/y/K 
t^yy/K i, 2, 3-t*t^r/y;K 1, 2, 

4-t^7/y/K 7 91f^/K 1, 2, 3-^T 10 

>?ryy/K i, 2, 1, 3, 4 

-f7v?7/y;K 1, 2, 3-hyr/y/K 1, 
2, 4-hyr/y;K rh7/y/K try^/K t°y 

^S^/K tfy^^/K h y/^;K «V7^ 

/k th^s— /k si** tro y 

/K f h7t Kot ( 7^K -^yu^y^/K ^^"^e/u* 

fi. ^>'-tf>'«*r«tf2*fcW:3«S«'&«*aS) 

(«x.wr, -o-y^y/K ^y^/7y;K -<>-y 
[b] ^yKy^K ^y-Y^Ky/K ih- 

^y^/y;K -ox-r^^yy^K ^/t=^t/y 
;k 1, 2-^yy^y«f/y/K ^y/fr/y 
1, 2-^Ayf7/y;K iH-^y/hy 
r/y/w ^;y/K ^ry^/y^K *»yy^K ^ 
/yn;K ^y^y— /k 7^7^;k -j-^y^ 30 

/y^K /ry^/K -^-o-y^y/w, io?v 
/^/y;K a— ^/vstfy—zK 0— #/ustfy^K 7 — 
#/U;tfy~/K r*y$^/K 7^y ^U-^n/u, 

X>-hl^/K 7ithy^;K 7xthpyn;K 
^fyKy^/K t^no [1, 2-b] try^S^K 

[1, 5- a] t°yvvK -r^yy [i, 2- 
a] ey>vK >r ^/ [i, 5 -a] tfy-^/K >r * 
*v [1, 2 -a] t*y^;K -ys^v [i, 2- 

a] fcfy^v^/K 1, 2, 4 - h y 7/n [4, 3- 40 

a] t o y>vK i, 2, 4-hyryo [4, 3-b] 
SWiisr** r^#stj ^vx^xhx^^m^mtmm 
[0021] r 1 <0^{fc*»K<oE»&-e&a rr/u^ 
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y7 p ne;K y^vK ^y^f/K sec-T^/K t — ^ 

*s©H»s-cfc6 r/NB^;r^ij turn 

tf. hy7;vtn>f;K hy^poyf^f) 
g£WLT^Tt>«fc^T y-n-gj <d rry-A^j t 

3 - t*:7^^;K 4 - h'^m^/K T>-hyA\ 7xt 

yhy/K rtt7f-i/-/u«©c».,47 y — 
j®^f 7s/i, mm. *vmm) % c 

.-J/^/H («x.tf, *3vK 7 p pfc p ;K 
^yy^ntVK y^/K t-y^yu#) , /NP^y-c 

JH^F-J T»^/:C,- 6 7;u^S ; h y 7/1/ 

tu>f/i4) , c,.e7;^^>i («ix.tf, y 

, t Kp^yl, r^y^, ^ey-xn^ 
-C-bT/w^t -;/a y^^r^y, ^ 

y , v^^/ur^y, -yxf/ur^ y#) , ^ 
j\s7&**//um % C,- t 7/^;v-^^^H (ffilx. 

31 h^fv'^/l'tf^K 7 P P^^ri/*;^x;K sec 

hplisi^ys^pjli^ 1 ft^U5<gz)Etfc 

[0 0 2 2] R«©rwuStLm BUlBR l T^^tt 

IfbtlZo R'^ltit ^J^f^T) *»J®^F, -f) (1) 
^p^y, (2)^hD, (3)0,-67^-*;^ 

C 6 . 14 7y-^-*^;K C,.,7;^K C 
! - 6 7;U^^rv'-*^-;K C,.n7 7M^ 

c 6 . 14 r y — fr-Ts/UTfr-sufrhmtztiz i *fcii2ia 
<oE*SSr#ur^rt>«tv^r ^y , (4)(i)tKp^ 
C,.»7/^i — C 6 -n7y-;u-i; 

n^^T'E&^ftT^Tk^V^ai^K (iii)^>-y 
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-^/U^^/l^T'S^^ixri^T^ <tl>b Kn3rv\ (5) 

art nfe a»£-c*: n-enn» $ nx v *r t> <t ^ c , . . 

*-Ct>7) (l)tKn^ (2)!7;n^/K (3)^^ 

te^ V 3f V # )\,i£~)l> fc*^ y S^U*5 <fc (4) C , - ft 

T/U^r^-^/U^^/U, C«- H 7 y — yU-^/U^^/K 
C, - . T/u^u-^y^^/u^^liC 6 . 14 7!J — >v-?s 

SIST-tix^ixBSI * ttT t^T fc J: c . - . 7/i^uS 
[0 0 2 3] itfigazW. R z iia^^ttT^T^J:V^r 

LTfi. «Kitf (i) itio7-;ys, (ii) 

©S*a«:*t57^ya, *5J:t5 (iii) fiftSSr^T 

E«2£-cfca rE»K*WLT^Tfcj:v^fc**£j 
turn R'-cftSftsift riM^tit^rtJ: 
tra«<ot>^**sffli^tbSo r 2 ob 

tii, R'-csSfbaK rs»S*W ur^rt J: 

*47^Stt, iffiseR'T^sns rn^s^^rur 

Tfe«tv^r>'/ustra«<ofc^*ds^f ^n^o r 2 <d 

7&<D^mmmmm i-Y5^y;K 1 

-e^yy^K l-troy/K i-t'ny^K 1- 
e-^s^/K i-t^y^K ^e/w*y~/K ^-^^e 

tmiazsnzs* ¥v 1 

-^X^^yy;K 1, 2, 3, 4-7h7t Kd 
^y=¥y yy-2-^;K l, 2, 3, 4-fh7tK 

p^yyy-i-^K l—r^Ky^) 

ur v *r t j: i t urns*© t (omm ^ b *u 
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* % , C,-.r/u*/uiK > ^vK 

t/u tVK "79-^ sec— y^vK t-^^vK 

xh^V, :/o#3r*> % sec-yh^r 

{f(i)ll^7-;ys, (2) t^y^ust^ij;(3) (i) 
-Ov?/K GO 7 ^ j Sfcfi^a^u-eattSixTt^T 

10 t)<tV>C > .»7/i/^K (iiO^ty-SfcttSJ-C-.T 
/b^^u- ^7/uy<^e>r (iv) * y - 4 £: c . . , 7 

^f^/U, (vi)Ci-.7^*A'-^^*^/K (vii)t°^y 
i^yu^; /u^f n/u^5 <t TJ* (vi i i) o ^>^4 fc{i7 5 y "CE 

i ^^H2f@^E^ai^ ; <rLT^T^ J:v^7^ y 

[0 0 2 4] huIS^:*. E <h LT^-CO-, -C0N(R" -CO 
0-, -N (R* ) CON (1^ ) -, -N (R 8 ) C0O-, -N (R a ) SOs - -N (R e ) -0 

20 -s-, -so-^ tzte-soi - (R a , R b i,xfrmm*& tz 

»*L< li -CON (R* ) -, -N (R* ) CON (R b ) ^ b ix, R* , 
R* * ^R b <D r L T ^ T t> «£ t k** Sj 

Lfi (1) (2) 
i)C,- s 77^;VS, 
i i) P ^ J - C ! - e 7 v^/UK, 

v) I^MtLT^tt)J:P7^S, 

vi) liMflt^ttiV^Kn^ *3«fctf 

vii) QC-6 7^/* 

@E^£ tttrt^biv^s * W: 

-ttt-Pnffilft ^ ^ T t> X ^ ^7 ? >r /us * it ft 9 

**;us<^;umfrbm&tiitm&mi -sisrttt 

40 ffiOKft*Kffi**i"o Lli> CTx.rfHUlBi)-vii) "C 
^$ti6gftM^LT^T^J:^C l -o7/^uyS 

ft7k*Stra«^t05*J6Sffll^n6o HuiE rafts* 
^TLTV>r i bJ:i/^C 1 - 6 7^^r i/>-£j co fC,.e7;^ 

> w^^j turn ^^u^, 

,. 6 7;^wya tt, ElftSi: UT«*.tf 1 *V^L5 
^^^7/^ («iJx.H, y^vK ^^/K /pf 
so /k ^y^ntVK »*fi"Lrv^t)J:v^ 
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;u^/ut*Sft £ nt v > X h J: v * C , . , T/u^f u >S^* S 
fiSMSW-S *ittB»*fc* UTt *T fc J: 2 <ffio£Hb7k 

4 fc KHBWK ^ "C *> 5 . Y ^5 2 <0 *3f ffiC^rc> £ * , R 1 

[0 0 2 5] *t (I) -e*t>*ttSft'&«i:LrW: % A 
S^BlftSSr^L-C^rfe .u^^-tf^stsfctetry ^ 

^L-T^h^t: Kn^y^y y ^«*fcn>r y>r >- k y 
7y/vs, t°y^s, ^ryy^u 

,. 6 7^uyS;R l ^7) TKgfD^ >f) 

(2)^ ha, (SjC^aTA^/U-^/Uptf^/K C 
s . 14 7!J-;u-^;^-;K C,-,7;^K C,. 6 7^ 

C , - 6 7/U^r/V - <t t/C 8 - , , T 

£*TL-C^T4> £V>T* 7 , (4) (i)fc Ko^>, C,- 6 
TA^/U-^ A^~/K C 6 . H 7y — /U-;&/M?~/K 
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£*LTV*Tt> i^C^eT^/K (ii)t Ko **>"CB 

^X~m&£frX\,^Xh Ko^>, (5)C 3 . 6 v-^n 

T/l^K (6)t Ko^^fcl^Dyy-Ci-eT^ 

10 C-.r/u^/uK. C,.„7!/-/H % C 7 _ l4 T 

(2)tr-^y^ua;*fcr±(3)(i)^<^/K a Or 

✓<^>f/K (iv)Ci- ft r/W=3^r^-^7/^^/K (v)C 
i - 6 T/U^r^U- (vi) fc°^ y —/I' 

&£Xf(vii)^u?^&tzteT$SXm&£tlX\,*Xi> 
Jzi^d-sT/U^r/l — #/U#~/U;6^ii!:£*L3 1 4fcf3: 
20 2(@OlglMf tt^tt)J:V>7^yi ; E^-CO 
- % -CON (R a ) -N(R e )CO-, (RMi* 

•B^Sfewtc-.r^^Hi) . L^-o-^tr 
v>r b J;< , c t - 6 ^ tit ^ 1 J; 

i>c,.s7;^uyS^«H>. $f)i:^L 

R'flSr) (l)tKP^ (2)^^^/K (3)^:*=/K 

7y;K fryy/w j^p-fr* >r v Ky/u*fcwy< 

> i/jv* \?s< y # J; t5 (4) c t - , r 
l - fl 7;^-^;u*^^/ciic 6 - 1 4 r y — /u-*>u 

*~/U-CS& $ tit V «fc V ^7 5 J !&» feSfctttfeB* 

g-e-tft-WtE* £ ixT v >T «£ v > C t - B 
fcliCT-M r^/i^uK4fcl3>f ) 7v/;H; R 2 
i^7^/I; E^-CON (R e ) -;L*SC».,r 

[0 0 2 6] xt (I) t?$StL5ftd*^5*), S; (la 

-a) ^^nsfb^^fcsi^r^jfeti, «^rfKT<c» 
^^iT«tSJ:3i:^ (Ha) xm£1nZ)4£& 

Ztibtt (in) -ea$n-5^«4fett-toift 

[lb i i ] 
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L-R 28 



f 

HN— G-Z 
(III) 



L-R 2 " 



T U 



(lift) 

S: (la- a) ^«S;h,Sffc***fcrfrt©*iM\ 5t<II 

a)-c&$ttd{k«tt«fcti^«[j:« s: (in) t-as 
*fc. *(iia)-e*Six*ft^*oRrt;tt«i»* 

is, S:(iia)-ea$ix*<k'&*©cooH^coQ Kt, Qtt 
flfcf§& : ^pyygf I:?* iff, ifttt, JIX. a*** 

L-R 28 



N 



OH 



20 



30 



(3> 

<£JUtr 



N D N-G-Z 
R 1 

(lt-0 

n^^;^^-;K, vryuiv^xf^ l 

-c^-fvu- 3 - 

s^rs Wffli^iiSp r.cQ<t#. S; (iia) 
iiSft^fc^ofii^H^t, 5£ (in) -e« 

mno. 5*v^L5-=e/uafl. »*L<riiftv^u2 j e 

0 0t, ff*U<tt20^L50lCC*?9, SiCNrra 

[0 0 2 7] it (Iia) tSSh5ft^ft©5t), Yd* 
WlfB^-efcSft^ttStlttOlS (Ha-7) IS** 

-A 2 t»t*ife»"ClBlt 5 - i *-e§ sfcfcYa* 

2fflO*SIIR J ]F-Cfc-5<k^**fcH't^*a (IIa-1 

So 

Kb i 2 ] 

L-R 2 * 



9 



(I I a — 7 ) 



N D OH 
(I I a- 1 0) 



lit 1 3 ] 



lit 1 4 ] 
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L-R 2 ' 



NO z NOa 

(I la-1) (1 1 *~ 3 > 

(Tf Xtt R 1 '-CHO MH 

V ~^... -1. 1.. n 1 



NHa FT'-CO-R 
(I I a-4) CI I a-5) 



L-R 2 * 



M D OR 



N D OH 
H 1 



(I I a-6> CI I a-7) 

Le-CH 2 -D-COOR T 



^^^NH a OHC-D-COOR Jj D OB 



(I 1 a-4) <' 1 *- 8) 



go. x — - of 0 



N' ^OR *T "D^OH 



R R 

(I I a — 9 ) (I I a — 1 0) 

R l T^^ix^S^^^LTV^Tt) i^toK^tf* 50 [0 0 2 8] buIB** — 2 fc£5tt£5£ (Ha- 1 ) 
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mztizfc&yatittttznmfrtt uia-3) xmz 
ztiz>it&®>*K&i$Ttz> z tic mm** r t &x 

^^>-^) , v>y^/U*/l^T^ h\ i/^ 

h y eas*^* y h y 

mm* y h y y 

nft&Tfcft?- k&V$Z> 0 s£ (Ila-l) -esstt 
S^^fcW^Il^/H^LT, 5t(iia- 2)T- 
^l£;i^-5{b3^^:fcO. 54v^L5^f, £F£L<te 

ffitt, 0^^12 00^ #£L< f£8 0#V>L 1 5 0 
ttfcSo fflv^C>ix<5«LStt^(IIa-2)-C*$tbSYk 
^l^W^U 0. 5 41^5^1, »^L< 

V>U4 8«PfflTfcSo £F£L<I3:0. 5^l>L24« 
"C&So BftE** — A2f£*5tt6S; (IIa-3) T*^$ 
ft3ffc^tt*fctt^<D*J&»fe* (IIa-4) -CSS it* 

y*y — /K ni^y— /k )V 

B*fcH:ftlR*«rffli^5a7cRrt;ir. J: 9 Kit"*- 5 r £tf 
T*^6 0 *»JEIil4PLl OOfiff, #*U<iilfc 

m o4t^L5 ot:-c£>£ 0 rac^ito. 54v>ti 

0 O^T'fc^c U< flO. 54^L2 4fflt^ 

[0029] mm**— A2i^fctt5^: uia-4) -c 

(iia-5) -ess 

*t6ft-&**fcW:*©ltt^ ORJ&H ^ (IIa-4) -C 
< liT/i-Tt K4fcW:4r h t <Dm<om%#}T fr* 



19 ) #Pi2 000-191615 

36 

y— /K 79 J— >^£) . r-feh^hy/K 
^^£^<ora«T>^~*A&S:fccl:i/l 8 -C r o 

v y mm* v <>j*. y^mit-r h y *«fb* 

^eT(-?t5 a: (iia-4) 

^b^^fc^-^^l^/Uf^LT, ^:R ! -Le-e^$ 
HSft^liO. 5 4^15^1, $?^L<flO. 
8^v^L2^e/u^affl^etL5 0 

0^4^12 0 0^ ^L<fi204^L80 , C 

20 fti^eswcftuo. 541^5^14^ ff^Kli 

L2 4B#P^-Cfe5o 

[0 0 3 0] 5S5cWr^^/WbKJCtt, CTx.f^— x/u 

K^jSE WJX.I1 V^^/U^--7VK 7h7tKP77 

, />pyy» mwx-h 

^^^) % T^=i— /U3R*«t («x.tf* 

30 tf) «(0*«C+**:rt:c*Lboii^»K*, a (Ila- 
4) -C^Stb<5Yb-&«*fcJ±-t^ifii:«: (R 1 ' -CH 
O) (R p -CO-R'") fSSnSfc^** 

(«»j^tf7K3i<b^^^^ h y ~>t v**Yk* 

5:i:m5 0 S: (IIa-4) "CSStbS 

o) (r p -co-r ,m ) -ea^Jxsft^** 
/ttt^r^ifttt. 1 4^11 O^/wSia, »*L<tti* 
40 PL2^fil iS5c^JliO. 3 4^15^1, » 
^b<liO. 54^11. 5^e/^mm^^o Z<Dk$ 

<D^f&m&n. o4v^ti oot, ff*uiiio4v^ 

L7 Ot-CfcD, RjC^pratt, 14^12 4W, #* 
L<I134^L1 5«PIB"C*>45. Huie^=¥— 2 (Cioit 
64 (IIa-5) -C*Six«{k*«4fctt*©m36>bS: 
(IIa-6) Xm£tlZ>fc&tiO*tc\tt<Dm.^ (DELfc 

/W. f h7t h'P77^ , 
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^ d y K, xf/w^y^^py k«) 
ri:«wJ:i9Kjt-r-5r^^T§So * (iia-5) 

L2^;um SfS^Sfi-2 0 4v>Lioo , C, #3: 
L< teOft^LS Ot;-CS>!K KJftiftlHtto. 5ftV*L 

[0 0 3 1] flufE**— ^3^jSltSA (Ha-4) "C 
*SnS{b^«*feJi-?:^*6*^S: (IIa-8) 
tbSft^»*fctt-t^«— ^RlStt. A (IIa-4) X 

m-tz>^k&xzz> 0 mm-fcm&&&.&te* wtifx 

v^uu>^>\ $^nP3L^>\ ^pp^;U^, ggj^ 
, «{fc**3R#4St («*.«:, -i^i?>\ h/U 

>*y— A\ zc^y— /p/V~/u, :/*y 

yf/^;^^VK, 3i^x/u*«jB£ (gE«3:?vK W 

h y KSfck^* y KKt h y 
y 5r a. h y imfc* y *.m« % 

m&T J*ffim&£Xfil 8-C r o wn-6*£<7) 

ds-e^So ^ dia-4) ■essixsfk'&fts^itt-t^ 

tl^W^U,^ (Le-CH* -D-C00R) T*$iZtlZ>i\& 
$3110. 5ftl^L5^St, £?;£L<ilO. 8ftl>L 
2^/uSSfflv^*L5o rot#<DKi£affitt, ofti> 
L2 0 0t, ff4L<li2 04^t8 0t-efc5o fflV^ 
bix6ia»4SC(IIa- 4)T-^^tb5Yk^«l 1 ^HZ.* 
U 0. 5ft^L5*^K, JfSKttlftV^Ll. 
5^e;i4It^5 0 K£i$IHttO. 5^^4 8Wt 
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(III- 2) "C^^tt5{[:^*^{±^^i:^^£;$ 



^x^v^) ^fflv^*x6 0 ccos^.'i. ^ (iv) xm 
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JtRSIfflii, 0. 54v>tl0W, ^L<lti4^t 
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[0 0 3 8] 5£ (I) X~m£tlZit&V3-£tz\tt<Dm<D 
5*>* 5* (Ia-h) fc-5VMi*(Ia- 
£4b£fcfr£0>tttt. SCO**— Al lKl«Lfc#tt«E 

a: (x) -eas4x-5Yk-&«j*fett- J E:<o*^a: (v 
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5t>, ^ (Ia-j) ^g£;lx£ft^«£fcW:*0>i6 
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-c*Six5ftd'»*fcW:'t©ISi j e^J!:»U, o. oo 
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( 28 ) 



53 



*C# £>. ^C(IIb— 2) 7:M£Sfri& 4 fc li^ <Di£ ( I 
lb- 3)-CS**bS{k-&»*fctt-t^ifij&>fc^r«^© 



2000-191615 



54 



[{b2 6] 



L— R 5 * 



{I I b-Z) 

t 

(I lb-3) 



L-R z 




L— R 2 * 



(I I a — 2 ) 



[0 04 4] *»W<DW3pKb-&«XtJ«»ia*BH*r4, tfe 

«:?gf$;b-cv^Tfc <t< % Krt;*sattM-s*»«r5 master 

i UTtt. fl^tt«WR« (fflx.ll J£S£i£. ttKK* 
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1 9 9 0^f«J rEI[gaoBH*J *7«5HF*t|-l 631 
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&mm. umwtkm&. vi pisbb, $ou*=f>« 
y>r K^^Kiu^f&aig, (2) ^^y^ttfes 

O) iow v^y vjfiL«E^3c#fesv>^A^«i 
*j*^«tsiE», iaftffi*o*&«JK, (4) ffiitmzis 

iHftttffl** Pifc, WBKS*e«<ofe**» (5) -y 
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h y ^»«isoai»j#j, ( 6 ) rtaamaii 

^»*fS^^«i&«S8. (7) /J«o»iDME«T. 

tf. short bowel «#Ht«) , *ft^»ffitf(D|K«b^iB 
Hi"6T«. *3ett/J««*^fiH-r*T*, V I Pjg 
*HaWP«#«rtiW«0«-fiH-r ST*, AIDSi: 

«UBH£jcfiHi-5T«l*©f&«J8, (8) ^>fc°>^ 

mm. (9) >ry7y^iiiGF-itfeiwtt 

mmm. >7;-v 4 
mm. <nmmm) , aui »«a£ttajiL«© 

*^^^>ttyw>°i® *of&*3R Cii^ 

sttf^^E^V^ai^ LHRHT^ K LHRH7 

^^^^^h, ^y^-7xny- a> ^fy^-7xD 
2*ittffittfflv^rk*-C#5) , (10) flEikte 

^ssffi, iiwl ^#B&ffi, ^jBffa vmz % 

(li) -k^mffimsh. Bf «* % sMHjUlSRS 
of&3^IS, (i 2) ftSXlz:fffflr«£3BStt«R (« 

& s ya^vfM^, A/, H«irt, a« % 

tti***) *«0i&aSK. (13) WBMffH^K^ • 
iM&^«#*aif+ii:36»e>. «l^tf«85*ffi Mill, 

tt • , m«« mwftmfe. xkf 

*9<ot&am* (14) mmm* (is) stt^ryr 

Sfffift, CSfffi^, AIDSSM, fc h^tTn— -^ijr 
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ikfi£. jgjsgjfaj^ £:#te^y7^h— -m&m& 

iMBfK r^=3-yH4W^^tof&«|g, (16) BS& 
«u Afg, fiJjffi. K%£«o^C % (17) ffi&A (« 

ami**) , (is) ^MicKift*»*v*iHi 
ffi-sBilW)^^-^^ &t/ (19) ^b^i-B: 

[0050] *^5W<o<k^« (i) ifcja-twiftii. IS 
turn w?ttfRjgaij 

r?y/umHM*«) , nnwm («* 
mm mati. mtm** t^^-^k ^eu^y 

#Hfc3lJ («5ttf, ^-^8 0, HCO6 0, /Ky^^ 

y»thy*A« . «*ittJKj*)J #y^u- 

SSfiH^^, — /k hy^r^yy^ 

thy!)^) , mft»l ^^-ryyuhy^ 
*y-^r*>\ 7»>y;Hithy^^, ttfls^^-r 

fbthy^A, i/yiry^) , |gsr#j y>- 
a, *KBh ^ttithyi7^) , m&m 
> S3£»J (Mx-tf, Mgfthy^A, r*=* 

(I) *fctt*oK*»KfF»*ix&***=(M-6. * 
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3B9J0>{fc-&« (1) ^^^(OEIEtt^ffS^ttS^O 

j?k (^^p^^-t^^tf) , mum. 

mum. mm. &mm* ^^y-rm. ww, ^ 

10 [0 0 5 1] »H"t»©*ftW|(oiBW6*raTfc«i- 
(l) ^SJ 

(2) 

20 SiaS:, ifi&Wc:J:0S?3t#J % 

mm. mm><tm\ mm* mmm. «ff»i*tax.r, 

(3) Jffi^J 

(4) ^ir/uftj 

30 *#0)ftmt)VSftnHW 

40 JKf&ttTW, HRIfiSfc 

©-asfctiott^fttt, *mw<Dfc&m (i) 

fittt, aft, ft 0. 00l/j:^L^20mg/kg 
flcfi. »*L<i±. #50. 2^PU^)3mg/k gj^fi 

5ft^offi, fk^o^, #@8J^J^S, ®#o 

&&<omm. zkdwc^* 
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[0 0 5 2] 

s : Zs^JfUy K d : K t : h 20 

K q : 9y>V=ry h, dd : U y K d 

t : ^^/W h y K m : ^f/Uy K bs : 

*iJ£t>v->^U;y K t t : h y h y ^Urv h , b 

r : *gj£v> h y^/uh y -?\sy K j 

IS, : 0-3 Or 

W84<d(i) ^s©*smty/^o y Kt»a-r 

*<D**tt/BUfc. 30 
[0 0 5 3] 

[Xlkff] ^ite^Ji 

N-[2-(3-T ^ J * ^>V~7 ^; *i/)-A-? u a 7x^]- 
N-(4- tf 7 ai^yu^ ^ylO-N" -^-^/U^n^^v^U) ^ ^ 

(1) 3-p< F^r^y^T^ V(81 g, 590 mmol)£47 % 
ftfek§fi&(300 niD^ft^ iPlRiSiSffiT«-10«F[B 

e«sr*fcai^. #^tt^^^7K^f^ y 

(34 g, 600 mmol)<D7K^^(200 ml) ^J[JD^r^?ET*305> 40 
rajS^b/c. »V^-^»v?-tert-^/W(129 g, 0.5 
9 mmol)<D^:x:^;U:^— ^/l^«(100 ml) ^(fCXZ^Wi 

§LT, N-tert-^ h 3r f^Utf =/U-3- 1 Kp ^v^O* 
^/UTSWlll g, 84 Sr^fc, 
Hfc^ 73-74<C 

1 H-NMR (CDC1 3 ) 8 : 1.46(9H, s), 4. 24 (2H, d, J=6Hz), 
4.95(1H, bs) ,6.59(lH,bs), 6. 71-6. 79 (3H, m), 7.12- 50 
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7.20UH, m). 

(2) 4-^ p p-2-7;W^p = h o^Vif y(8. 78 g, 50 m 
nol),N-tert-^ h *c v"#;W?~ /I— 3-b Kn^^^v 5 
;^7^y (11.2 g, 50 mmol),M£&* y (6. 95g, 50 
mmol) fcN,N-^f;u*;^r S K(70 ml) <D*g-&&>£:10 

^^/uT-amLfc. mxnm-*?** 

T[3-(5-^ n u-2-xi hn7xy ^^^^v^/Uj^/W^ 
^ Kjg tert-^/U^^T-^(15.8g, 83.4 W^S^T 

mz 0 

122-123<C 
TC^tffffi C 1B H 19 N 2 0kClt LT 
MWaife: C,57. 07; H, 5.06; N, 7. 40. 
HSOffi: C,57. 18; H, 4.92; N, 7. 33. 
l H-NMR(CDCl 3 ) 5 : 1.45(9H, s) , 4. 33 (2H, d, J=6Hz), 
4.9K1H, bs), 6. 94-7. 01 (3H, m) , 7.12-7.19(211, m) , 
7.30(1H, t, J=7. 7Hz), 7.90(1H, d, J=8. 6Hz). 
[0 0 5 4] (3) [3-(5-^PP-2-=hP7xy^v')^ 
>i//\s]jJSl'S<* h'M tert-^fvUa^TvWllM g, 3 
0 mmol)<Oft«3i^/K200 ml)^(C5% 

JBLfe wmufcjfe^^^flxbr [3-(2-r^y-5-^a 

r/u(l0.i g, 96.2%)o3£jPh£#/c. 
ib^ 115-116^: 

TCSB^Wfi C 1B H2iN 2 aCl£ LT 
3aa&fi: C.61.98; H, 6.07; N, 8. 03. 
^fflUffi: C,62. 07; H,5.99; N, 8. 07. 

! H-NMR(CDC1 3 ) 6 : 1.45(9H, s), 3. 41 (2H, bs), 4.29(2 
H, d, J=5. 8Hz) , 4. 86 (1H, bs), 6. 75(lH,,d, J=8. 2Hz), 
6.81UH, d, J=2.2Hz), 6. 85-6. 92 (2H, m), 6. 96 (1H, 
d, J=2. 2Hz), 7. 02 (1H, d, J=7. 2Hz) , 7. 29 (1H, t, J= 
7. 7Hz) . 

(4) [3-(2-r ^ d d7x; ^^^^/iO^/u 

Kj^ tert-y^/^^7^^(3. 48 g, lOmmol)^-^ 
in;^yX7^ft K(2. 19 g, 12 mmol),fft^(l ml) 

^y-/K40 mi)«)»-&*«:aia-r?i«FiB«#ufc 

Vry**<k***-^ h y »A(0.75g, 12mmol)£r 

yt. M^^y*^7A^pvh^77>f-ts 

®iLT[3-[2-(4-^7oixi/U^^/wr ^ y)-5-^ pp7 

(2.92 g, 56.7 B^^yXAfiSrSfc, 
Bt^ 104-105t: 

7c5B^«ffi C 3 1 Ha i N 2 0) CI LT 

C, 72. 29; H, 6. 07; N, 5. 44. 
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HSffi: C,72.54; H,6.07; N.5.31. 
'H-NMIUCDCI,) 6 : 1.45(9H, s), 4.30(2H, d, J=5. 6H 
z), 4.40(2H, s), 4.68(lH,bs), 4.88(1H, bs), 6.61(1 
H, d, J=8.4Hz), 6.79(1H, d, J=2.4Hz), 6.87-6.98(3 
H, m), 7.03OH, d, J=7.6Hz), 7. 30-7. 48(6H, m), 7.5 
5-7.60(4H, m). 
[0 0 5 5J (5) [3- [2- (4- tT 7 ^ xi/l^y ^/UT ^ y ) -5 

yUm^^U (2. 58 g, 5 nnnol), xf/W^v/^D!) 
K(l. 1 ml,7.5mmol), 4->>y f;!// ^ 7 y v?>- (0. 92 10 
g, 7.5 mmol)(i:fh7t Kp77>(30 ml)<Dig^fg£ 

y*y;U*7^^DV h^77>f-t?©KU N-(4-f 
:7 m ^U) -N- [2- [3- (tert-y h 3r /PsJ? ~>VT 

% y^f/v)7x;^>']-4-^ □ D7x^]^^^yr 

* KK ^^/Uic^^yi,(2. 65 g, 82.6%)oa«tt«r» 
fc. 

7C*»«f C3 , Ha . N. 0e CI t tt 20 
3Slrafi: C, 69. 09 ; H, 6. 1 1 ; N, 4. 36. 
Ilf: C, 68. 97 ; H, 6. 16; N, 4. 39. 
1 H-NMR(CDCl a ) 6 : 1.26(3H, t, J=7.4Hz), 1.44(9H, 
s), 2. 41-2. 81 (4H, m), 4. 17 (2H, q, J=7. 4Hz) , 4.21(2 
H, d, J=5.6Hz), 4. 75 (1H, d, J=14.3Hz), 4.84(1H, b 
s), 5.03(1H, d, J=14.3Hz), 6.68(3H, m), 7.22-7.57 
(11H, m). 

(6) N-(4-fc* :7si~/wy ^/U)-N-[2-[3-(tert-y 

^/u^^/wr ^ y y 5vu) 7 m y =*^>]-4-^ p p y 

/Uj^^Vi'T S Kj^ 3i^U3i^7 s '/U(2. 57 g,4 mmol) 30 
<£>T- h7t Ko7?y(I0 mDir^^y— ^(10 ml)CD$g 
*»ffc^ h y *AzKS«<8 ml, 8 mmol)£$iS 

jnufc. #&nfc»-&*sra[a-e2«FiBia»Lfc. a£ 

»ffiTfiS3LT, N-(4-t*^^n/w 

y^/u)-N-[2-[3-(tert-y h^^/u^^/ur 5: y 

7 x y ^r^]-4-^ p u 7 ^ ^ i/^T ^ Kgg 

(2.4 g, 97.6 %)03M£AttHft:Srftft:. 

tc*#*HB: Cs s Hs e N 2 0e CI ■ 1/4H 2 Oct L"C 40 
Slraifi: C67.85; H,5. 77; N, 4. 52. 
HSIffi: C, 67. 89; H, 5. 88; N, 4. 44. 

l H-NMR(CDCl 3 ) 5 : 1.43(9H, s), 2. 42-2. 53 (2H, m), 2. 
63-2.8K2H, m), 4. 20(2H, q, J=6.0Hz), 4. 76(1H, d, 
J=14.8Hz), 4. 88 (1H, bs), 5.03(1H, d, J=14. 8Hz), 6. 
72-6. 78(2H, m) , 7. 00-7. 08 (3H, m), 7. 22-7. 57 (11H, 
m). 

[0 0 5 6] (7) N-(4-t*7oi^/Py ^/W)-N-[2-[3-(te 

rt-y h*$/#/usff=/uT$ y y f;u)73iy ^y]-4-^ 

pp7x^;U]7^vy7;K^(0.92 g, 1.5 mmol), 2 50 
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-7/U^u-<^v?yur ^ ^(0.21 ml, 1.8 mmol), ^7; 
y V»v*r:^vl'(0.25 ml, 1.8mmol), hUxf/U/^ 
(0.25 ml, 1.8 mmol)^N,N-v^y^/^^^AT ^ K(10 m 
l)©«^»*r*a-e2«FW«»Lfc. S«*«:*l-ffiff. 

y *i>f>vi37 2±v w b?y7>(-x*mmi's N-(4-tT 

7 3i x^/U y ^yU) -N- [2- [3- (tert-T" h 3r ^*;U^x;U7 
S 7>f/U)7x7^y]-4-^ p D7x^]-N' - (2- 7 

/^D^y^^^v'yr^ K(i. 02 g , 94.4 %)<d& 

5c»»Wffl C« ft ClFi LT 

Steffi: C, 6 9. 8 4; H, 5. 72; N. 

5. 8 2. 

21®]^: C, 6 9. 8 2; H, 5. 55; N, 
5. 6 0. 

1 H-NMR (CDC 1 3 ) fi: 1.42(9H, s) , 2.47-2. 
61 (4H, m), 4. 19 (2H, d, J=7. 4Hz), 4.45(2H, d, J=6. 0 
Hz), 4. 73 (1H, d, J=14. 4Hz), 5. 03 (1H, d, J=14. 4Hz) , 
5.06(1H, bs), 6. 48 (1H, bs) , 6. 68-6. 76 (3H, m), 6.9 
7-7. 56(12H, m). 

(8) N-(4-bf:7^~/uy ^U)-N-[2-[3-(tert-y h^rV 

^ y y ^vu) y=^j ^y]-4-^ p p z7^~ 

R£«*WEET«»Lfc. tfWLfcH#fc6*Lfc«, 

;ux-r ;K*i5t^ LtN- [2- (3-7 ^ y y f/V7xy 
3r>0 -4-^ n P7xx;yl/]-N-(4-tf7i^^ ^yU)-N* - 
^-^/U^P^X^)*^ v'Vr * K ^g$l(0.62 g, 
95. 4 %) (D*ISftttHflc4r»fc. 
TcH^WIfi C37^4N3Q J Cl 2 F«l/2H 2 0i: LT 
S^ffi: C,66. 57; H.5.28; N, 6. 29. 
^SUffi: C66.29; H,5. 13; N, 6. 11. 
1 H-NMR (DMS0-4 ) 6 : 2. 34-2. 58 (4H, m) , 4.01 (2H, s) , 
4.29(2H, s), 4. 53(lH,d, J=14.9Hz), 5. 133 (1H, d, J= 
14. 9Hz), 6.82 (1H, d, J=1.8Hz), 6. 95 (1H, d, J=8Hz) , 
7. 10(18H, m), 8. 32-8. 47(3H, m) . 

[0057] mmm 

N-[2-(3-T ^ 7^f;U7x7^^)-4-^ p p y^^/U]- 
N- (4- 1 KPdf- v"< > v^/U) -N' - (2- 7 yu^" o *<> y. 

(i) [3-(2-r ^ y-5-^ p P7xy^y)^yi//u]^;v 

tert-^^/^^X/^(3. 48 g, 10 mmol),4-te 
rt-y^/Ui^y f/Ui/ y ;^^^yX7;UT t: K (2. 19 
g, 12 mmoD.SlF&O ml) «ty ^y — ^(40 ml)<D^^?S 

«rM-ci«Mi]ii»Lfc«, isr j im^vm-r h y 

^A(0.75g, 12 mmoDSraaSPLfc ^O^, 1«3^ 
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77^ — -C«K LT [3-[2-(4-tert-y^yUv ? ^ 3vW> y 
;ut^^yi/;ur ^ y )-5-^ pn7i^->]^ 

Kge tert-^^^3i^^^(2. 40 g, 42.2 

jtmfrVtm C3,H 41 N 2 0 4 ClSi' 1/2H 
2 O t IT 

HaMff: C,64. 39; H, 7. 32; N, 4. 84. 

I£SHK: C, 64.82; H, 7. 38; N, 4. 53. 

l H-NMR(CDCl 3 ) 5 : 0. 18 (6H, m), 0. 97 (9H, s), 1.45(9 

H, s), 4. 27-4. 31 (4H, m) , 4.53(1H, bs) , 4. 83 (1H, b 

s), 6. 70-7. 05 (7H, m) , 7. 14-7. 33 (4H, m). 

(2) [3-[2-(4-tert-:/^Vl^> V >\,0r*r*s^s*J 

tert-^^/U^^ 7^/^(2.58 g, 5 mmol), 
^/l>?xiy K(l.l ml, 7. 5 mmol), 4-v^y f/U7 ^ J fcT 

v*^ (0. 92 g, 7. 5 mmol) i:f F7t K o :7 ;7 >- (30 m 
l)<^j^^$r^T3^««2Lfc RJS*fi:*(ca 

Si U N-(4-tert-^/Uv ? ^ ^U-> U yu^^r V^Vi/ 
7U)-N-[2-[3-(tert-:/ h^^;^^7^ 
7xy^V]-4-^nP7xx;V]^^vy7^ KI£ 
/uoi^^/u(2. 18 g, 31.3 %)(Djffitttt4:#yt B 
7t^##Ntt Ca 7 H« » N 2 Or CISi • I/2H2 0 <h b"C 
Slraffl: C.62.92; H, 7. 13; N, 3. 97. 
5iayftt: C,63.21; H, 7. 25; N, 3. 70. 
l H-NMR(CDCl 3 ) 5 : 0. 16(6H, s), 0.96(9H, s), 1.22(3 
H, t, J=7. 0Hz), 1.44(9H, s), 2. 38-2. 78 (4H, m) , 4.1 
2(2H, q, J=7. OHz), 4. 27(2H, d, J=6. 2Hz), 4. 60(1H, 
d, J=14.2Hz), 4.96(1H, d, J=14.2Hz), 5. 16(1H, bs), 

6. 60-6. 81 (4H, m) , 6. 97-7. 11 (5H, m) , 7. 26-7. 34 (2H, 

m). 

[0 0 5 8] (3) N-(4-tert-y^l-v^ ^vUv- V )\s**c 
->^V^/U)-N-[2-[3-(tert-:/ h 3r > J^tf =- ?VT % J 
>f;U)7x/^rV]-4^ dd7x^]^^^T; K 
^ m^vtoc^TVU (2.09 g, 3 mmol) if h7 ^f"^7 
>-^e^^^^yU>d-y K 37kftl4£l (0. 95 g, 3 mmoDcD^ h 
7tKP77V(20 ml)^S^«£SS^2l$|inffi#L 

i^y7>fyT«#im mfcmm-*?*^ 

d-v -CfSRU N-[2-[3-(tert-y 

-N- (4- fc Kn^r^>'i/;u)^^v'y7^: KfS :n«fvU3L 
*7VU(1.68 g, 97 %)0>3M££1£Hft«r&fe. 

SBIffi: C,63. 86; H,6. 05; N, 4. 80. 
HJBOffl: C,63. 66; H, 5. 95; N, 4. 53. 
! H-NMR(CDC1 3 ) 5 : 1.25(3H, t, J=7. 2Hz) , 1.47(9H, 
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20 



30 



J=7. 2Hz), 4.20- 
5.43 0H, d,J=l 
J=7. 8Hz), 6.78- 



s), 2. 47-2. 84 (4H, m), 4. 11 (2H, q, 
4.32(3H, m), 5. 18(1H, t, J=6.4Hz), 
3.2Hz), 6. 12 (1H, bs), 6.63(2H, d, 
7.07(5H, m), 7. 27-7. 32 (3H, m). 

(4) N-[2-[3-(tert-y h ^y^;^^;V7 VU) 

^l/)^^^7; KB£ ^^vl^^TVUte. 57 g, 4 mmo 
l)Of h^t KP77y(10 ml) ir^^y— /W(10 ml) £> 
«f«^l«^ h y >>A*®fS(8 ml, 8 mmol)«r 

^^^A-ejaftLfc. SiJETftttUT, N-[2-[3-(tert- 

:/ h * v^w-K^ur 5 y y 3vu) y ae->]-4-* n 

n ^o-.nyb]-N- (4-fc Kn^^y^)^^'>y7^ K 
g£ (1.47 g, 99 %)<D4Ef&&&mft&&1t. 
TtmftVfm G> 9 %.N,0,CM/ZHt02: LT 
Slaffi: C, 61.75; H,5. 72; N, 4. 97. 
HjflOffi: C.61.99; H,5.66; N, 4. 78. 

l H-NMR(CDCl 3 ) 6 : 1.46(9H, s), 2. 45-2. 58 (2H, m) , 2. 
70-2. 82 (2H, m), 4.22(2H, d, J=6. OHz) , 4.25-4.39(1 
H, m), 5.22(1H, bs), 5.55(1H, bs), 6. 16(1H, s), 6. 
47 (1H, s), 6.64(2H, d, J=8. 4Hz) , 6. 76-6. 79 (1H, m) , 
6. 93-7. 31 (4H, m) . 

[0 0 5 9] (5) N-[2-[3-(tert-^ h^r^/^^7 
S ; ^ f ;u) 7 x 7 ^y] -4-^ p p 7 x -N- (4- 1 K 
p^y^;u)^^yy7^ KR(0.67 g, 1.2 mmol), 
2-7;U^P^<y^U7^y(0. 16 ml, 1.4 mmol), >T 
y y ^ISi^n^vWO. 20 ml, 1. 4mmol) , h ]) ^JUT ^ 
>-(0. 20 ml, 1.4 mmol) ^N.N-v^y f^^^AT 5: K(10 

MVy*W7iv^D*7h^77-<-^BU N- 
[2- [3- (ter t-^ h * >Vt£^)VT % J y ^/U) 7^y 
^r->]-4-^ Pu7x^;l/]-N-(4-t KP^y^y^)- 

n' - (2-7 p ^<y ^ ^ y > 7 ^ K(o.69 g , 97 

jcmftVrm c 36 H 37 N 3 o 6 ciF < b it 

40 Sl&ffi: C,65. 30; H, 5.63; N, 6. 35. 
MMW.- C,65.04; H, 5.80; N.6.60. 
1 H-NMR(CDC1 3 ) 6 : 1. 46(9H, s), 2. 54 (4H, s), 4.21(2 
H, d, J=5. 8Hz), 4.23-4. 28 (1H, m), 4. 45 (2H, d, J=6. 
OHz), 5. 26-5. 37 (1H, m), 6. 13 (1H, s), 6. 61-6. 65 (4H, 
m), 6. 78-6. 34(1 2H, m) . 

(6) N-[2-[3-(tert-y )Vi£z=-)VT ^> 

7x7^y]-4-; P P7x^;b]-N-(4-t Kn^riy^O^ 
^)-N'-(2-7;^n^y^)^^'>y7 ^ Y<02j&& 

50 Kfcttfc*ffT»«Lfc. WUi^^im 
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jni^vU^— TJUX*Vc& LTN-[2-(3-T ^ J * :n S 

*ci/)-4-f d d 7x -yW] -K- (4- fcT 7 ^ nyuy ^vu) -N* - 

(2- 7 )\slr w<> vvU) ^ > >- T ^ K ^|gJ^(0.49 g, 

83 »0#l$AttH4*«rftfc. 

7£5&##fffi[ C3 , H, 0N 3 0, Cl 2 F- 1/2U, 0t Lt 

blasts: C,61.29; H, 5. 14; N, 6. 92. 

mmm- C.61.59; H,5. 10; N,6.92. 

1 H-NMR (DMSO-cU ) 5 '• 2. 28-2. 45 (4H, m), 4.03(2H, d, J 
=6.0Hz), 4. 26-4.33(3H,m), 5. 03 (1H, d, J=14Hz), 6.6 
3(2H, d, J=8.4Hz), 6. 79 (1H, d, J=1.6Hz), 6.97(2H, 10 
d, J=8. 4Hz), 6.99-7.46O0H, m), 8. 43 (3H, bs) . 

[0060] mm&m 

N-[2-(3-T ^ V ^ fyU7xy^r^)-4-^ P n ^oi^yu]- 
N-(3, 4-v^ P P^>'v?/U)-N , -(2-y r /U^-P^<>'v ? /U)^ 

(1) [3-(2-r ^ p P7xy^»^>^v]*;v 

Kg£ tert-y^-/U^^.T-/U(3.49 g, 10 mmol), 3, 4- 
v^i7 p P'O'vvl'^ p ]) K(2. 1 ml, 15 mmol),#^;*7 ]) 
$ Ms (1.38 g, 10 mmol) tN.N-^^Utf^.AT^ K(30 

»B*fc->y *y^7^^ p-v h^7^>f — -eaiHu 

T, [3- [5-^ p P-2-(3, 4-v^ p p^yv;U7 * y ) 7 

(3.03 g, 59.8 %)<Z)»*tftSr#fe. 
HkJ^C 104-105<C 

TCStfiMHg C, s H 2 5 N 2 03 CI, t LT 

C, 59. 13; H, 4. 96; N, 5. 52. 
2KBI4£: C.59.03; H,4. 99; N, 5. 34. 30 
1 H-NMR (CDC1.) 6 : 1.45(9H f s), 4. 29-4. 34 (4H, m), 4. 
68 (2H, bs), 4.89(lH,bs), 6.47(1H, d, J=8. 4Hz), 6.8 
0(1H, d, J=2Hz), 6. 86-6. 95 (3H, m), 7. 03-7. 07 (1H, 
m), 7.23-7. 48(6H, m), 7. 19-(1H, dd, J=2, 8. 4Hz) , 7. 
31-7. 41 (3H, id). 

(2) [3-[5-^ p p-2-(3, 4->^ p P^y^l/T; /)7 

(2.79 g, 5. 5mmol), xf;U7^ ->^;U^ □ !l KU.2 m 
1, 8.3mmol), 4-v^ f/U7 ^ / tT y (1. 01 g, 8.3 
mmol)<^ h7tKP77V(30 ml)0)»a«fc*fi"C] 40 

Lfcgt «*aai^^*i/">A-Xf«»Ufc. WEETWtt 
It, »§r>'y^^7^^D-7h^77^-^ 
JfitRU N-[2-[3-(tert-y h ^V;*/!^ ~A-T ^ ^ 

*ci/]-4-f p P7x^;i/]-N-(3, 4-i/^ a p^< 
>-^^)^^->>T ^ KS£ zr.^/U^L^'rjU (3. 34 g, 95. 
7 %)tO^$>£#/c. 

7t*#*f «a Ca , h 3 3 n 2 o 6 ci 3 • 2H 2 o t ur 

[: C.55. 41; H,5. 55; N, 4. 17. 50 



MfflW.: C, 55. 16; H, 5. 57; N, 4. 45. 
1 H-NMR (CDC 1,) fi : 1.25(3H, t, J=7.0Hz), 1.45(9H, 
s), 2. 54-2. 84 (4H, m),4. 13 (2H, q, J=7. 0Hz), 4.29(2 
H, d, >5.8Hz), 4. 72(1H, d, J=14.8Hz), 4.86(1H, d, 

J=14. 8Hz), 5.00(lH, bs), 6. 71-6. 82(2H, m), 7.01- 
7. 13 (4H, m) , 7. 25-7. 35 (4H, m) . 

[0 0 6 1 ] (3) N-[2-[3-(tert-y h^^/V^;U7 
^ J * 7xy^v/]-4-^no7x ~/U]-N- (2, 3->> 

^ u D/<y^)^^ i/fTS ^^/Urc^^/U(3. 1 
8g,5 mmol)cD^ h y t Kp77>(10 ml) ^r^i^y — /U 
(10 Bl)©»«^l«^ h y !>A*««(10 ml, 

*«»^^V»A-T?(a»Lfe. ^lETSffibr, N-[2 
-[3-(tert-^ h^-i/^/UsK^/ur ^ 7 > ^/V) 
V]-4-^ p P7x-;U]-N-(3, 4-v^^ p P^y^v)^^ 
Klft (2.46 g, 81.2 »0?MgAttBft«:4»fc. 
Tt^^Wffi C 2 »H 2 »N 2 0 5 Cl*3/4H 2 0i: LT 
m$&W.: C.56. 05; H,4. 78; N, 4. 50. 
HSUffi: C,56. 21; H,4. 79; N, 4. 40. 

l H-NMR(CDCl 3 ) 5 : 1.44(9H, s), 2.45(2H, bs), 2.68(2 

H, bs), 4.28(2H, d, J=5.6Hz), 4. 59-4. 92 (2H, m), 5. 
04 (1H, bs), 6. 71-6. 83 (3H, m) , 7. 03-7. 12 (4H, m) , 7.2 
6-7.35(3H, m). 

(4) N-[2-[3-(tert-^ Y ^ ti )Vif^ }VT % J * ^~)V) 
7xy^rv]-4-^ p P7x^]-N-(3, 4-i/^ p p^<>- 
i//U)^^ ^ K^(0. 91 g, 1.5 mmol), 2-^/U^p 

^y^/U7 5 WO. 23 g, 1.8 mmol), V7;!)Vl^x 
^/U(0. 25 ml, 1.8 mmol), h V xf;W7 ^ >-(0. 25 ml, 

I. 8 mmol) fcN f N-S*> ^/U/^/U^T * K(lOral)^^^^ 

;V*yJ»? p-e h^77>f- "CWKU N-[2-[3-(tert- 
^ h^fix^/U^-yur ^ / ^f;U)7xy ^r^]-4-^ P 
D7i^;l/]-N-(3, 4-i/^ p p^>vo^)-N'-(2-:7/M- 
D^y^j^^vyT; K(0.6i g, 57 %)<om£&& 



yvmfttirm c3.H3.N,aci,Ft lt 

3SBntt: C,60. 47; H,4.93; N, 5. 88. 
HffiiJIiS: C,60. 26; H, 4. 93; N, 5. 78. 

1 H-NMR (CDC 1 3 ) 5 • 1.43(9H, s) , 2. 44-2. 60(4H, m), 4. 
27 (2H, d, J=6.2Hz), 4. 45(2H, d, J=6.0Hz), 4. 71 (1H, 

d, J=14.2Hz), 4.85(2H, d, J=14. 2Hz) , 5. 17(1H, b 
s), 6. 32 (1H, bs), 6. 71-6. 81 (3H, m), 6. 97-7. 19 (5H, 
m),7. 22-7. 33 (6H, m) . 

(5) N-[2-[3-(tert-y h *sr*s1l ?Vif^)VT ^/U) 
7x7^^-4-^ p D7x^/U]-N-(3, A—y? p p^<V 
^/U) -N J - (2- 7 p 'O' /U) ^ ^ > ^ T ^ K (0. 50 
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g, 0.7 mmol)<&2«j£ «£j& R»^^vU«Sfc(iO ml) £^ 

(3-T ^ / > f/V7 m 7 »-4-^ p n :7 :n~/U]-N-(3, 

4- ^ p p ^< > -N* - (2- 7 /U;*- d ^< y v*/U) 

>"T 5 K ^m^(0.37 g, 82.2 %)<0#*&ifM4BftS:# 

7C38#*f«[ Ca i Ha s N, 0 3 Cl 4 Ft LT 
Slraffl: C.57. 16; H, 4. 33; N, 6. 45. 

C.56. 99; H,4. 39; N,6.30. 
l H-NMR(DMSO-do) 6 : 2. 23-2. 52 (4H, m), 4.03(2H, s), 
4.29(2H, s), 4. 54(1H, d, J=15.3Hz), 5.00(1H, d, J=l 
5. 3Hz), 6.85 (1H, d, J=2. 2Hz), 6.99(1H, d, J=8. 2H 
z), 7. 13-7. 50(12H, m), 8. 41 (3H, bs) . 

[0062] mmm* 

N- [2- (3-T ^ 7 y ^Vl-:7 ^ y >0 _ 4 _ 1 Kp^>>7 x - 
/U] -N- (4- tT 7 3i ~ y ?vU) ] -N* - (2- 7 3d- P is 

(1) 3-^/U^"P-4-^ h p ^oiy — ;U(5. 03 g, 32 mmo 
1), ^{^^^^(4.5 ml, 38. 4 mmol) , y £ i» (4. 4 
2 g, 32 mmol) £N,N-^y f;U^;UA7 ^ K(50 mDcDfg; 

!)AT«t> Lfc. «fBLfc3l6ftS:5* 

L T 4-^< > -JjVOsr* >-2- 7 n ;n h p ^< (6. 47 

g, 81.8 %)W*gftSr^ D 
8 3-8 410 
Ttgf ##Hffi C, 3 H, o N0 3 F t It 
MWaW' C,63. 16; H,4. 08; N, 5. 67. 
^aOffi: C,63. 07; H, 4. 01; N, 5. 68. 
l H-NMR(CDCl 3 ) 5 : 5. 15(2H, s), 6. 76-6. 86(2H, m) , 7. 
40-7.43(5H, m), 8. 05-8. 16(1H, m) . 

(2) 4-^<y^t^y-2-7;I/tnx 1> P^<>"tf >- (6. 43 
g, 26 mraol),N-tert-^ h^rV^^^^/U-3-b h'P^r 

v^O-vvUT^:/ (5.78 g, 26 mmol),jK^ >>^(3. 
59 g, 26 mmol) £N,N-^y ^/U^A-AT ^ K(70 ml)<E> 
»^««:100 , C-C12«Fra»»Ufc l RJS«*r»*P«, * 

tert-^yU^^^U(11.2 g, 95. 0%) (DUfecD^^^ 

TcSfiJtffffi G 6 H 2 *N 2 0 6 £ LT 
3S^ffi: C66.65; H, 5. 82; K, 6. 22. 
HfflOffi: C,66. 30; H.5. 79; N, 6. 00. 
l H-NMR(CDCl 3 ) 5 : 1.44(9H, s), 4. 31 (2H, d, J=6. 2H 
z), 4. 90(1H, bs), 5. 02(2H, s), 6. 47(1H, d, J=2. 6H 
z), 6. 74 (1H, dd, J=2. 6, 9. 2Hz) , 6. 88-6. 96 (2H, m) , 
7. 11(1H, d, J=7.8Hz), 7.26-7. 41(6H, m), 8.06(1H, 
d, J=9. 2Hz). 
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[0 0 6 3J (3) [3-(5--<y^t^y-2-^ hD7x 
y^y)-<y v^u] # * tert-y^i^^TvuU 
0.5 g, 23.3 mmol) (Dtim^fr (300 ml)^«^5% ^ 

Sr«i3ETfi«Ur [3-(2-7;/-S-tKD^7 3 :^ 
*>)^^v^U]#/W<S K6£ tert-^^-/U^X^/U(7.6 

g, 98.8 %)eo^fe^»^$r#^i. 

l H-NMR(CDCl 3 ) 6 : 1.43(9H, s), 4. 23 (2H, d, J=6. 2H 
10 z), 5.06(1H, bs), 6. 31 (1H, d, J=2.4Hz), 6.44(1H, d 
d, J=2.4,8.4Hz), 6.66(1H, d, J=8. 4Hz) , 6.79-6.84(2 
H, m), 6.94(1H, d, J=7. 6Hz), 7.20(1H, d, J=7. 6Hz) . 
(4) [3-(2-T5 y-5-t KD d r'>7xy^v')'<y^] 
jj/Us<* K§£ tert— ^ r ^/V3i^7 L ^(3. 30 g, 10 mmo 
l),4-7x^/l/^yX7/Urt K(2. 18 g, 12 mmol),f¥ 
fi(l ml),* *y-/U(15 inl)tfh7t KD77y(15 

b y £^(0. 75 g, 12 mmoD^r^JPLfc. 

t/tffrJUJ*?*^ h^77>f- T*3|tS!4b"C[3-[2- 
(4-f7x^/U)^f;U7 ^ y-5-t KP^r'>7x;^y] 
^^v^yUj^/W^^ Kg£ tert-^^/U^^ 7^^(3.37 g, 
67.9 B^yXAiS:^, 
Sfe^i; 168-1691C 

S^fi: C, 74.98; H, 6. 50; N, 5. 64. 
^$!HB:: C, 75.03; H, 6. 23; N, 5. 45. 
30 l H-NMR(CDCl 3 ) 5 : 1.43(9H, s), 4. 25 (2H, d, J=6. 2H 
z), 4. 35 (3H, s), 4. 90(lH,bs), 5. 33 (1H, bs), 6.37(1 
H, bs), 6. 47-6. 64 (2H, m), 6. 83-6. 99 (3H, m), 7. 20-7. 
60U0H, m). 

[0 0 6 4] (5) 3-[2-(4-t*^^^/U)^^UT ^ y-5- 
t KD^r^7xy^>]-<y^/l//^ KS tert-7 
*3-jV3L*"r;V(2. 98 g, 6mmol), ^ ~>-/u^ d 

yK(2.6ml, 18 mmol), 4-v^y f/V7 ^ y tT y (2. 
2 g, 18 Biniol)>f F7t Kn77>(30 

^ ^ -yby ^/U) -N- [2- [3- (tert-^ h^r^ ;^^^7 

^ y y ^/u) 7 y >] -4- [3- (^ h ^ /u^^/u) -f 
Dt°^/ut=2^>']7j^]^^v'yr^ Kg^ ^^/u 

Ji^^U (4.5 g, 100 %)<D^^^ntl a 
TtmftVfm C4 a Hi s N2 0i o ( 1/2H2 0k IT 
MWaW.'- C,67. 79; H, 6. 48; N, 3. 68. 
giSMfi: C.67.61; H,6. 51; N, 3. 63. 
50 1 H-NMR(CDC1 3 ) 6 : 1. 19-1. 30(6H, m), 1.44(9H, s), 2. 
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41-2. 84 (8H, m), 4. 08-4. 21 (6H, m), 4. 75 (1H, d, J=l 
4.5Hz), 4.87(1H, bs), 5.04(1H, d, J=14. 5Hz) , 6. 57(1 
H, d, J=2.2Hz), 6.71(2H, d, J=7.4Hz), 6. 81 (1H, dd, 
J=2. 6, 8. 4Hz) , 7.04(lH, d, J=7. 8Hz) , 7. 13 (1H, d, J 
=7.8Hz), 7.21-7.56(10H, m). 

(6) N L (4-e7i^/M ^/l-)-N-[2-[3-(tert-^ h^rv- 
^/U#^/U7 ^ 7 > -7=cS ^r^]-4-[3-(x h * 

;2;/U;tf ~/l0 :/d fc^—zU;*-^ ->] :7^~/U] ^ 
^ Kg£ m^/Hn;*7VU(4. 51 g, 6 mmoDtf)^ h7t K 
D77>(10 ml) irni^y-/Kio ml)<0jg«|£ljfij£ * 10 
SMb"*- 1- y *<Mc®tt(23 ml, 23 nnol) SrStflD Lfc. # 

fcbfc. ^JETSSSLT, N- (4- tr 7 ^ ~/uy 3vU) -N- 
[2-[3-(tert-:/ h^r^;U^;UT $ y * 7U) 7 x y 

*->]-4-t Ko^v'yxn/i/] ^ ^ v^r ^ KS6 (3.5 g , 
97.8 BomKWMt 

7C*^*ffffl C.H,.N,0, ■ l/2H^l/2fltt^'?vt'J: LT 
Sl^itt: C68.40; H,6. 36; N, 4. 31. 20 

C, 68. 37 ; H, 6. 14; N, 4. 08. 
l H-N™(CDCl 3 ) 5 : 1.39(9H, s) , 2. 45-2. 48(2H, m) , 2. 
57-2. 61 (2H, m), 4. 02-4. 04 (2H, m), 4. 71-4. 94 (3H, 
m), 6. 18 (1H, s), 6. 45-6. 61 (3H, m), 6. 85-6. 92 (2H, 
m), 7. 10-7. 52(1 1H, m). 

[0 0 6 5] (7) N-(4-t*^ni^^>^/U)-N-[2-[3-(te 
rt-y h^rv/^/M^/U/ 5: /y^/^^oiy ^r->]-4-t 
Kn^rV7x^]^^v/y7 * KlfcO. 19 g, 2 mmol), 
2-7;UtP-<y^r ^ WO. 27 ml, 2.4 mmol), 
7 y >Hfc^3^/U(0. 33 ml, 2.4 mmol), h 30 
y(0. 33 ml, 2.4 mmol) £N, N->>y f/U^/U^ T $ K(10 

Wv'^W^^^K^^^-TfRL, N- 
(4- t*7x^ ^/U) -N- [2- [3- (tert-:/ h 3r v-# /U# 

-N'-(2-^/U^n^>i//U)^^ v-VT ^ K (0.75 g, 5 
3.6 »(0#j|&littH*S:»fc. 

5cSf#*ffltt C 4 2 H4 2 N 3 0 6 F • 1/2Hj 0 L T 40 
SSrafff: C, 70. 77; H,6. 08; N, 5. 90. 

C, 71.08; H.6. 06; N, 6. 14. 
l H-NMR(CDCl,) 5 : 1.40(9H, s), 2.47(4H, bs), 4.06- 
4. 07 (1H, m), 4.40(2H, d, J=5. 4Hz) , 4. 68 (1H, d, J=l 
4. 3Hz), 4. 92 (1H, d, J=14. 3Hz) , 4. 98 (1H, bs),6. 26 
(1H, d, J=3Hz), 6. 43 (1H, dd, J=2. 8, 8. 6Hz) , 6.60-6. 
65 (2H, m), 6. 76-7. 53(1 6H, m) , 8. 42 (1H, bs) . 
(8) N-(4-^^^^/l-y ^/W)-N-[2-[3-(tert-^ h*is 
^;U^^/U7 ^ ^ f /U) 7 x y dr^]-4- 1 Kn^rV7 
x^;U]-N'-(2-7;^p^y^)^^ ^7 5 K(0. 70 50 
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g, 1 mnoi)<D2mm mm mst^/ummao m\)&^ 

B*fc5*tfet. xf;>x-f;KWLt, N-[2- 
[3-(TS y^f;U)7xy^-y]-4-t KD^y7x-yu] 
-N- (4-fcf :7 m^yuy ^/W) ] -N" - (2- 7 /U^J- P^V i/jv) 7s 
?->isT* K ^M^(0.40 g, 62.5 %)0|{M£iiM£Hft 

5t^#tfffil G,H a «N,0,ClF-l/2H s 0i Lt 

^§£ffi: C68.46; H,5.59; N, 6. 47. 

HSiffi: C,68. 14; H,5.37; N, 6. 49. 

1 H-NMK (DMSO-ds ) 5 : 2. 33-2. 51 (4H, m) , 4. 01 (2H, s) , 

4.40(2H, s), 4.40(lH,d, J=14.8Hz), 5. 13(1H, d, J=l 

4.8Hz), 6.29(1H, s), 6. 50 (1H, dd, J=2. 1, 8. 5Hz), 6. 

89-7. 01 (2H, m), 7. 10-7. 64 (16H, m), 8. 43 (3H, bs). 

[0066] nmm 

N-(2-:7/U;*-n *<ls*?/V}-i-Qr -[4-^ n n-2-(l, 2, 3, 4- 

- (4- 7 x y / ;u) ] 7 ^ T^f ;U7 ^ K&fSffi 

(1) 5-fc Ko*W y^ry y W2.9 g, 20 ramoD^Si 
(30 ml)»*^|ft<k6&(100 rngJ^rSsiDLT, 
*<*T^**aaSaLfe. KiC»T«^ftlia£«:5»"JUr, 
5ttS:«ffiTfi*BUfc. 3SS««: b/v^>-(20 ml)*»fc 

y *^7k*&f£(40 ml) h7t Kd^^V(40 ml)^ 
^i(«LT, ~^^^-tert-^^(4.8 g, 22 mmo 

utJnitfc. Kj£S^«r^«a-ci«fra«»bfea t is 

«£«:«* bfc. IfHiLfcigS^^ V^d tf/uai-^/u 
*»e>HJSftL-C, 2-tert-y h^V*/U^=;U-5-t Ko 

^y-fh7t Kp^y^r/yy(2.9 g , 58 tt^iM 

163-164^ 

1 H-NMR(CDC1 3 ) 5 : 1.49(9H, s), 2. 76 (2H, t, J=6. OH 
z), 3. 67 (1H, t, J=6.0Hz), 4. 56 (2H, s) , 5.50-5.90(1 
H, bs), 6.67-6. 70(2H, m), 6. 98-7. 10(1H, m). 

(2) 4-^ n \n-2-y jV^ru^ hn^yify(l. 93 g, 11 mm 
ol),2-tert-y K ^rv-i7/U^^/L— 5-t Ko^rV-f h7 
t Kny y^ry y > (2. 74 g, ll mmol),^^^ y 
(1.53 g, 11 mmol) £N,N-v?y f/^;UA7 ^ K(20 ml) 

yy^W7^^D-7h^77^-t^str 2-ter 
2, 3,4-T- h7t Kn>r y^y y >(4. 35 g , 97.7 

Tt^l^Wffi C2 0 H 2 1 N 2 0s CI Lt 
Sl^fiS: C,59. 33; H,5.23; N, 6. 92. 
HSOffi: C59.06; H,5.22; N, 7. 00. 
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■H-NUIUCDCI,) 6 : 1.49(9H, s), 2. 74 (2H, t, J=6Hz), 
3. 64 (2H, t, J=6.0Hz),4.64(2H, s) , 6. 81-6. 87 (2H, 
m), 7.04(1H, t, J=7.2Hz), 7. 13(1H, dd, J=2,8.8Hz), 

7. 24 (1H, t, J=7.8Hz), 7.94(1H, d, J=8.8Hz). 

[0 0 6 7] (3) 2-tert-:/ h 3r J\stf~Jl>-5- 
p a -2-~ hP7xy^ry)-2, 3, 4, b-=r h ^ b h'P-f V 
^r/lly (4.25 g, 10.5 mmol) (Dgt^^/U (100 ml)*g 

u-e h^7 7^-r«LT 5-(2-TS 7-5-^ n 
n7iy ^r»-2-tert-y h *is$/l'7$~jlrl, 2, 3, 4-r 
h7t Kn-YV^y y >-(2.95 g, 75 

7E*^«fffi Ci.Hi.N,OiClfc Lt 
SSMI: C,64.08; H,6. 18; N, 7. 47. 

C, 64. 09 ; H, 6. 31 ; N, 7. 48. 
l H-NMR(CDCl 3 ) 6 : 1.50(9H, s), 2. 79 (2H, t, J=5. 8H 
z), 3.65(2H, t, J=5.8Hz), 3. 84 (2H, bs), 4. 71 (2H, 
s), 6.63(1H, d, J=2.2Hz), 6. 70-6. 75 (2H, ra) , 6. 87-6. 
94(2H, m), 7. 15(1H, t, J=7.8Hz). 
(4) 5-{2-7^ J -5-? P P 7 ai y ^rV) -2-tert-^ h 3r 

v^yW/tfn/v-i, 2, 3, 4-r h^b Kn^ y^y y y(2.92 

g, 7.8 mmol), 4-/p^B1 zc^fl,*-^ As (2. 2 ml, 
15. 6 mmol) , » £ (1. 08 g, 10 mmol) £N, N- ^ 

^f;^;^7>; K(10 ml) tf>^^ £60^31^1 

h^77^-t»8U 4-[2-[2-(tert-y h^r>* 

/u/^^/u)-i,2, 3,4-t- h7t kpw y^y y v-5-^r^ 
(2.47 g ,64.8 %)<omw:&}&mfz, 

Tzmfttiim C 26 H 33 N 2 0 5 Cl^: LT 

M^m- C,63.86; H,6. 80; N, 5. 73. 

^aUffi: C,63. 73; H, 6. 84; N, 5. 52. 

l H-NMR(CDCl 3 ) 5 : 1.24(3H, t, J=7.4Hz), 1.50(9H, 

s), 1.89-2.03(2H, m),2.40(2H, t, J=7.2Hz), 2.77(2 

H, t, J=5.9Hz), 3. 22 (2H, t, J=6. 9Hz), 3. 65 (2H, t, 
J=6.9Hz), 4. 11 (2H, q, J=7. 4Hz) , 4. 28 (1H, bs), 4.62 
(2H, s), 6. 57-6. 73 (3H, m), 6. 90-6. 97 (2H, m), 7.19 
(1H, t, J=7.9Hz). 

[0 0 6 8] (5) 4-[2-[2-(tert-:/ h^r^^^V)- 

I, 2,3, A-=r h7t Kd>T V i^-5--f /^^ % >]-4- 
^pp7xn;l/]7^/ffii ^^/l^* 7VV(2. 45 g, 5 

mmol), 4-^ ^VUTS V t e y v^Xl.22 g, 10 mmol)?} 
7h7t F'P77y(30 ml^j&^-^in^/l^:/^ 
/^oy KU.6 g, 7.5 mmoD^ax.^:, 
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lETffi^bT, ifM-yy^y/M7A^Pvh^7 

7^-Ti8U 4-[N-[2-[2-(tert-y h^r^^/U^^ 
^)-l,2, 3,4-7* h7t KP-f V^r/ ] J frttf] 
-Hnn7x ^yW] -N- {4-y m^/U^< >;/-f /U)]T ^ 7 
BB& ^/U^*7VU(2.04 g, 58.5 %)coffl^*r^fc, 
TC^Wffi Ci.H.iHiaClfc IT 
SS&ffi: C, 70.00; H,6. 18; N, 4. 19. 
^SOfi: C, 70. 23; H, 6. 24; N, 4. 34. 
"H-NMR (CDC lj) fi : 1.24(3H, t, J=7. 0Hz), 1.48(9H, 
10 s), 2. 04 (2H, bs), 2.43-2. 50 (4H, m), 3. 56 (2H, bs), 
3.90UH, bs), 4.04(1H, bs), 4. 12 (2H, q, J=7Hz), 4. 
59 (2H, s), 6. 10 (1H, bs) , 6. 92-7. 07 (3H, m) , 7.27-7. 
48 (8H, m), 7. 53-7. 58 (2H, m). 

(6) 4-[N-[2-[2-(tert-:/ h^r^M^)-l,2,3,4- 

7h7t kp-< y=*y yy-s->f;^-y]-4-^pp7 

^-7>]-N-(4--7 3i ~)V<l/V>( ?V)]T%J 
3i>^T-/W(2. Olg, 3 nnnol)07 h7t Kp:7 7^(10 ml) 

*&f£(4.5ml, 4.5 mmol) SraaiDUfc. mhtltzU&Vot: 

Silt, 4-[N-[2-[2-(tert-^ h^->*/^— ^)-l, 
2,3,4-T- b Kn>f y ^-5— f /UsJ-* V]-4-* 

(1.90 g, 99.0 %)(D*teSttHff«:»fe, 
T^^^Wfi C 3 7 Ha , N 2 Oe CI ■ 1/2H2 Ok IT 

C.68. 35; H,5.89; N, 4. 31. 
H$Jffi: C,68.66; H, 5. 90; N, 4. 10. 

30 1 H-NMR(CDC1 3 ) 5 : 1. 47 (9H, s), 1. 
9 5-2. 0 9 (2H, m) , 3. 5 4 (2H, 
bs) , 3. 8 4-3. 8 9 ( 1 H, m) , 4. 
11-4. 18 (1H, m), 4. 59 (2H, 
s) , 6. 06 (1H, b s) , 6.4 1(1 
H, s) , 6. 9 2-7. 0 7 (3H, m) , 
7. 2 8 - 7. 5 8 (1 OH, m) . 
[0 0 6 9] (7) 4- [N- [2- [2- (ter 
t 2, 3, \-=r F7t Kp>T V* 
J y V-5-> { p d7x^;U]-N-(4-7x^ 

40 ;i/^y^;V)]7^yft(0.83 g, 1.3 mmol), 2-7^ 
^p/<yi/;V7^y(0. 18 ml, 1.6 mmol), v^T/ y >- 
j^v^^^/U(0. 22 ml, 1.3 mmol), b V x^;U7 ^ V (0. 2 
2 ml, 1.3 mmol) H',N-^^f;^^A7; K(10 ml)<£> 
a^»«riit2l»IBj(ltttfc ( S)ES««:*^ft3r, B 

y*^7^^D-eh/77^--C»KU N-(2-^ 
yu^- p v?/U) -4- [N f - [2- [2- (t er t-^ h^r^/Ufc 

>u)-i f 2,3,4-^ h7t Kn^y^yy y-5-^;^^v] 

50 -4-^ PP7x n/U] -N' - (4-Z7 31 ^-/^ V >^>f A-) ] T ^ 
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J-f^tVT^ K(0.70 g, 72.2 X)<0#&AttSft£& 
ft. 

m$&i&: C.70. 62; H,5. 79; N, 5. 62. 

HiBOffit: C70.33; H,5. 61; N, 5. 47. 

! H-NMR(CDC1,) 6 : 1.47(9H f s), 1. 97-2. 05(2H, m), 2. 

36-2.49(4H f m), 3. 53 (2H, bs) , 3. 81-3. 92 (1H, m), 4. 

07-4. 17 (1H, m), 4. 53(2H f d, J=5. 2Hz), 4. 58(2H,bs), 

6.90UH, bs), 6. 39(1H, d, J=2Hz), 6. 92-7. 13(5H, 
m),7.23-7.58(13H, m). 

(8) N-(2-7/U^D^<>'^U)-4-[N , -[2-[2-(tert-^ h 
^rv-^/U^^yU)-l,2,3,4-x h^b Kta-Y V3r/ y >--5 

^/U)]7^yyf;U7-; K(0.6 g, 0.8 mmol)(D2^ 

mm sm^^mao mi)&mm>-?mmm&i*iz. 

:x. ^vu:n — 7VVT*aci£ LT, N- (2- 7 /U^- n^<^ -4 
-[N* -[4-^ p P-2-(l, 2, 3, 4-T- h7t Kn^y^y y >- 
-5->T frit ^»7i -N' - (4- 7 m =.yl"< >- V 4 fr) ] 

7-;yy^u7> k t&»t&(o.46 g, 85.2 w^nes 

jtmfttixm. C.H,.N,0,Cl 1 F-l/2ft0i: LT. 
Wm\&- C,67. 53; H, 5. 38; N, 6. 06. 

C, 67. 69; H, 5. 32; N, 6. 00. 
1 H-NMR (DMSO-ds ) 6 : 1.87(2H, bs), 2. 27 (2H, s), 2.63 
(2H, s), 3. 28 (2H, s),3. 82 (2H, bs) , 3. 97 (2H, bs), 
4. 29 (2H, s), 6.40QH, s), 7. 10-7. 67 (18H, m), 8. 37(1 
H, bs), 9. 28 (1H, bs). 

[0070] mmme 

N-(2-7/^n-<y^)-4-[N' -[2-(3-7 ; y ^ f ^7 
=r. / 3r~»-4-^ n n7x^]-N'-(4-7x^K>^ 
fr) ] T S J zf^frT * K tKKift 

(1) [3-(2-T^ Dn7x^^)^y^;W< 
^ KS£ tert-^^U^i^^yUO. 5 g, 10 mmol), 
^-g&8 m^-yuai^^/u(2.9 ml, 20 mmol), V £ 

.A (1.4 g, 10 mmol) ^N.N-i/^ f ;V^;UA7 ^ K(30 m 
l)co^^^60 t CT*3B$|?fl^L^ i 

t, swMfefcS'y xtffrjjyj** w v???* — -em 

KU 4-[2-[3-(tert-y h^ri/^/W^^/Ur ^ y 
;U)7x;^>]-4^DD7x^]7^/iS ^L^fr 
«7VU(2.74 g, 59.3 X)^>tttt*«rWfc. 
TtmftVrffi. C»4H,iN,Q s C14: tt 
S^fi: C, 62. 26; H, 6. 75; N, 6. 05. 
H«MB: C,62. 32; H, 6. 84; N, 5. 84. 
1 H-NMR (CDC 1 3 ) 5 1.24(3H, t, J=7. 4Hz) , 1.45(9H, 
s), 1.85-1. 99 (2H, m),2. 37 (2H, t, J=7. 1Hz), 3.19(2 
H, q, J=6. 6Hz), 4. 11 (2H, q, J=7. 4Hz) , 4. 20 (2H, b 
s), 4. 29 (2H, d, J=6. 2Hz), 4. 90 (1H, bs), 6.64(1H, 
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d, J=8.8Hz),6. 76(1H, d, J=2. 6Hz9, 6. 84-7. 05 (4H, 
m), 7.24-7. 32 (1H, m). 

(2) 4-[2-[3-(tert-y h ^'>^/^^^7 J-fr) 
7x ; ^ ->]-4-^ □ p 7 7 ^ / 88 jn^/Uzn^ 

f;V(2.3 g, 5.0 mmol), A-is * ^frT ^ J f V V > (1. 
1 g, 1.8 mmol)07^ h7 t: Kcr^^>'(20 ml)^^{-4- 
7x^^^^Dy K(2. 2 g, 10 mmoO^ADx. 

y J*s? & F^7 7>f-T*SSU 4-[N-[2-[3-(tert- 
y h^rv'^/WAK^ /U7 ^ /yfM7x;^i/]-4^ P 

u -/u]-N-(4-^zn^yu^<>y f -r/ix)]r ^ yffi^ ^ 

^/1^*7VM2.06 g, 64.2 %)<D$E&&&m»&mit. 
jcm^Vfm CHttKtOeClk LT 
SlrafE: C, 69. 09 ; H, 6. 1 1 ; N, 4. 36. 
^$Hfi: C,68. 86; H,6.35; N, 4. 21. 
1 H-NMR (CDC 1 3 ) 5 '- 1.23(3H, t, J=7. 2Hz), 1.44(9H, 
s), 1.99(2H, t, J=7.4Hz), 2.46(2H, t, J=7.4Hz), 3. 
20 83-3. 94 (1H, m), 4. 20-4. 18 (3H, m), 4. 22 (2H, d J=5. 8 
Hz), 4. 91 (1H, bs), 6. 47-6. 64 (3H, m) , 6. 98-7. 10 (2H, 
m) , 7. 19-7. 28 (2H, m) , 7. 31-7. 48 (7H, m) , 7. 55-7. 59 
(2H, m). 

[0 0 7 1] (3) 4-[N-[2-[3-(tert-^ h^rv'^/^ 
;U7 ^ J J^fr) 7 p p 7x.z=./u']-n- (4- 

7x^;^>y-<^)]7^ ^^a^*7vu(i.9 

g, 3.0ni!nol)^fh7t Kd77V(5 ml)<h^y — 
(5 ml)0«tttt:i«£ h y ^AtK^(6 ml, 6 

mmol) L/c. #^tbfc^^^^T2^flfl}t^ 

30 L/c. E/C«C7KSrJn^T, Jfi»-C»tt^Lfe 

*«K»^^*S/l>A-C«£«Lfc. ffiTiffiLt, 4-[N 
-[2-[3-(tert-^ h^V*;^^;U7 5 y ^^/V)7;n/ 
^rV]-4-^ P n ^ ^ ^yU] -N- (4- 7 m ^ /U^< > y ^ /^) ] 

r^ygg® (i.73 g , 94.0 %)<oftf&&&mi£*mti. 

TcmftffiWi C 3 6 Ha 6 N 2 0 6 CI • 1/2H 2 Ob LT 
^S^ffi:: C,67. 35; H,5.81; N, 4. 49. 
SgSUffi: C,67.68; H,5.80; N, 4. 44. 

'H-NilR^DCU) 5 : 1.44(9H, s), 1.97(2H, bs) , 2.50(2 

40 H, bs), 3.6K1H, bs),3. 96(1H, bs) , 4.25(2H, d, J= 
6.2Hz), 5. 13 (1H, bs), 6. 63-7. 07 (5H, m), 7.31-7.58 
(11H, m). 

(4) 4-[N-[2-[3-(tert->^ h=^r^;^;U7 ^ J * 
;l/)7xy ^rv-]-4-^ n P7x^;U]-N- (A-V ^^/^^^ 
1 />f^)]75 yg&S£(0. 80 g, 1.3 mmol), 2-7yU^*P^< 
>^JUTx >^(0. 18 ml, 1.6 mmol), v-T 7 y 
^/l^(0. 22 ml, 1.3mmol), h V ^f/U7 5: ^ (0. 22 ml, 
1.3 nimol) £N,N-v^ ^ K (10ml) (DU^^Q 

50 /u-CiteULfc. ttUJftSr^iJfeLfc^ «*«EH^^* 
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"< >- ix/U) -4- [N* - [2- [3- ( t er t-:/ h 3r V* ;V*s/U7 ^ 
y y f/W7xy ^ri/]-4-^ a p 7 z*z=./U]-tf 
^/W/>f;U)]7>;^W; K(0.85 g, 90.4 %) 

7c3f ##Htt C , H, . N, Ob C1F- 1/4H, Ofc Lt 

Sa^fi: C, 69. 41; H,5. 76; N, 5. 78. 

^fiUffi: C.69.41; H,5. 72; N, 5. 65. 

! H-NMR(CDC1 3 ) 5 : 1.43(9H, s), 1. 94-2. 01 (2H, m), 2. 

34-2. 44 (2H, m), 3. 77-3. 83 (1H, m) , 4. 07-4. 17 (1H, 

m), 4. 19 (2H, d, J=7.8Hz), 4. 51 (2H, d, J=5. 4Hz), 4. 

98 (1H, bs), 6.44(1H, d, J=8Hz), 6.58(2H, d, J=9. 8H 

z), 6.87 0H, bs), 6.99-7. 12 (11H, m) , 7. 54-7. 59 (2H, 

m). 

(5) N-(2-^/^n^<>'^U)-4-[N , -[2-[3-(tert-^ h 
^ J * ^vu) 7xy =^i/]-4-^ a ay 
=c ^/u] -N' ~/w<V y-f 7W) ] r S J y^/WT ^ 
K(0. 72 g, 1.0 mmol)<D2*a5£ Bm^/MtNK(10 

TN- (2- 7 ; u>j- p ^< > v> AO -4- [N* - [2- (3-7 ^ 7 ^ fvu 
7x7 ^r->)-4-^ n n 7x^/H-N'-(4-7i^>/ 
^;u)]7^y^f;vr^ K ffi»t6(0.61 g, 93.8 %)<D 

Tcfft^WItt Q, 7 H 3 4 N 3 0 3 Cl 2 F • 1/2H 2 QkL>X 
Sttffi: C,66. 57; H,5.28; N, 6. 29. 
2!8!Htt: C,66.92; H,5.27; N, 6. 20. 

1 H-NMR (DMS0-de ) 5 : 1. 75-1. 88 (2H, m) , 2. 21-2. 35 (2H, 
m), 3. 68-3. 81 (2H, m),4. 00 (2H, s) , 4. 29 (2H, s) , 5. 
50 (1H, bs), 6. 59 (1H, bs), 6. 63-6. 72 (1H, m), 7. 15-7. 
68(18H, m), 8. 44 (2H, bs). 

[0 0 7 2] mmm7 

N- (2- -7 u y<is *JM -5- [N' - [2- (3-T ^ 

^rv)-4-^ a n ^m^/U]-N'-(4-^^^/U^<>'V r ^r 

(1) [3-(2-r ^ y-5-^ p u^^y 

K8£ tert-^^/U^X^/U(10. 5 g,30 mmol), 5-^ 
U^Sfi m^^3i^x^(10.2 ml, 60 mmol),j^fe;*7 
U *-M4.2 g, 30 mmol) ^N,N-^> ^/U^/U^T ^ K(l 
00 ■l)<Ojft^»S:60 , C-C96«pWa»bfc. 

H U 5-[2-[3-(tert-y h d^>*;U^/U7 ^7^f 
/V) 7 x y ^ i/]-4-^ d p 7x^/U] 7^7 ^=f- 
;Ux^f;K8. 65 g, 60.4 W^iMfcttSr^fc. 
TC^^ffi Cz s H 3 3 N 2 0 5 CI • 1/2H 2 Oh It 
Saraffl: C,61.75; H, 7.05; N, 5. 76. 
3lffl!Ht : C, 62. 14 ; H, 6. 95 ; N, 5. 64. 
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'H-NMRCCDCl,) 6 : 1.24(3H, t, J=7.0Hz), 1.45(9H, 
s), 1.64-1. 75(4H, m),2.32(2H, t, J=6.6Hz), 3.14(2 
H, t, J=6. 3Hz), 4. 08 (2H, q, J=7.0Hz), 4. 12 (1H, b 
s), 4.29(2H, d, J=6. 2Hz), 4.93(1H, bs), 6. 61 (1H, 
d, J=8.8Hz), 6. 76 (1H, d, J=2. 2Hz) , 6. 84-7. 05 (4H, 
m), 7. 28 (1H, t, J=7.9Hz). 

(2) 5-[2-[3-(tert-^ h ^V*;U^^/U7 ^> 

;*7VU(8.40g, 17.6 mmol), 4-v^ f/U7 ^ 7 fcT y v> 
10 V(4.3 g, 35 EmoDOr >7t yu-7?l/(S0 ml)*gi® 
C4-7x^K7^;U^ p y K(7. 6 g, 35 mmol) £: An 

jiylx? h^77>f--Ctt8L, 5-[K-[2-[3-(tert 
h 3rv-;*7;Utf =;U7 ^-/U)y^y * v-]-4-^ p 

p 7 m ^ -N- (4- 7 31 ^/W< isV <4 7 ^8fe 
m^/U^^x/K8.81 g, 76.2tt(D7 B yXA^#fc, 
SL£ 133-134*€ 
20 j£«^«f C 3 8 H« , N 2 0 6 CI h tt 
S^ffi: C,69. 45; H,6.29; N, 4. 26. 
Hfflffi: C.69.41; H,6. 39; N, 4. 35. 
l H-NMR(CDCl 3 ) 5 : 1.23(3H, t, J=7. 4Hz), 1.44(9H, 
s), 1.92(4H, m), 2. 34 (2H, bs) , 3.87(2H, bs) , 4.11 
(2H, q, J=7.0Hz), 4.23(2H, d, J=6.0Hz), 4. 94 (1H, b 
s), 6.50-6. 67 (3H, m) , 6. 97-7. 09 (2H, m), 7.20-7.46 
(8H, m), 7. 54-7. 58 (3H, m) . 

[0 0 7 3] (3) 5-[N-[2-[3-(tert-^ h^r^;^ 
)VT fv>) 7x7dr'>]-4^PD7x ^/U]-N- (4- 

30 7x^uxy^;u)]7;7§|:jg ^)\,^^=r>\, (2. 
0 g, 3.0 imoD^r h7t Ko77y(10 ml)«l:x^7 

-/Kio mi)o»ffi^ia^ Tkmit-r h y ^ ^*»*ae(6 

ml, 6 mmoD^^JIjflL^ ^^nfc^^l^it^^Btf^ 

**«K^^^^^-C*«:«Ufc. MffTffiffiLT, 5- 
[N-[2-[3-(tert-y Y*\sjl>Vifs^}VT ^ y ^ ^^) 7x 
/ ^r->]-4-^ p P^oi^/Uj-N-^-^^^/W^yV 

^ir^y^K d.83 g , 96.8 r a )^yx^^ji 

40 7t § 

Mt^ 141-142^ 

jtm^mm c 36 h 37 n 2 o & ci^lt 

M^iU- C,68. 73; H,5.93; N, 4. 45. 
HaiHfl: C,68. 71; H,5.86; N.4.61. 

l H-NMR(CDCl 3 ) 5 : 1.43(9H, s), 1.70(4H, bs), 2.67(2 
H, bs), 3. 35-3. 67(lH,m), 4. 24-4. 29 (1H, m) , 4.28(2 
H, s), 5. 18 (1H, bs), 6. 43-6. 58 (2H, m), 6.91-7.06(3 
H, m), 7.21-7.5901H, m). 

(4) 5-[N-[2-[3-(tert->^ h * 5/*/U#s^7 ^ / ^ ^ 
50 3^>]-4-^ P P 7 x -N- (4-7 x ^;u-<y 
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s/'fAOlT ^ J ^1^(0.82 g, 1.3 mmol), 
^SitjVT ^ y(0. 18 ml, 1.6nimol), v^r;!)^ 
^^/U(0.22 ml, 1.3 mmol), h y ^^vUT ^ >(0. 22 m 
1, 1.3 nmol)iN,N-^>^/Usfc^Ar$ K(10 ml)0)fi 

^V^T-ffciSL*:. WBET4HBL-C. y 

^-d -< Vv?yU)-5-[N* -[2-[3-(tert-;/ h ^rv'*;^^ 
7 ^ y ^ 7 x y ^i/]-4-^ d d 7 x ^;U]-N' - (4- 

7x^!/^y/^;u)]r>y/<i//u7^ K(o. 67 g , 70. 

5c*#*rffl[ C <3 H 43 N 3 0 & ClF'l/2H 2 0<b LT 

mWaiU'- C.69.30; H.5.95; N, 5. 64. 

MMife - C,69. 60; H,5. 94; N, 5. 67. 

1 H-NMR (GDCl a ) fi : 1.42(9H, s), 1.67(4H, bs), 2.27- 

2.30(2H, m), 3.81(lH,bs), 3.98(1H, bs), 4.20(2H, 

d, J=6. 4Hz), 4.47(2H, d, J=5.8Hz), 5.00(lH,bs), 6. 

36 (1H, bs), 6.48-6. 65 (3H, m), 6. 94-7. 09 (4H, m), 7. 

18-7.47Q1H, m), 7. 53-7. 58 (2H, m). 

(5) N-(2-7yU^-n^<>'v?/U)-5-tN , -[2-[3-(tert-^ r h 

^rv/^^^T^ / * W7xy 3fi/]-4-^n 

x^;l/]-N'-(4-7i^Ky^^)]7; J s*\s)VT% 

K(0.59 g, 0.8 mmol)02^ ft»^^yu*iK(10 

ini)Sra?ar*iB*raa»Lfe, ras«£^/£T®ffiL/c. 

TN- (2- 7 /U^- u -< >- v?;U) -5- [N* - [2- (3-T ^/U 
7x;^V)-4^po7x^;U] -N* ;=^W< > ✓ 
^^)]7^^WU7^ K #0g^(0.46 g, 86.8 %) CD 

TCiff^tfHfi CseHaftNaOaCUF'l^HzOi: LT 
S8M£: C,66.96; H,5.47; N, 6. 16. 
HSOffi: C67.22; H,5.50; N, 6. 28. 

1 H-NMR (DMSO-de ) 6 : 1.58(4H, bs), 2. 19(2H, bs) , 3.7 
6(2H, s), 4. 01 (2H, s),4. 28 (2H, d, J=4.8Hz), 6.58- 
6. 68(2H, m), 7. 09-7. 67 (18H, m) , 8. 36(3H, bs) . 

[0074] mmws 

N- (2- 7 v ^< ^ it/Is) -6- [N' -[2- (3-T ^ J j-^tV-? 
^; **»-A-9 n P 7 x - {4-7 x ^/u^y 

( 1 ) [3-(2-7;/-5-^dd7x/^»'<>' v^U] # /U 
b*m tert-y^/U^^7"^(3.5 g, 10 mmol), 6-:/ 

n-=e^3r^>-g£ xf;l/X^r/U(3.6 ml, 21 mmol), ^ 
y A (4. 2 g, lOmmol) t N, N-vM ^VW*/U.A T ^ 

K(30 mD^S^Sreo^^^mai^Ufc. fiJE«& 

fc. MBET®*6LT, 38B»S:^y*^7A^Pv 
h/77>f- -efflfflj L, 6- [2- [3- (tert-y 

^ 7 ^ 3vU) 7x/^>H-^DP 7xr:/l/] r ^ 
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J^^^m. ^^=^^7^^(2.29 g, 46.6 

S^ffi: C,63.60; H,7. 18; N, 5. 71. 
HSJ<S: C63.83; H.7.23; N, 5. 59. 
•H-KMRCCDCU) 6 : 1.24(3H, t, J=7.4Hz), 1.33-1.45(1 
2H, m), 1.55-1. 72 (4H, m) , 2.28(2H, t, J=7. 4Hz) , 3.0 
4-3. 19(2H, m), 4.08(2H, q, J=7.4Hz), 4.29(2H, d, J 
=5.8Hz), 4.92C1H, bs), 6.61(1H, d, J=8.8Hz), 6.75 
10 (1H, dd, J=2.2Hz), 6. 84-7. 04 (4H, m), 7. 24-7. 32(1H, 
m). 

(2) 6-[2-[3-(tert-^ N v^/Ujtf ~7UT 
7x7 3rV]-4-^ a P7i^]7; J — ^ 
/lou*tvW8. 40 g, 17.6 mmol), 4-v 5 ^ f ;U7 ^ y t° 
g, 35.2 mmol) CD ^ h ^ t Kp77>(50 m 
l)»4-7x^I/'<y^^ P y K, (7.6 g, 35.2 

96^ra«^L^. fcfom&7kiz&gffim^;\sT~mmi, 

20 L/c. gJETSSLT, 9B**vy*y^7A^p 
h^7 7>f--e»8U 6-[N-[2-[3-(tert-y h^rV 
^;U^^i/U7 5: / 7 ^VU) 7i; v'] —4— ^ p p 7 x^- 
;i/]-N-(4-7x^^y/-f;u)]7^/^fyi 
;l,x^f;l'(2.47 g, 81.8 %)<Dfetfc4fc£*#fc. 
TC^tFfffl C,,Hi 3 N,0bCl'l/2H,0i: LT 
Slraffi: C,69. 79; H.6.46; N, 4. 17. 
^aijfi: C69.59; H,6. 77; N, 4. 14. 

1 H-NMR (CDC1 3 ) 6 : 1. 17-1. 30 (7H, 

m) , 1. 44 (9H, s) , 1. 54-1. 7 
30 2 (2H, m) , 2. 28 (2H, t, J = 
7. 3Hz) , 3. 7 8-3. 8 7 (2H, m) , 
4. 12(2 H, q, J = 7. OH z) , 4. 

2 3 (2 H, d, J =6. OHz) , 4. 92 
(1H, b s) , 6.4 5-6.6 6 (3H, 

m) , 6. 98-7. 09 (2 H, m) , 7. 2 
1 (2H, d, J = 8. 2Hz) , 7. 34- 
7. 47 (7H, m), 7. 54-7. 59 (2 

H, m) . 

[0 0 7 5] (3) 6- [N- [2- [3- (ter 

40 t-yh ^v^/u^/uT ^yy ^/u) 7 ^ y * v-]-4- 

? o P7x^^]-N-(4-7xX/l/^<y/^;l/)]7^ / ^ 
=¥1^^® ^^^^^^^(2.3 g, 3.4 mmol) CO ^ h ^ t: 
KP77y(10 ml)^^^y-^(10 mDO^tri^ 
A^Stlti- h y ^AtK^(7 ml, 7 BmoDSrSaiPLfc. » 

»Lfc. ffiTSSStt, 6-[N-[2-[3-(tert-^h^V 
^;l/^-/U7 ^ y > ^/U) 7iy^y]-4-^PP7x^ 
50 ^]-N-(4-7x=;W<yy>f;V)]7 ^S^*y-^ffi: (1.9 
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6 g, 89.9 %)<D#JM&ttH»Sr»rt:. 
jtmfttifm C ST Hi.N.a,Cl-l/2H I 0i: UT 
3ltra<tt: C,68. 14; H, 6. 18; N, 4. 30. 
^SUfi: C,68. 51; H, 6. 06; N,4. 34. 

! H-NMR(CDC1 S ) 5 : 1.44(11H, s), 1.64(4H, bs), 2.31- 
2. 37 (2H, m), 3. 70(lH,bs), 4. 07 (1H, bs), 4. 25 (2H, 
d, J=6. 0Hz), 5.03(1H, bs), 6.56(1H, bs),6. 74 (1H, b 
s), 6. 97-7. 01 (3H, m) , 7. 18-7. 22 (3H, m), 7.31-7.58 
(9H, m). 

(4) 6-[N~[2-[3-(tert-^ h^r^^/U^/UT 

> r >r^)]T^y^^r*>'R(0.84 g,1.3 mmol), 2-7/U 
ta^y^T^ V(0. 18 ml, 1.6 mmol), >T y y ^ 
|fei?:n?-/U(0.22 ml, 1. 3 mmol), h y ^)VT * ^(0. 22 
ml, 1.3 mmol) £N,N-v?y K(10 ml)tf) 

!i*W7^^D-7h/77^-fflKU N-(2-7 

yV^- a ^< V v^) -6- [N' - [2- [3- (ter t-^ h =*r 

/UT ^/U) 7x; 3f v-]-4-^ n a 7 rn~/U]-N' -(4 

-^rn^/w^y^noir^ y — *tvr s K(o. 65 g ,6 

7.0 ttco^teftttHfrSrWfc. 
TcS^WfilC C4 4 Hi s N 3 0s C1F t LT 
SUffi: C, 70. 43; H, 6. 05; N, 5. 60. 

C,70. 29; H,6. 11; N, 5. 52. 
'H-NMR(CDC1 S ) 6 : 1.42(9H, s), 1. 52-1. 77(6H, m) , 2. 
19 (2H, t, J=7. 8Hz),3. 73 (1H, bs), 3.95(1H, bs), 4.2 
1(2H, d, J=6. 6Hz), 4. 46 (2H, d, J=6. 2Hz) , 5. 17 (1H, b 
s), 6.07UH, bs), 6.48(1H, bs), 6. 58 (1H, s), 6.69 
(1H, s), 6. 98-7. 47(15H, m) , 7.53-7.58(211, m). 

(5) N- (2- y )VOr o ^0 i/jU) -6- [N* - [2- [3- ( t ert-^ h 

df->^;u^^;ur ^ y y ^vu) 7 * y *i/]-4-# uw7 
=c - ,v\ -n' -(4-7x ^/u-< ^yVAOjr ^ y^fyr 

^ K(0. 53 g, 0.7 mmol) (D2Mfe mm 

ao mD&mux-immm&i'ti. R/c«*»ffiTiB«L 

fc. WttJL,fc@fls:§r5SlL;fc:«, injure— r^t?ft^ 
LtN-(2-7;l/tD-<>^;^)-6-[N , -[2-(3-T 
;l/7x; 3r:»-4-^ a P7x^yU]-N'-(4-7xn/^y 

K J&®^(0.40 g, 83.3 

7C*#ff«[ C 39 H 38 N 3 0 3 Cl 2 F-l/2H 2 0i: LT 

J£3nffi: C.67. 34; H,5.64; N, 6. 04. 

HSllfi: C,67. 55; H, 5. 63; N, 6. 00. 

f H-NMR(DMSC>-d») 5 : 1.30(2H, bs), 1.53(4H, bs), 2.1 

3(2H, s), 3. 74 (2H, bs), 4. 02 (2H, s) , 4.96(2H, s), 

6. 59-6. 71 (2H, m), 7. 14-7. 63(18H, m) , 8. 34(3H, bs). 

[0076] mmm 

N-G-^M-p^^S^lO-S-EN' -[2-(3-T ^ / > ^?V7 
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( 1 ) [3-(2-7;A5-^oo7xy^»^y v?/U] # ^ 

tert-:/^U^;*7Vl'(2.8 g, 8.0 mmol), 3- 
yo^nWyS :n<fvHc*r'/l'(2. 1 ml, 16 mmol), 
Ift&ZXV ^A(l. 1 g,8.0 mmol) £N, N-S^> ^/Urtvl'A 
T ^ K(30 ml) <om&fo ^60^^72^^ Lfc K/S 

EETSSgLT, ?iSM^y*y;^7^^p-7h^7 
10 7>f-T'flSU 3-[2-[3-(tert-y h*V*^*=/U7 
>y> *?VU) 7x7 ^r->]-4-^ DP7x T % J 

K'^-^m fr>{\. 42 g, 39.6 %)COffi#t4£l£r 

TcK^Wffi C 2J H 29 N 2 OsCUlt 
Sl^: C,61.53; H,6. 51; N, 6. 24. 
HfflUiH: C,61.25; H,6.43; N, 6. 37. 
! H-NMR(CDC1 3 ) 5 : 1.21(3H, t, J=7. 0Hz), 1.45(9H, 
s), 2. 59 (2H, t, J=6.6Hz), 3.47(2H, t, J=6. 6Hz), 4. 
09 (2H, q, J=7.0Hz), 4.29(2H, d, J=6.0z), 4.93(1H, 
20 bs), 6.66(1H, d, J=8. 6Hz) , 6. 77 (1H, d, J=2. 4Hz) , 
6.82-6. 89 (2H, m) , 6. 98-7. 05 (2H, m), 7.28(1H, t, J= 
7.8Hz). 

(2) 3-[2-[3-(tert-y h ^rv'^/V^^/VT ^77 ?VU) 
7x7^7]-4-^DP7x^;I/]r^7 9 P t^^M 
fyUx7r/V(l. 4 g, 3.0 mmol), 4-v?y ^flsT ^ J fc° 
y v^>-(0. 74 g, 6.0 mmol)(Dx h7t Kp77>(30 m 
l)gIC4-7x^Ky/>f;^ n y K(1.3 g, 6.0 mm 
ol)«rJra*.fc. KiG&*Sr*a-C3«FR|«H*«, *^aSTfflF 

30 ^^^A-CfBBftUfc. fc£J3ETg*SLT, »B*4r^y 
^^7^^P-7h^77^-t«U 3-[N-[2-[3 
-(tert-:/ h^r^/U^U7^ ;^f/U)7x;^V]- 
4-^ p n 7 x ^;v]-N-(4-7 x />f ;>) ] 7 ^ J 
m^vl^.^^vud. 52 g, 80.9 %)<D?ft^ 

TC^^flfffi C 3 6 Ha 7 N 2 0, CI • 1/2H, 0b L"C 
Sarafi: C,67. 76; H, 6. 00; N, 4. 39. 
^ffi: C,67. 95; H.5.90; N, 4. 35. 
1 H-NMR(CDC1 3 ) 5 : 1.22(3H, t, J=7. 1Hz), 1.44(9H, 
40 s), 2.73(1H, bs), 2.84(1H, bs) , 4. 03-4. 17 (4H, m), 
4.23(2H, d, J=5.9Hz), 4.85(1H, bs), 6. 47-6. 67 (3H, 
m), 6.96-7. 10 (2H, m), 7. 19-7. 27 (2H, m) , 7.31-7.47 
(7H, m), 7. 54-7. 58 (2H, m). 

[0 0 7 7] (3) 3-[N-[2-[3-(tert-y h^r^/V^ 
)V7 * J y 7xy^>]-4-^Do7x ^7W]-N-(4- 

7x^;u^y^;v)]7^7 p p xf;ux7, 

^/Ud.Sg, 2.3 mmol)<D7"h7t Kp777(10 ml) 
3i^y-/Kl0 ml)©*«di«^*BS^hy 
«(5 b1, 5 nmoDSrSS&nLfc. #fenfcfi-&tt«:S«a-e 
50 2«FMSH$Ufc. SiS^(-7K$r^nxT, 
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"C 3-[N-[2-[3-(tert-^ h^rv^^/U^^UT ^ / 

;u)7xy^>]-4-^DP7x ^/u] -N- (4- 7 3i >- 
AO]T:- y^Pfc^V-^ (1.35 g, 97.8%)£>#jgfg, 

Siifii:: C.67.94; H.5.53; N, 4. 66. 

C67.56; H,5.52; N.4.51. 
l H-NMR(CDCl 3 ) 6 : 1.43(9H, s), 2. 78-2. 92 (2H, m), 3. 10 
99-4. 15(5H, m), 4. 98(1H, bs), 6. 47-6. 56 (2H, m), 6. 
72 (1H, s), 6.96-7. 08 (2H, m), 7. 23-7. 26 (2H, m), 7.3 
5-7.60(2H, m). 

(4) 3-[N-[2-[3-(tert-^ h 3r is$JUtf~;UT ^ J * *f- 

y^/WT ^ J t°^->^(0.42 g, 0.70 mmol), 2- 
7;^D^>'v ? ;U7^ >(0. 10 ml, 0.90 mmol), >TV 
y ^gfc^m^vu (0. 13 ml, 0. 90 mmol) , h V xf;u/ ^ > 
(0.13 ml, 0.90 mmol) £ N, N-v*> T ^ K(10 

m*^v p-^ h ? ? ? j —x-ffiMi^ n- 

(2- 7 p ^< V ^/V) -3- [N* - [2- [3- ( t er t-^ h^V^ 

~/UT ^ 7 y ^VU) 7x;^r v"]-4-^ dd7i 
-N' -(4-7rcnyU-<>'y r ^yU)]r 5: 7 fc^^TS K 
(0.39g, 79.6 %)<D&&$h&mtt&&it t 
TtmftVfm CoH^OsClF-HrOt UT 
Sl&ffi: C,67. 81; H, 5. 69; N, 5. 79. 

HS'Jffi: C.67.83; H, 5. 44; N, 5. 59. 30 
1 H-NMR(CDC1 3 ) 5 : 1.42(9H, s), 2. 51-2. 82 (2H, m), 4. 
01-4.34(4H, m), 4. 47 (2H, d, J=5.6Hz), 4.93(1H, b 
s), 6. 41-6. 59 (3H, m), 6.88(1H, bs) , 6. 96-7. 08 (4H, 
m), 7. 17-7. 48(1 1H, m) , 7. 53-7. 58 (2H, m) . 

(5) N-(2-^/W^P^<>'v?^)-3-[N , -[2-[3-(tert-^ h 
=3r \sl3?VTf,~)VT ^/U) 7x/ 3rV]-4-^ no7 
^ - ,t/)-N' - (4- "7 3i j^/U-O' /U) ] X ^ fc°;*-> 
7^ K(0.35 g, 0.50 mmol)<D2gl5£ mm Bf»^^^* 

L T N- (2- 7 /U^- -3- [N* - [2- (3-/^> 

f-/U7xy 3f v^-4-^ p P^rc^/t/j-N'-U-^rn—A^ 
^/U)]T^7 P Ph 9 ty7^ K Ili(0.25 g, 7 
8.1 %)©#«fittHtt«:#fc. 
7cgf##f« C3 6 H 32 N 3 0 3 Cl 2 F-l/2H 2 Oi: LT 

C,66. 16; H, 5.09; N, 6. 43. 
^fflOffi: C65.98; H, 5. 12; N, 6. 35. 

'H-NMRffiMSO-d,) 5 : 2. 41-2. 79 (2H, m), 3. 87-4. 00 (2H, 
m), 4. 28 (2H, d, J=4. 8Hz) , 4. 57 (2H, s), 6. 58 (1H, 
s), 6. 72-6. 76 (1H, m), 7. 12-7. 20 (3H, m) , 7.26-7.68 50 
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(15H, m). 8.50(2H, bs), 8.60(1H, s). 

[0078] mm&wo 

N- (2- 7 A- * p ^ -4- [N" -[2-[3-(2-7 5 7xf 

My^y^ ~>] -3- tr y i?M -n' - (4- 7 ^ ^/i^-o-y-r 

(1) 3-^ h^'V^ai^^^T ^>(21.9 ml, 150 mmol) 
£47 % &fc*»fift<100 ml)tf>»fr*S:, in*fciB«Tfcl 

y*M6 g, 150mmol)^^ffi(100 ml) «rJDx.TS«a-C 
30#Mffi#L:fc. »:V>T*-^> ? -tert-y^V(32. 7 
g, 0.15 mmoDOix^^yUai— 7Vl^g?&(100 mD^O^-C 

7-i"tflLT N-tert-y h^r^^^U^— /U-3-t K 
pdrC/7x^f;U7 ^ >-(33. 4 g, 95.3 %)<£>*£&£# 

Sfc/S 84-85*0 

l H-NMR(CDCl 3 ) 6 : 1.44(9H, s), 2. 72 (2H, t, J=6. 8H 
z), 3.32-3.42(211, m),4. 65 (1H, bs) ,6.56(1H, bs), 
6. 70-6. 76 (3H, m) , 7.11-7.19(111, m). 

(2) 2-^ d o-3-^ b p t°y ^^(4. 76 g, 30 mmol),N-t 
ert-y h^ri/^/l^^^/U-3-t: Kp^V7x^7; 
^ (7.11 g, 30 romol),#tg£;*7 V ^(4. 14 g, 30mmol) 
i:N,N-^^f/U^7; K(50 ml) ^^^lOO^T* 

p-7 h^7 7^—-C3»3SU [2- [3- (3-=i hP-2-t°y 

x^f/udO. 1 g, 92.5 %)O$|fe«tt*Sr»fc 0 

SB^Ifi: C,60. 16; H,5. 89; N, 11.69. 
gl^ffi: C, 60. 11; H, 5. 98; N, 11.58. 
l H-NMR(CDCl 3 ) 5 : 1.43(9H, s), 2.83(211, t, J=6. 6H 
z), 3. 39 (2H, q, J=6. 6Hz), 4. 60 (1H, bs), 7.03-7.19 
(4H, m), 7. 34-7. 42 (1H, m) , 7.32-8.39(211, m) . 
[0 0 7 9] (3) [2-[3-(3-^ hP-2-fcfy 

(10.1 g, 28 mmoDcO^^y — /W(100 ml)^^(^5% fem 

fi^7^^^(3.o g )»Lfc &t>tizm&m$: 

^JK^6SiJLT, 5*K«r«BETjB»Ufc. [2-[3-(3-T 
^ y -2- 1° y ^U^-^ri/) 7 31 ^/U] rt^vi'] ^ /W< ^ 
tert-^^ni^^^(7.09 g, 76.9 

jtmftVtm C. e H. 3 N 3 0, • 1/4H, LT 
C,64. 75; H,7.09; N, 12. 58. 
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HSUIff: C, 65. 10; H, 6. 83; N, 12. 22. 

1 H-NMR(CDC1 3 ) 6 : 1.43(9H, s), 2. 80(2H, t, J=7. OH 

z), 3. 33-3. 43 (2H, m),3.92(2H, bs), 4.65(lH,bs), 6. 

84 (1H, dd, J=2. 7, 7. 7Hz) , 6. 98-7. 06 (4H, m), 7. 27-7.3 

6(1H, m), 7.56(1H, dd, J=l. 5, 4. 7Hz) . 

(4) [2- [3- (3-T ^ J -2- e y it/U**» 

/U]jj/Vs<* KS£ tert-:/^/U:x^TVU(3. 3 g, 10 mmo 

1), 4-^n^ej^jg xf;>x^r^(2. 8 ml, 20mmol), 

^g^^y £J*(1.4 g, 10 mmol) ^N.N—^^^/U^/W^T 

* K (30 ml) (DU^m &&yXZ-?721$fflffift Ltl t &fcm 10 

-f — -e»»t, 4-[2-[3-[2-(tert-y h v^/i^xvw 

?7loi;*^M2. 41 g, 54.4 %)<7)ift#^£#fc„ 

SKUfi: C,64.99; H, 7. 50; N, 9. 47. 
HittHfi: C, 64. 80; H,7. 39; N, 9. 22. 

l H-NMR(CDCl 3 ) 5 : 1.26(3H, t, J=7.2Hz), 1.43(9H, 20 
s), 1.94-2. 08 (2H, m),2.46(2H, t, J=7. 0Hz) , 2.80(2 
H, t, J=7.0Hz), 3.24(2H, bs) , 3. 33-3. 43 (2H, m) , 4.1 
1(2H, q, J=7. 2Hz), 4. 42 (1H, bs), 4. 65 (1H, bs) , 6.8 
9-7.02(5H, m),7.3l(lH, t, J=7. 9), 7. 46(1H, t, J=3. 
3Hz). 

[0 0 8 0] (5) 4-[2-[3-[2-(tert-^ h^rv-^yU^^ 

/ur ^/u] 7xy^rv/] -3- t? y v?/u] 7-;; mm 

31^/1x31^^/1/(2.2 g, 5.0mmol), 4-^f^7^t° 
y ^y(1.2 g, 10 mmoDCD^ h7t Ku 37^ >(30 ml) 
^*(C4-^^^/^W>r/l-^ p y K0.6 g, 7.5 mmo 30 

IdffrtiyJ*? n-^ h^77>f — "CJfSKU 4-[N-[2-[3 
- [2- (tert-^ h 3r V^^x;U7 ^ y ) ^^/U] 7 m y 

-3- tr y vvu] -N- (4-^ ^ ^u) ] r ^ y 

& m^Uoi^^/K2.54 g, 81.7 %)^tgjfcttHfrSr 

Tt^Wffi C, , H4 . N 3 0 e • 1/2H* 0 1 UT 

C, 70. 23; H, 6. 69; N, 6. 64. 40 
C70.53; H,6. 79; N,6. 70. 
1 H-NMR(CDC1 3 ) 5 : 1.24(3H, t, J=7. 0Hz), 1.43(9H, 
s), 1.97-2. 12(2H, m),2. 50(2H, t, J=7.4Hz), 2.69(2 
H, t, J=6.8Hz), 3.27(2H, bs), 4. 12(2H, q, J=7. 0Hz), 
4. 50(1H, bs), 6. 63(1H, d, J=7.8Hz), 6. 96-7. 02 (2H, 
m), 7. 25-7. 31 (1H, m), 7. 35-7. 57 (9H, m) , 7.63(1H, 
dd, J=1.8, 7.8Hz), 7. 97 (1H, dd, J=4,4.8Hz). 
(6) 4-[N-[2-[3-[2-(tert-:/ h ^ri/^;U^^/U7 ^ J ) 
xf/l/]7xy ^rv^]-3-t°y v^U] -N- (4- 7 a: ^ A^< is ;/ 
>f^)]7^y81 3i^-/um^x^(2. 4 g, 3.8 mmol)<D 50 



rl^7t Ko7?y(10 ml) £:x*y— /U(10 ml)©jgf8 

\zimj£ *mt-r v y * A*«sat(7 mi, i amoDSrs&jn 

^■Cftlllfc affiTfiUBLT, 4-[N-[2-[3-[2-(tert 
h^r^;^x/u7 ^ y)m^u] 7xy *->]-3-tr 
y ^y>]-N-(4-^m^/u-<>'> f ^/u)]r ^ y^(2. 19 
g, 96.9 %)<D&f&$k&mft&ntc t 

Ttiff ##ffi C 3 s H, 7 N 3 Oe • 1/2^ 0£ It 
H^(g: C,69. 52; H, 6. 33; N, 6. 95. 
MMU- C.69. 41; H, 6. 26; N,6. 81. 

! H-NMR(CDC1 3 ) 5 : 1.43(9H, s), 1.96(2H, bs) , 2.55(2 
H, bs), 3.3K2H, bs),3.93(lH, bs), 4. 20 (1H, bs), 
4. 73 (1H, bs), 6.42UH, s) , 6. 77-7. 06 (4H, m),7.30- 
7.57Q0H, m), 7.98(1H, dd, J=l. 7, 4. 9Hz) . 

[0 0 8 1] (7) 4-[N-[2-[3-[2-(tert-^ 
^;u7; ^rV]-3-k°y ^/U]-N-(4-!7 

xr:;w<y//r;u)]7 S 7 §8^(1.0 g, 1.7mmol), 2- 
^/U^u^^vvUT^ >-(0. 23 ml, 2.0mmol), J 
y ^S^^vKO. 28 ml, 2.0 mmol), Mjx^;l/7^y 
(0.28 ml, 2.0 mmol) tfi, N-v^y f-;^/1>;l/A7 ^ K(lO m 

y jifjvbyJ*? w b^yy-c— TWSiU N-(2-^ 
p^y^) -4- [N* - [2- [3- [2- ( t er t-^f h 3r > Jo >V 

rt=->vT % y)xf;i/]7xy *->]-3-try ^u]-n'-(4- 

7 xvW< y^;l^)]7^ /f^7 5: K(0.92 g, 77. 

3 %)o#jieftttH**sfc. 

7cm5>*ffi C 4 2 3 N 4 a F- 1/2H2 Oi: LT 

C, 70.87; H, 6. 23; N, 7. 87. 
HJfflfi: C, 70. 99; H, 6. 12; N, 7. 87. 
l H-NMR(CDCl,) 8 : 1.42(9H, s), 2.05(2H, bs) , 2.43- 
2.47(2H, m), 2. 67 (2H, t, J=7. 0Hz) , 3.26(2H, bs), 
3.97UH, bs), 4. 11(1H, bs) , 4. 50 (1H, bs) , 4. 52 (2H, 

d, J=5.4Hz), 6. 46 (1H, s) , 6. 56-6. 60 (1H, m), 6.82 
(1H, bs), 6.97-7.56U6H, m) , 7.67(1H, dd, J=1.8,7. 
6Hz), 7.97(1H, dd, J=l. 8, 5. 0Hz) . 
(8) N-(2-7/U^-u-0-v?yU)-4-[N' - [2- [3- [2- (tert->^ 

h^'>*/V#x;U7 ^ ;)xf;H7x; ^^>]-3-fc: c y i? 
/U]-N' - (4-7 x xyu^y ;b) ] 7 ^ / 7^f ^7 ^ K 
(0.84 g, 1.2 mmol)(D2g|^ BK^-^^fSdO m 

l)ft3ffl-Cll$m»#Lfc. SiC^^MEETS^Lfc, 
WaL^HffSr^BiL^, xf ;wx-f;ut«l 
T, N- {2-7;Vt P 'O' -4- [K' - [2-[3- (2-7 ; / x 
5vU) 7 x. J \A -3- b° y -N' - (4- 7 3i xi /U^< > ;/ 
^f^)]7$yyW^ K ffiBft^(0.75g, 92.6 %)<£>#£ 

7C*»W« C 37 H 36 N T 4 0 3 C1F-H 2 0^ ur 
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Ma&fe: C,67. 62; H, 5. 83; N, 8. 53. 
HJfflffi: C,67.83; H,5.86; N, 8. 46. 
1 H-NMR (DMSO-ck ) 5 '• 1. 81-1. 92 (2H, m), 2. 27-2. 34 (2H, 
m), 2. 91-3. 05 (4H, m),3.85(2H, bs), 4. 29 (2H, s), 
6.35-6. 62(1H, m), 6.87(1H, s), 7. 1 1-7. 66(16H. m) , 
7.94-7.98(2H, m), 8. 10(2H, bs), 8. 41 (1H, bs). 

[0082] mmmn 

N-[2-(3-T ^ 7 ^ f ;V7 x y ^ri/) 7 x^;V]-N-(4- tT7 

(1) 2-^yU^-D^ h o^<^if V^N-tert-^ h^r->^7/U 

Ko*^y^7 S 9 3l;6fe#Jl<E>(l), 

l H-NMR(CDCl 3 ) 6 : 1.44(9H, s), 3.78(2H, bs), 4.27(2 
H, d, J=5.8Hz), 4.88(lH,bs), 6. 67-6. 78(1 H, m), 6.7 
9-7.03(6H, m), 7.25(1H, t, J=7. 6Hz) . 

(2) [3-(2-7; 7-5-^ DD7xy^ri/)/<y^]*^ 
KS£ tert-y^/Urn^x/U(6. 3 g, 20 mmol), 4-7 

x^/U-<yX7^ft K(4.4 g, 24 mmol),^g£(2ml) <t 

/^/-/wso mDoa^ffiSrSja-ciierafflffufca, 

>'7;*»!)llthy!)A(l.6g, 24 ramoD^^lra 

bfc s«a-ci^raa»Lfe. 

iO 7^^H7^77^ — -CfiJSi IT [3-[2-(4- 

^ Kf^tert-^/Um^^/i,(8.40 g, 87.4 WOfltffctt 

TcK^Wffi CiHa.NiQi -3/4H 2 0i: IT 
attffi: C,75. 36; H.6.83; N, 5. 67. 

C, 75. 32; H,6.86; N, 5. 52. 
l H-NMR(CDCl 3 ) 5 : 1.44(9H, s), 4. 29 (2H, d, J=5. 8H 
z), 4. 41 (2H, s), 4. 66(lH,bs), 4. 83 (1H, bs), 6.61- 
7. 06(7H, m), 7. 22-7. 60 (1 OH, m) . 
[0 0 8 3] (3) l3-[2-(4-\?7 x—sUJ 3vUT 5.7)7 

(7.7 g, 16 mmol), rn^/U* ^ *s~>V9 u y K(2. 7 ml, 
19 mmol), mmfcm-r b V £i>(4.0 g, 48 mmol), 
3i?vK70 ml)^7K(20 al)0S£Kfc£&l*2l9in8tt 

? h & 7 "7 4 — trffi® L, N-U-fc'^rr^/U/^VW) 

-N-[2-[3-(tert->^ h^rv'^/Ufc/l/7 S / / ^vu) 7x 

/ ^ry]7x^]^^v'>'7 5; Kg£ xf;l,x^f^ (8. 

33 g, 85.6 »<D»jRtt«r#*: t 

Tcff^tfHfi C3 7 H4oN 2 0 6 -l^Oi: Lt 

S^fi: C, 71.94; H, 6. 69; N, 4. 53. 

^$!Hff: C, 71.75; H, 6. 75; N, 4. 36. 

1 H-NMR (CDC 1 3 ) 5 : 1.25(3H, t, J=7.2Hz), 1.43(9H, 
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s), 2.42-2. 75 (4H, m) , 4. 07-4. 20 (4H, m), 4. 73 (1H, d, 
J=14.2Hz), 4.8l(lH, bs), 5.07(1H, d, J=14.2Hz), 
6.70-6. 72 (2H, m), 6. 861H, d, J=8. 0Hz) , 6.98-7.55(1 
4H, m). 

(4) N-(4-f 7ai~yU/ ^U)-N-[2-[3-(tert-^ b^cis 
Jj )\,i£~)\,T %J * ^vU) 7 7 *cis]7 x=^;\s]7.? \s 
>7>; Ym ^3vWn*7vU<7.9 g, 13 mmol)<Dx V =7 
t Kp77V(40 ml) t=^#S— /U(40 ml) OSSjKldljH 
^ jkMik-f h V *}J±7k1%m(20 ml, 20 mmoDSrSaniL 

io fc. ftbtifca^tsi^ieiHawLfc. 

4r*$">2*-emkl>1t. ^T&ffiLT. N-(4-t'7x^f 
^)-N-[2-(3-tert-^ h^r^/U^^/UT * / / 3vU) 7 
z^S *ris]7 ^^/U]7>? -»-T * Kit (7.34 g, 97.3 

TtmfttixW- C 3 s Hs 6 N 2 Ob • l/2Hz 0 1 LT 
SIMS: C, 71.29; H,6. 32; N, 4. 75. 
3!$!Hfi: C, 71.35; H,6.29; N, 4. 66. 
20 1 H-NMR (CDC1 3 ) 8 : 1.43(9H, s), 2. 50-2. 53 (2H, m), 2. 
66-2. 69 (2H, m) , 4. 18 (2H, d, J=3. 8Hz) , 4.72-4.85(2 
H, m), 5.06OH, d, J=13.2Hz) t 6. 70(3H, m), 6.84-7. 1 
0(3H, m), 7. 20-7. 55(1 1H, m). 

[0 0 8 4] (5) N-(4-fc^3i^/U/^/U)-N-[2-(3-ter 
t-y h^rV^ )Vfc=-)\,T ^ / / 3vu) 7x/^rv/]7x^ 
/W]^^^/y7^ Kit (1.16 g, 2mmol), 2-^/U^-o ^<>- 
vvUT ^ >-(0. 27 ml, 2.4mmol), >T / D 
(0. 35ml, 2. 4mmol) , h y xf;U7 ^ ^ (0. 33ml, 2. 4mmol) 
i:N,N-^>f/^A7^ K(10 ml)<Drg^4&£^&-C2 

d-v h^77-r--eSRU N-(4-f7x^^f;U)-N 
-[2-[3-(tert-y h^^;^;U7^ //^/i-)^ai/ 
^^17x^/1/] -N' - (2- 7 t □ ^ y v/>T 5: 

KO.08 g, 78.8K)tD#ttAttB#«rWft: a 
5c*5>«fffl C 4 2 H^ 2 N 3 0s F* I/2H2 Oi: LT 

C, 72. 39; H,6.22; N, 6. 03. 
^fflffi: C,72.60; H,6.2l; N, 6. 01. 
40 1 H-NMR (CDC 1 3 ) 5 : 1.40(9H, s), 2.55(4H, s), 4.17(2 
H, d, J=3.6Hz), 4. 43 (2H, d, J=5. 2Hz), 5. 07 (1H, d, 
J=14. 2Hz), 5. 11 (1H, bs), 6. 56 (1H, bs) , 6.69-6.73(2 
H, m), 6. 85 (1H, d, J=8.2Hz), 6. 97-7. 08 (4H, m) , 7.1 
9-7. 55(14H, m). 

(6) N-(4-tf 7=rL~/Uj ^)-N-[2-[3-(tert-y b*i/ 
io?V^=^)VT 7 * ^/U) 7 a: / is] 7 x. =/U]-N' - (2- 
7/U^tu^<^i^/U)7.^ WT ^ K(0. 83 g, 1.2ramol)0 

2^^ mm b»^^*«(2o mDSrs^i^rasff 

50 ^ ( f/KWLT, N-[2-(3-T *7**f- 
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/u^^y ^^)7x^;v] -N- ^vu) -\" - 

(2-^^D-<>'^/U)^^-»'r ^ K £lg^(0. 70 g, 

94.6 »o#«ilrf£Htt«rftfc a 

7E§{f##r{ff Cs 7 Ha 5 Na 0s C1F£ LT 

Ss&ffi: C, 71.20; H.5.65; N,6. 73. 

Hifflffi: C, 71.38; H,5. 76; N, 6. 31. 

1 H-NMR (DMS0-4 ) 5 : 2. 36-2. 49 (4H, m) , 4. 00 (2H, s) , 

4.28(2H, s), 4.48(lH,d, J=14.8Hz), 5. 17(1H, d, J=l 

4.8Hz), 6.91 (2H, d, J=8.0Hz), 7. 10-7. 63(1 9H, m), 

8. 42 (2H, bs). 

[0085] mmmi2 

N-[2-(3-T f;U7xy^rv')7x^]-N-(4-t + 7 
x..n/uy ^vu) -N* -(2-7/U^o^<>' vvU) -en >T ^ K 

(1) [3-[2-(4-¥7 nL^/lsjL^-jUT * y)7x/^>'j-< 

K6£ tert-^^/U^^^/uQ. 4 g, 3.0 
mmol), m^v^-e a =->V? n y K(0. 58 ml, 4.5 mmol), 
K^tKS^ h y ^ A (0. 76 g, 9. 0 mmol) , R»:=.?vKl5 
ml) 1 7K (5 ml) <Z>ft&#&^iaT?3B$M8i# L*L. RiC 

JETfittLT, a@M'>y*^7^^Pvh^7 
7 U N- (4- 1*^ m ~;uy ^yU) -N- [2- [3- (te 

rt-/ h ^ y ^ 7 x y ^ri/] 7 x 

-;u]vnyj^ Ki6 m^/^ji^^/Ki. 55 g, 88.8 %) 

l H-NMR(CDCl 3 ) 6 : 1. 19-1. 33 (3H, m) , 1.44(9H, s) , 3. 
32 (2H, s), 4.07-4. 19 (4H, m), 4. 74 (1H, bs) , 4.77(1 
H, d, J=14. 7Hz), 5. 08 (1H, d, J=14. 7Hz), 6.67-6.69 
(1H, d, J=8. 4Hz), 6. 97-7.55(14H, ra) . 

(2) N-(4-tf 7^~/U* ^jU)-^-[2-[3-(t G rt-y h 
jy;]s7$~;UT % J y^;u)7xy^^]7x^;v]-^P>' 
T 5 Kg£ xf/l/X7f^(l. 6 g, 2.6 mmoDO-r t: 
Kp77^(5 ml) £^y-/U(5 ml) Oigj&tCl&JE tK 

ftffc-*- h y f?i»»**»(5 ml, 5 mmoDSr^AnLfc. ftt> 

SfeLfc. *£J£T&*gLT, N-(4-t^^^7U^^)-N- 
[2-(3-tert-^ h 3f ^Aotf^ >VT ^ / > 3vU) 7 31 y 3r 
i/]7x^]vnyr ^ KK (1.40 g, 95.2 %)<£>#*§ 

7c*#«ffiS C34H34N2O6 'lmo^ tr 

Slra^: C, 70.94; H, 6. 13; N, 4. 87. 

H8!Hfi: C, 71.04; H,6. 05; N, 4. 83. 

! H-NMR(CDC1 3 ) 6 : 1.43(9H, s), 3. 20(1H, d, J=19. 4H 

z), 3.33(1H, d, J=19.4Hz), 4. 16(2H, d, J=5. 0Hz) , 

4. 76 (1H, bs), 4. 97 (2H, s) , 6. 60-6. 63 (2H, m), 6. 83(1 

H, d, J=8.4Hz), 7. 01-7. 09 (3H, m), 7. 19-7. 55(1 1H, 

m). 
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[0 0 8 6] (3) N-(4-bf7^^/Up<^^)-N-[2-(3-ter 
t-y h * /U^^;U7 ^ / ^ ^) 7xMV]7x^ 
;U]-7ny/^ K®t(0. 57 g, 1.0 mmol), 2- 7 /Usf n ^< 
y^/UT ^ ^(0. 14 ml, 1.2 mmol), VTy!)^^ 
^U(0. 17 ml, 1.2 mmol), h !jxf;U7^y(0. 17 ml, 
1.2 mmol) £N,N-v?y ^vUsfc/U-* T ^ K(10 ml) (DM&Vl 

S^A^ftflfcLfc. ®/£TiS*gLT, SBttSr^y^y 
10 ;^7^^ n-e Yify?* — N-(4-t'7^n 
/uy ^/U)-N-[2-[3-(tert-^ h^v^^^^^T^ y y 
^/U) ^my ^V]^rn^/U]-N , -(2-^/U^U^<>'v?^) 

^vi/T ^ K(0.54 g, 81 %)<D*jeftttHffS:#^. 

jtmftmm c 4 , h, 0 n 3 a f- o^ l-c 

MmiU- C, 72.60; H,6. 02; N, 6. 20. 

C, 72. 62; H, 5. 98; N, 6. 10. 
1 H-NMR (CDC 1 3 ) 5 : 1.42(9H, s), 3.23(2H, s), 4.15(2 
H, d, J=4. 4Hz), 4. 51 (2H, d, J=5. 8Hz) , 4. 85 (1H, d, 
J=14. 4Hz), 4.89(1H, bs),5.01(lH, d, J=14. 4Hz), 6.6 
20 3-6.67(2H, m), 6.82(1H, d, J=8.0Hz), 6. 94-7. 06 (5H, 
m), 7. 16-7.5603H, m), 8.45(1H, bs) . 
(4) N-(4-b^^^/^y ^•/U)-N-[2-[3-(tert-^ h^rv- 
Xj\s7$~jUT ^ y y ^vU) 7*. y 3r->] 7 ^^y>]-N* -(2- 
^/^n^^^^-^n^T^ K(0. 47 g, 0.70 mmol)(D 
2^^ J£g£ B»3i^/HB«(20 ml)«:aa'ClfiFBI«» 

7t^, xf;Ux-f;UT»Lt, N-[2-(3-7; 
;V7xy^y)7x^;U] -N- (4- tf 7 xx/M -N* - 
(2-77U^-n^<>'v ? /l-)'^n>'r ^ K i^^^(0. 37 g, 88 
30 » W*te*ttHff Sr»fc. 

TCSR^Wfi C 3 eH,3N,Q ) ClF-l/2H20t tt 
Saafi: C,69. 84; H, 5. 54 ; N, 6. 79. 
^SUffi: C, 69. 47; H, 5. 39; N, 6. 59. 

1 H-NMR (DMSO-d*) 5 : 3.07(1H, d, J=15.4Hz), 3.28(1H, 
d, J=15. 4Hz), 4.00(2H, s) , 4. 28 (2H, s) , 4. 49 (1H, 

d, J=15. 2Hz), 5. 22 (1H, d, J=15.2Hz), 6. 91-6. 97 (2H, 
ra), 7. 06-7.65(19H, m) , 8. 46 (2H, bs) . 

[0087] mmm™ 

N-[2-(3-T ^ / ^f/U7xy *is)7 ^^Jls]-N-(4-\l*7 
40 xx;M ^/U) -N' - (2- 7 n-<>- >?/U) >/>rU $ )VT ^ 

(1) [3- [2- (4- ^/i-y ^ywr ^ y)7x/^y]-< 

^v^/Uj^/W^^ tert-^^/U^^-r^(1.4 g, 3.0 
nmoD.xf/W^V^/U^Dy K(0. 56 ml, 3. 6 mmol), 

mm^m-r v y ^ a (o. 76 g , 9. 0 mmoi) , mfc^^ (15 

ml) i:7K(5 ml)<0»^ffiS:^ia-C3«FMSH* Lfc 9 RiC 
50 7>f— T-MML, N-(4-e7^=/U>^/U)-N-[2-[3-(te 
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—ylO^Ou^/UTS 3^/^*9^(1.33 g, 71.5 

l H-NMR(CDCl 3 ) 6 : 1.26(3H, t, J=7.0Hz), 1.43(9H, 
s), 1.92-1. 99 (2H, m),4.87(lH, bs), 5.06(1H, d, J=l 
4. 3Hz), 6. 68-6. 71 (2H, m), 6. 84 (1H, d, J=8.0Hz), 6. 
99-7.06(3H, m), 7. 18-7. 56(12H, m). 
(2) N-(4-f7xx;M ^/U)-N-[2-[3-(tert-;/ h^rv' 

ni^yUrc^x^d. 6 g, 2.6 mmol)<2>7^ h7 
t Ko77>(5 mD^r^^y— /U(5 ml) <D^m\C\m^ 
TkMit-T h y *A7k*gf&(5 ml, 5 mmoOSrg^JOLjt. # 

fc. amffi^Tk^u/c^ mtk^-^^v^at^ 

j&Lfc, ®JET&2§LT, N-(4-^7^^y ^u)-N- 
[2-(3-tert-?' h ^rv^/U/tf^/UT ^vU) 7x / 

v/]7xr:;U]^;U7; Kf& (1.14 g, 91.9 %)<DW 

7t.mftVrm C.H,.N»0» -1/2^04: LT 
Ulraffi: C, 71.62; H, 6. 51 ; N, 4. 64. 
H«Mfi: C, 71.80; H,6. 33; N, 4. 51. 

1 H~NMR(CDC1 3 ) 5 : 1.43(9H, s), 1. 87-2. 54 (6H, m), 4. 
22-4.28(2H, m) , 4.73(1H, d, J=13.9Hz), 5. 17(1H, d, 

J=13. 9Hz), 6. 68-6. 81 (2H, m) , 6. 98-7. 02 (3H, m) , 7.2 
4-7. 59(12H, m). 

[0 0 8 8] (3) N- (4- t'7x^/U^ ?vU) -N-[2- (3-ter 

t-7 b^riy^^^/uT ^ y y ^/u) y=^; ^->]7x= 

/tO^Ou^/wrS Kg£(0. 57 g, 1.0 ramol), 2-^/>^n^< 
VvvU-X^ >-(0. 14 ml, 1.2 ramol), v'T/yvRfc^ 
^/WO. 17 ml, 1. 2 mmol), h V ^ ^ (0. 17 ml, 

1.2 ramol) ^N^N-i/^fyU^^T^ K(10 ml) ^jg^tt 

*>*A-CR«6Lfc, iaffTfiffiLt, 389ftt^y*y 

^/U)-N-[2-[3-(tert->^ h^rv-^/U^^^T 
^VU) 37 a: J 3r *>] 7 :* -N' - (2-!7/U;*- a vvU) 

^^^7> K(l. 14 g, 91.9 36)0*teSttB»S:# 
fc. 

5c*^«ffi C 43 H 44 N 3 0 5 F*l/2H 2 0 < h LT 
g^ffi: C, 72.66; H, 6. 38; N, 5. 91. 
^aiffi: C,72.56; H, 6. 23; N, 5. 91. 

l H-NMR(CDCl 3 ) 8 : 1.41(9H, s), 1. 90-2. 01 (4H, m) , 2. 
19-2. 28 (4H, m), 4. 17(2H, d, J=5. 4Hz), 4. 43 (2H, d, 
J=5.8Hz), 4. 67 (1H, d, J=14.2Hz), 5. 05 (1H, bs), 5.0 
9(1H, d, J=14. 2Hz), 6.26(1H, bs) , 6. 68-6. 71 (2H, 
m), 6.85(1H, d, J=8.2Hz), 6. 97-7. 10 (5H, m), 7.18- 
7.56C13H, m). 

(4) N-(4-l^7^^/uy ^/U)-N-[2-[3-(tert-y h^f-> 
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^jUtS—j^T ^ J * ^/U) y =n J 3r V] 7 ^^7U]-N f -(2- 
^/U^-u^O^/l^)^7U^/UT^ K(0. 47 g, 0. 7mmol)£) 
2gl3£ »»^^«W(20 ml)«r*ffl-Cl«FBB«» 

Lfc. EJfcJKSrWEETBttLfc. WIBlfc«ft«r5«L 
fcfg, xf;l,x-f;K»lt, N-[2-(3-7^;>f 
/l^^^y *i/)7zn~/U] -N- (4-f7xr:/V^ ^/U) -N' - 
(2-7;^p-<y^/i') 7)W }V7 % K &^&(0.33 g, 
86.8 %)o?IM&Ati:B<*«rft& 
7C*4>«f«[ C.H,TN,Q,ClF'H,Ot LT 
10 m%mW'- C,69.55; H,5.99; N, 6. 40. 
3I$J<B: C.69.63; H,5.89; N, 6. 33. 
l H-NMR(DMS0-d>) 6 : 1. 76-1. 87 (2H, m) , 2. 10-2. 16 (4H, 

m), 3.99(2H, s) , 4.25(2H, d, J=4.4Hz), 4. 51 (1H, 
d, J=15. 1Hz), 5. 14(1H, d, J=15. 1Hz), 6. 83-6. 90 (2H, 

m), 7. 11-7.63 08H, m), 8. 32-8. 43 (3H, m) . 

[0 0 8 9] HS£fl|14 
N-[2-[3-(2-T ^ / xf;U)7xy *->]-4-^ o o^^^ 
)\A -N- (4- ^ 7 si ^ ^ ^vU) -N' - (2- 7 u -O' v^/U) 

20 (1) HDD-2-7/^n^M^y(7.0g, 40 mm 
ol) , N-tert-:/ h^>;t//U2tf=/U-3-fc Kn^r'>7x^f 
yl-r^^ (9. 5 g, 40 ramol), ^^^7 ]) ^A(5. 5g, 40 mmo 
DiK.N-^f/U^Ar^ K(100 mD^ig^^lOO 

^/UTttffiLfc. «iai««:*ac«. *«*«lE«Af^^*V 

*7^o-7b^77^--ca8U 2- [3- (5-^ a a -2 
-x h p 7 x 7 -» 7 x -/V] xf ;U/^ ^ KSl tert 
-^^31^^^(15.2 g, 96.6 »(DM^^#fco 
30 tS^^WIE Ci 9 Hz i N 2 Os Cl <b LT 
Mmifc'* C, 58. 09; H, 5, 39; N, 7. 13. 

C,57. 93; H,5. 42; N, 6. 84. 
'H-NMRCCDCl,) 5 : 1.43(9H, s), 2. 82(2H, t, J=7. 2H 
z), 3. 38 (2H, q, >7. 2Hz) , 4. 58 (1H, bs) , 6.92-6.96 
(3H, m), 7. 08(1H, d, J=7. 6Hz) , 7. 15(1H, dd, J=2. 2, 
8.8Hz), 7. 180H, ra), 7.94(1H, d, J=8. 8Hz) . 
(2) 2-[3-(5-^no-2-^ hP7xy^r^)7x =->V\ m 
KI8 tert-y^-/u^^^/U(14. 7 g, 37.5 
mmol) <Z>B*g^^K300 ml)«ffifC5X K^fi^^^^ 

40 A(4.5g)»lfc #6>nfca^*«r«ffl«rffi*f4= 
T^tK^^JPL^.^^^JLT, 5*S:WETWI 
Lfc. «fmL7tHft^55XLT 2-[3-(2-T ^ y-5-^n 

^^i^^7U(13. 6 g, 100 
TC^Wffi C, fl Hz 3 N 2 03 CI i: LT 
Sirali:: C,62. 89; H, 6. 39; N, 7. 72. 
^fflOlfi: C,62. 79; H, 6. 51; N, 7. 48. 
'H-NMRCCDCIJ 6 : 1.43(9H, s) , 2. 77 (2H, t, J=7. OH 
z), 3. 31-3. 39 (2H, m) , 4. 10 (2H, bs), 4. 59 (1H, bs) , 
50 6.76-6. 85 (4H, m), 6. 90-6. 96 (2H, m), 7. 21-7. 30 (1H, 
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[0 0 9 0] (3) 2-[3-(2-7;y-5^nP7xy^» 
7 :r. ^i/U] ^^/Ujj /Uy< ^ Kg£ tert-y^VU:x;*7VU(3. 
6 g, 10 mmolM-^x^yO^^ix/U^ a ]} K(2. 0 g, 10 

mmol) , $m:J3 y")A(1.0g, 7.5 mmol) t N, N-^> ^VU 
*/U.AT^ K(30 ml)<Dm,&mZ^UX~12&ffflm&L'tl 

r^Lt, 2-[3-[2-(4-t*7x^^^VT5: 7)-5-y* 

^/ujh^^/u(2. i4 g , 40.5 %)^yyx^f 0 ^fc, 

MR 108-109^ 

Tzmttffim C3 3 H3,N 2 Q,Cli: IT 
Slatt: C, 72. 65; H, 6. 29; N, 5. 29. 
HSIffi: C, 72. 93; H, 6. 01 ; N, 5. 36. 
l H-NMR(CDCl 3 ) 5 : 1.43(9H, s), 2. 78(2H, t, J=7. 1H 
z), 3. 36 (2H, q, J=7. 1Hz), 4.40(2H, d, J=5. 2Hz) , 4. 
54 (1H, bs), 4.68(lH,bs), 6.62(1H, d, J=8. 8Hz) , 6. 80 
(1H, d, J=2. 2Hz), 6. 85-6. 92 (2H, ra) , 6.95(2H, dd, J 
=2. 2,8. 8Hz), 7. 23-7. 48 (6H, m) , 7. 55-7. 60 (4H, m) . 
(4) 2~[3-[2-(4-t':7rr_^/l^ f^T ^ J )-5-9 P p !7 

*7vW3.7 g, 7.0 mmol), xf^^^u^oy K 
(1.5 ml, 10. 5 mmol), 4-v?^f ;U7 ^7 t°y ^(1.28 
g, 10. 5 mmol) t"r h7 t: Kp ^7^(30 ml)<D?^?£ 

f/^ttBtfc, ttffl*S:y9>f ^-eft*U*:«, MtK 

4:Vy*^9A^ovF^77>f--e»gU N-(4 
-f ^vU) -N- [2- [3- (2-tert-y h * /Utf 

n;U7 ^ /oi^vu) 7x7 p P7xx/u]^^ 

WTS KK m^uni^^/u(4.38 g, 95.2 %)<om&: 



TcmftffitiL Ca 8 H4 , N 2 0 6 CI • 1/2H 2 0b LT 

Siratt: C,68. 51; H, 6. 35; N, 4. 20. 

^SHg: C.68.48; H,6. 52; N, 4. 00. 

! H-NMR(CDC1 3 ) 5 : 1.25(3H, t, J=7. 0Hz), 1.43(9H, 

s) , 2. 40-2. 76 (6H, m) , 3. 27-3. 30 (2H, m) , 4. 07-4. 19 (2 

H, m), 4. 60 (1H, bs), 4. 73 (1H, d, >14.6Hz), 5.05 

(1H, d, J=14.6Hz), 6. 64-6. 67 (2H, m), 6. 77 (1H, d, J 

=2. 2Hz), 6. 97-7. 04(3H, m), 7. 08-7. 59(10H, m) . 

[0 0 9 1] (5) K- (4- t'7x^M ^vU) -N- [2- [3- (2- 
tert-y J> *-sl3)Vi£~)\,7 5 / :n^vU) 7x7 3^>]-4- 
^pp7x^;u]^^i/yr; KS£ 3i^-yuai^x^(3. 9 

g, 6.0 mmol)Ofh7t Kp77>(10 ml)^x^7- 

/udo dd^»«eici«£ imfc-rv y *-6>*««£<i2 m 
i, 12 mmoDSrayniufc t»&ftfcs<s**:ffl&-c2i*in 
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(4-t'7x^;M ^^)-N-[2-[3-(2-tert-y h 
aK^/UT ^ ;xf;U)7x;^r'>]-4^ P d7x^]^ 
^'»7; KK (3.75 g, 99.5 »<0#ft£ilri£H#«:& 

TC^^Wftt CsH 37 N 2 0 6 Cl-l/4H 2 0<b LT 
MS&U: C,68.24; H,5.97; N, 4. 42. 
^8041 : C68.27; H,5.96; N, 4. 46. 

l H-NMR(CDCl 3 ) 5 : 1.43(9H, s), 2. 29-2. 70 (6H, m) , 3. 
20-3.42(2H, m), 4. 52(2H, d, J=14. 6Hz), 4. 71 (1H, b 
s), 4.740H, d, J=14.6Hz), 6.30(1H, bs) , 6.68-7.10 
(5H, m), 7. 26-7. 59(1 1H, m) . 

(6) N-(4-tf7x^/U7^)-N-[2-[3-(2-tert-y b*c 
i/*;^x;U7^ ;xf;U)7x7^v / ]-4-^ o n 7^ 
v'i'T ^ K»(l. 3 g, 2.0 mmol), 2-^yU^n 
^y^UT ^ y(0. 27 ml, 2.4 mmol), Z/7J V otitis 
:x^/U(0. 33 ml, 2. 4mmol), h V xf;U7 * >> (0. 33 ml, 
2.4 mmol) ^N,N-^7fW^7 5 K (10ml) (£>*g£^ 

;U#^Ay-u-^ F^7 7^-t^lU N-(4-tf7xx 
^U)-N-[2-[3-(2-tert-y ^y^^x/U/; / 
xf;U)7x7^y]-4-^ p P7x^]-N'-(2-7;I/t 
P^y^)^^^T; K(l. 10 g, 74.8 %)^#^h s b 
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7t§g##f« C^aN.ObClFt LT 
SiMt: C, 70. 15; H,5. 89; N, 5. 71. 
^IjBHfi: C, 70. 09; H, 5. 82; N, 5. 50. 

l H-NMR(CDCl 3 ) 5 : 1.41(9H, s) , 2. 41-2. 73 (6H, m), 3. 
26-3. 29 (2H, m), 4.46(2H, d, J=6. 0Hz), 4.65-4.78(2 
H, m), 5. 01 (1H, d, J=13.6Hz), 6. 46 (1H, bs) , 6. 62-6. 
74(3H, m), 7.00-7.08(511, m) , 7. 18-7. 58(12H, m). 
(7) N-(4-t*7xx;M ^VU) -N- [2- [3- (2-tert-^ h 
V^^x;l/7 ^ J ^-=J-JV) y x J 3r V]-4-^ P n 7 a 
x^w] -N' - (2- 7 /W^- v<i/ ^^yy/; K (0. 74 
g, 1.0 mmol)<D2«^ tKjtt »»3i^W»*K(10 ml) 

«£*:5fl5tLfc«, x^x-r^TWLTN-e-CS- 

(2-r ^ y ^^^) 7x;^y]-4-^pp7i x^u]-n-(4 
- if 7 x x;uy ^u) -N' - (2-7;ut p ^ ^ 

7-; K fiKJS(0.66 g, 98.5 »07 p yXA$:#fc, 
gt^C 123-125^: 

7c*»«fffl Ca.Hs.^aCLFi: UT 
C.67.86; H,5.39; N, 6. 25. 
MMW'- C,67.55; H,5.59; N, 6. 29. 
l H-NMR(DMS0-4) 5 : 2. 30-2. 52 (4H, 
m) , 2. 8 8-3. 0 9 (4H, m) , 4. 3 
6(2H, s), 4. 55(1 H, d, J = l 
4. 8Hz), 5. 12 (1H, d, J = 14. 
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8Hz) , 6. 7 9-6. 8 7 (2H, m) , 
6. 94-7. 63 (18H, m) . 8. 04 (2 
H, b s) , 8. 4 2 (1 H, b s) . 
[0 0 9 2] m&K 1 5 
N — [2- ( 4 - 7 ^ > f/U7 x y 7 xx;U]-N 

-(4-tT^^ f-ju) -N* - (2-:7/u#- a ^<>>vW) x ^ 

(1) 2-7/U*azz hn/0-fy{l. 1 g> 10 mmol), p-t: 
Ku^^in^I^R® y ^/Urc^^yv(l. 7 g, 10 nsnol) 
k&t&*!) *-Ml.4 g, 10 mmol)CDS^trl40 , C-ClNF 10 

r, 4-(2-n hu:7iny ^i^^^^/l^^^/U^^r- 
^te^S g, 96.9 %)<DjMKttS:#fc. 
! H-NMR(CDC1 3 ) 5 : 3.67(2H, s) f 3. 70 (3H, s), 6.99(2 
H, d, J=8.0Hz), 7.02(lH, d, J=8.0Hz), 7. 19(lH f t, 
J=8. 0Hz), 7.28(2H, d, J=8. 4Hz) , 7.50(1H, t, J=8. OH 
z), 7.94UH, d, J=8.0Hz). 

(2) 4- (2-^ hD7x; ^rv/)7xr:;l|fi ^ ^-yUai^ 
7VU(2.7g, 9.3 inmol)Orh7t Kp77^(50 ml)t 20 

^*/->>u(i50 zkgfclb^hy 

INK (41. 7 ml, 41.7 mmoDSrjSSDLfc 

fr^t-cittwaw b/c. &i&m\cfckmm&mi£* y 

*A(5.68 g, 41.7 mmoDSriP^-C, B»3i^^"CtfttH 

^ ^ J: 4-(2-~ hP7x/ 
^^)7m^/uRit (1.83 g, 71.8 WotefiSrSfc. 
jftj£ 109-1 nr 

5cK»*ffi C, 4 H> , NOs ttt 30 
Mmifc'- C,61.54; H,4. 06; N, 5. 13. 
HfiMt: C,61.54; H.4.08; N, 5. 03. 
! H-NMR(CDC1 S ) 5 : 3. 62 (2H, s), 7. 01 (2H, d, J=8. 8H 
z), 7. 04 (1H, d, J=8.2Hz), 7.20(1H, t, J=8. 2Hz), 7. 
30 (2H, d, J=8. 8Hz), 7.50(1H, t, J=8. 2Hz), 7. 92 (1H, 
d, J=8. 2Hz). 

[0 0 9 3] (3) [4-(2-~ hD7xy ^i/)7x^;I/]R 
®(0. 42 g, 1.5 mmol)60tert-^^/— /K4 mDj&ffltt: 
^7x^;U^X^ y /UTS* K(0. 398 ml, 1.85 mmol)£; 

wnnufc, Rrt?»*«n*ra[a-c«»bfca, 90^:^2^ 40 
mLfc. au***, ias TK^fb^ h y 

L t [4- (2-^ h p 7 x ; v) ^< y ^u] > K§£ t 
ert-^/UJ^yvKO. 128 g, 24.2 %)<Dfeff,£rff fc 0 

89-90^ 
7t3$ft9rB C, 8 H 2 0N 2 0 5 k L"C 

Slnfi: C, 62. 78; H,5.85; N, 8. 13. 50 
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HailS: C.62. 71; H, 5. 77; N, 8. 43. 
1 H-NMR(CDC1 3 ) 6 • 1.47(9H, s), 4. 30 (2H, d, J=6. 4H 
z) f 4.85(1H, bs), 6. 98-7. 03 (3H, m), 7.20QH, t, J= 
7.6Hz), 7.30(2H, t, J=8.6Hz), 7. 50(1H, d, J=7. 6H 
z), 7.95(1H, d, J=7.6Hz). 

(4) [4-(2-~ hP7x^v')^y^U]^;U/^ t 
ert-^^/W^^-r/Ud. 43 g, 4.15 mmol)CO^^ J — /U 
(20 oDi&KlclOK K§JiffiJ$^v^^(0.2 g)S:SSinb 

^(1.13 g, 86. 9 K)tf>jtt#4ft 

l H-NMR(CDCl 3 ) 6 : 1.45(9H, s), 3.78(2H, bs) , 4.25(2 
H,d, J=5.8Hz), 4.84(lH,bs), 6. 66-7. 35 (8H, m) . 
[0 0 9 4] (5) [4-(2-T ^ J y ^ J 

K§£ tert-y^*/^^.^T'/^(2. 10 g, 6.66 mmol), 
4-7^^yU-0-XT/l-T f t: K(l. 21 g, 6.66 mmol), ft® 
(0.458ml) ^r^^y—/U(30 ml) <D^«£^*E-C30#&1 

m^t^, y7/*»^thy^(i.8 g , 10 

mmoDSrSyiDLfc. 60 l C-T?lB$lffl«M* LfcgL ^7^* 
^fl:**!^ h y ^ix(1.8g, 10 mraoD^HiC^JjnL-C, 
60t^iR*WI«#Lfc. Rrt?*«r*^ftff. ftS£^^ 

F^77-f-t*ilLT[4-[2-(4-t'7x^Mf 
A-T ^ 7) 7x/^y]-<y^]^;U/<; K® tert-^ 
^/U^i^^/KO.488 g, 15.3 %)©JeASr»fe 
St^ 138-140X: 

l H-NX«(CDCl 3 ) 5 : 1.46(9H, s), 4.27(2H, d, J=5. 8H 
z), 4.42(2H, d, J=5.8Hz), 4. 65 (1H, t, J=5.8Hz), 4. 
80 (1H, bs), 6.62-7.60U7H, m). 

(6) [4- [2- (4- t'7x^;u^ ^-^r ^;)7x;^y]-< 

isi/MiJtVs** KS tert-^^U^^X/U (0.411 g, 
0.855 mmol)(7)ft^^U(5 mD^CH^ 7K®{b^ 

h y ?AzK*£M(5. 14 ml. 5. 14 mmol) t ^f/UX ? 
;^ny K(0.357 g, 2.17 mmoDSraainUfe. iit'l 

Y7y-7 ^ -t'Mfi L, N- (4- b*^ m ~/u> ^/u) -N- [2- 
[4-(tert->^ h ix^/U/K^/UT ^ y y ^/U) ~7zr.J* 
y]7x^;u]^^->y7; 3z^/Uoi^-^/U(0. 426 
g, 81.9 X^VtiMtafrftfc, 

l H-NMR(CDCl 3 ) 5 : 1.28(3H, t, J=7.0Hz), 1.47(9H, 
s), 2.46-2. 76 (4H, m) , 4. 13 (2H, q, J=7. 0Hz) , 4.23(2 
H, d, J=6.6Hz), 4. 78(1H, d, J=14. 2Hz), 4. 80(1H, b 
s), 5. 04 (1H, d, J=14.2Hz), 6. 73-7. 55(1 7H, m) . 

[0 0 9 5] (7) N- (4- ¥7x.^;\s?i ^sU) -N- [2- [4- (to 
rt-y h^^;^^7^ y ^f;l/)7x7 ^>]7x 
K® rc^-/^^^/U(0. 37 g, 0.61 
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mmol)C7)x h7t ml) t y ? J —fr (12 ml) 

(ommizimiz ^mt-r v y <?j*fcmm(2. 71 mi, 2. 71 

mmol) £-^JjPL/c, # bH^^^60t:T*2^^ 
Lfc. EJS$f-*£fif^7K§g# y ^ A (0.37 g, 2.7 mmo 

T, N-(4-f 7:r.:^uy ^/U)-N-[2-[4-(tert-:/ 

^/ur ^ y y ^vu) 7x;^>]7i ~/u] ^ ^ > 

Kg£ (0.35 g, 99.4 %)0#^,ft[§{££#/z 5 
'H-NMR(CDC1 3 ) 5 : 1.46(9H, s), 2. 46-2. 71 (4H, m), 4. 10 
22 (2H, d, J=5. 6Hz),4. 78 (1H, d, J=14. 6Hz), 4.82(1H, 

bs), 5. 05(1H, d, J=14. 6Hz), 6. 71-7. 55(17H, m) . 
(8) N-(4-t*^oi^/U> ^U)-N-[2-[4-(tert-^ h^rV 
^;U^^;l/7 ^ y > ^VU) 7x/^'>]7x ^ ^ 

^T^Kg£(0.25 g, 0.43mmol), 2-~7 tV^ru^ls-y >VT 
(0.0542 ml, 0.474 mmol), v'/y y ^^v^^/l' 
(0.0774 ml, 0. 517ramol), h y ^5VUT 5: >-(0. 0721 ml, 

0.517 mmol) £N,N-^y f«;UA7 ^ K(3 ml)(DU& 

^7^^P"7hi/77>f-T^KU N-(4-tf^^ 
^/vy ^/U)-N-[2-[4-(tert-y h^r^/U^^T^ y 

/u^^S^TS K(50 rag, 17 %)0#^fite[l#£#/c 
, 1 H-NMR (CDCl a ) 5 : 1.45(9H, s), 2. 47-2. 62 (4H, m) , 
4. 21 (2H, d, J=5.8Hz),4. 46 (2H, d, J=6. 0Hz) , 4.75(1 
H, d, J=14.4Hz), 4. 85 (1H, bs) , 5. 01 (1H, d, J=14. 4H 
z), 6. 71-7. 54(22H, m) . 
[0 0 9 6] (9) N- (4- ^7xn;U^ ^vu) -N- [2- [4- (te 30 

rt-y h*^*/u#=/ur s y y ?vu) ^y *v]7x 

^/w]-N , -(2-^/^n^>'v?/u)^^ i/yr ^ K(50 mg, 
0.073mmol)(7)2^ BISfc^/USiKte ml) Sr^S 

-Cl«pra«»Ufc. M«J±T«8LTN-[2-(4-7 
5 y y ^-/uy^y ^zn^/u]-N-(4-fc^ai^^y 

/l-)-N , -(2-7^^o-^>'^)^^>->'T^ K ^M&(2 
3 mg, 45 %)<Dft&&&mft*m^ 

1 H-NMR (DMSO-de ) 5 : 2. 06-2. 30 (4H, m) , 3. 75-3. 83 (3H, 
m), 4. 08(2H, d, J=6. 0Hz), 4. 30(1H, d, J=15. 0Hz), 
4. 90 (1H, d, J=15.0Hz), 6. 63-7. 42(21H, m),8.20(3H, 40 
bs). 

[0097] Tmmmm\c&\,^x hplc &&>T<D&mz- 
mfemjm : bskm lc-ioa vp 

*7^ : CAPCELL PAK C18UG120, S-3 urn, 2. 0 X 50 m 
m&m : A * ; 0. 1% h V y *«T*. B % ; 
0.1% h y h~ h ])^ 

ifyV^ls hV-J tfV : 0.00 ft (A m/ B m = 90 / 

10), 4.00 ft (A ift/B m = 5 / 95), 5. 50 # (A 
jR/ B «t = 5 / 95), 5. 51 # (A B fg = 90 / 1 50 



0) , 8.00 ft (A t&/ B m = 90 / 10) 
££A£3l : 2 // 1, ffi^ : 0. 5 ml / min 

: UV 220 nm 

Tffi3!16«K*5^T^**'<* (MASS) iiJL^T^ 

-Y^-Xkfe: ^mt^Jr^itm (Atomosperic Pr 
essure Chemical Ionization- APCI) 
[0 0 9 8] 5£J£#Jl6 

in- [2- (3-r ^ y y ^vu y^s^^y^^M -\— < ^ 

/u-N'-^O-v^/^^ ^r^ K h y 7;^dS81 

1) p -~ bn7x7^rV^;U^^yy^ 

p-t Kn^rv^y ^/u^oiy ^y ^vi^y (J^t 

T (^yv-7^7hy-X|t, 250- 

300 /zra, 1.7 mmol / g) (1.00 g, 1.7 mmol)£'v ? ^n 

(15 ml) fctry^> (1.65 ml) (DS^^fC 
!IS»SL p -^hP7x^PD^;M-h (1.03 g, 
5. 11 mmol) :fc<fctf N, N-i^T bf/l^^/UTS ^ 

(0.86 ml, 5.11 mmol) ^©0Lfc o (Dt&^&)£; 

£ ^N-^yfWWT^ h\ r h7t Kp77>, 

p-^ h d y^J v^W^/Uy:^ (1.44 g) £:# 

5c*4^«f : N, 1.77 JiQWBlg Sfc0©»» 
S 1.26 mmol/g ^^4^^, 
IR (KBr) : 1767 cm" 1 

2) 3-(2-^hD7xy ^r^^y^yW^^i !7 

p-- h a 7x7 ^r^/^^l/i/y (1. 35 g, 1.70 m 
mol) , 3- (2-^- h D7xy^ry)^/1'7 ^ > (1.16 
g, 4.75 mmol), N, N-^ y/n tVuxf;l/7 ^ > (0. 
8 ml, 4.75 mmol), N, N-v^y ^/U/JW-AT ^ K (10 m 

i) wffld«is:sa-c 67 mmm&'&. *ia*r%*L 

7tKn777, y^y —frX^tl^tl 3 [ei-fo^ 

WET(£ftlt3-(^ hD7x7^V)^y^ 
/W<^^ y>^^r/!^ (1.5 g)^r#fc 0 nbtitz 
3-(2-^ hP7x7^y)^<yi/;u*;U/^ >fe y >^^/ 
=c^"r;V (5 beads) ^ b ]) y >Vjr ? u u y ^ 

^ (3:1, 50 T«ltW^f ) 3-(2-^hP7x 
;^^)^/V7^^^L, HPLC ##f£fTo 

HPLC #tff (220 nm) : 92 % 2.271 

ft) 

[0 0 9 9] 3) 3-(2-7^7xy^v/)^^/U 
'<^>-g£ 7y^x^r;i/ 

3- (2-^ hD7x/Jry)-<y^;U/^; y >^ 

j:^^>ru (1.3 g> i.4mmol) S: 2 M JSYb"t~-f (II) N, 
N-^y ^U*;U.AT ^ K^«E (20 ml) f«tt 14 
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■e«tix^ix3isi-roaci^« % ^ht^lt3-(2-7^ 

(1-4 g)£#fc 0 #^)iX^3-(2-T^ / 7xy ^rvO'O' 
^ V l/f^L^T-fr (5 beads) £: K ]) 7 

/l/taS8-^DU>^y (3:1, 50 /i 1) t«Lt 
»Jli3&>fe3-(2-r ;77xy ^'»^yv?;U7 ^ >-£#J 9 
fliU HPLC ^Mffcfrofc. HPLC #*r (220 nm) : »S 
94 % (&&mm - 0.642 #) 

4) 3-(2-^y^;ur^ ;7xy ^^^^/u^/u^ 
3-(2-r ^ y y^J ^v)^y^/^;w^ >^fg 

ni^^/U (100 mg,0. 11 mmol) £ 1% gflg^^TN, N-v*y 
^^/VA7^ K«£ffi (3 ml) dlMflL ^yXT/uf 
b K (0.56 ml, 5.5 mmol) \^XW^X\^f$Wfc L 

fc Q £<btc, vry*«ffc**»:r h y (346 mg, 

55 mmol) SrSMniU ^UX 15 BOTSJ$Lfc 0 *ffl£S: 

AT; K , 7 F7 t Kp77^ > ^ y — yu-C-ttt-Fix 

7x;^rV)^.Vv J ;U^^/^ VS£ 17>^^^/U(10 
0 mg) £#fc 0 #^H/c3-(2— O-v^/UT ; ;7xy^r 
v'l^y^yw^yi y^^m^^/u (5 beads) 
^Fy7/UtPjSit"^PD^^y (3:1, 50/zl) "C 
ItW^ fe 3- (2— < > v^UT ;/7x/ >/) 'O' 
^7 ^ >-£§J»? fflU HPLC##r iSJltf-^;*;*^ h 

HPLC #W (220 nm) : *£g 93 % ({fci$B£|ffl: 2.772 
») 

MASS (APCD : 303 (M-l) 
[0 10 0] 5) IH<y^U-N-[2-(3-!7 V^/Ujtf^ 

3-(2--<yy^7 S 77x7 ^V)'Ov f /U^ ^ >^ 

!7>^:3i;*7vW(200 mg, 0.22 mmol), J^/U;* ^ 
~/U^n y K (362 mg, 2.2 mmol), t^^y (348 mg, 
4.4 mmol), N,N-^yf;^M7; K (3 ml) <OU 
&%)ZmuX 15 «FM«H*Lfco U 
fcWJBSrN, N-v^y f;^;^7 ^ K, N,N-v>y^vU* 
/^7; K-tK (1:1) N.N-v'y f/U^/V^ 

T ^ h\ "rVvt Kp77^ y ? S —sisX^ti^tlZ 
m-T r»fcW& . DSET« LTN-< ^ i^/WN- [2- (3- 17 
^^/^yu^n/ur ^ /^f;u)7xy ^>']7x^;ux^ 
^ zc^vUnuxyvW (200 mg) &mtio 

jntzN-^ >- vvu-n- [2- (3- 17 >^j&/u#=/w 

/U) ;7^y Jr^]7x^^Vy7 ; Kfi8 xf;l/X7 
TVl- (5 beads) £: h y 7 ^0^^^ o o y * V 
(3:1, 50 T^SUT«gg^^N--<>'v ? /U-N-[2-(3 
-7;^W7x;^]7x^^^7; 
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9 ft u HPLC##f *5J:U^*;* 

HPLC (220 nm) : 90 % (^^f^fffl: 2.984 

#) 

MASS (APCD : 433 (M+l) 

6) N-^O^WN-[2-(3-r7>^*yU^^/l^r ;7>f 

n-^<^^/u-n-[2-(3-i7 i/jfjotvtf-jvT ^ y y ^/U) 7 

x7^rv]7x J^U^ ^ y>7 ^ K18 ^jVzr.^fV 
10 (200 mg, 0.22 mmol), ijftjg 7K^{^ h y *^7Ki§?8 
(2.2 ml, 2.2 mmol), fF7t Kn77> (2. 2 ml) CO 
S**SrS«&"0 17 B»IB«l*Lfc. U 

*X*l*»JJg&7- h7t KP77^ 7h7tKD77>- 

St6£ (i:l) rh7kKo77>-* (i:l) 

fh7tKo77^ y * y -vu-e-ttiypjx 

30fo8cM, i^JET^L"CN--<>v ? /U-N-[2-(3- 

y >-^^7/u^^7ur ^ y y ^u) 7x7^^] 7 ^^/u^ 
^ >>-T; KS£ (200 mg) $r^/c 0 ^^ixfcN-^O-^/u 
-N-[2-(3-l7>'i/^/^^/Ur ^ 7^x^)7x7^] 
20 7rr_^/UP;^ ^>>-r ; (5 beads) ^ h !i 7^to 

Ri-^op^^y (3:1, 50 n\) X*®Ml,Xffimfr 
^N-O v^yU-N- [2- (3-T ; y y ^-/U) 7x7 ^rv/] 7 ^ 
^/W^yy7^ KiWDHiU HPLC5>WfcJ:t^-e^ 

h7Pay^Srtto^ 0 
HPLC ftffi (220 nm) : #Efi 92 % («^lffl: 2.623 

MASS (APCD : 405 (M+l) 
[0 10 1] 7) N-[2-(3-7;7^f/l'7x/^^)7 

30 7/^ni|I 

N-^< > v^/V-N- [2- (3- 17 y^^;v^r;U7 ; y y ^/u) ~7 
x7^)7x^^'»7; Ki6 000 mg), 
;U7^y(0. 12 ml, 1.1 mmol), BOP (487mg, 1.1 

mmol) , N, N-v^^ y fcT/Urn^vUT ^ > (0. 19 ml, 
1.1 mmol), N.N-i^y ^/U/^yU^T^ K (1 ml) 
»«:asa"C 17 «rBJ«»Ufc. ^«£^5*L, #feixfc 
W^^rN, N-v?y fW/^7 5: K, N, N-v?y ^U/fc/U 
K-tK (1:1) S^^K, N,N-^>f;^;uA7 
u f , fh7t kp77^ y ^y — yve-^n^ttaiHj 

40 fo»f, St/ETftfifeL-T N~[2-(3-y>->/^/U7lf^ 
/UT ^ y y f/U7 x y ^r-» 7x^;U]-N-^y^;M' - 
^y^7^^7; K (lOOmg) ^-#/t D ^^^L/cN- 
[2-(3-y y^/U^^/U7 ;/^f^7x/^»7x 
n/U]-N — Cy^W -^Vi^/W^ ^ ->^T ^ K (47 m 
g) ^hy7^P^i-^PP^^y (3:1, 1 ml) 
T*%±m L TN- [2- (3-T ^ y y ^/W 7 m y iy ) ~7 zr. 
-N-^< > vvU-N' -O^M^^>7^ K h!/7/i/t 
P^KJS (15 mg)^#fc 0 

HPLC 4>«f (220 nm) : MS 91 % (flM*«FltB: 3.022 
50 5« 
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MASS (APCD : 494 (M+l) 

! H-NMR(CDC13) 6: 2.40-2.60 (4H, m), 3.83 (2H, s), 
4.37 (2H, d, J=5.8Hz), 4.55 (1H, d, J=14. 4 Hz), 
5.17 (1H, 14.4Hz), 6.60-6.70 (1H, m), 6.70-7.30 (1 
8H, m). 

[0102] Mfe&in 

N-[2-(3-T ^ J * f;V7 3i J 7x^]-N^yv? 
/WN* - (2- ~7 >v-3r d iS/u) 7^'>y7^ K h y 

I&fi : 26 mg 

HPLC ftVr (220 nm) : 87 % (fitf¥B*IH: 3. 189 
#) 

MASS (APCD : 512 (M + l) 
Hi£#Jl8 

N-[2-(3-T S J ^ f x y ^r-i/) 7 x ^/Uj-N-^^v^ 

;u-N' - (2, 6-^7;ut d v^/u) ^ ^ 7 ^ K Mi 

iRfi : 25 mg 

HPLC (220 nm) : jffiffi 88 % (ftftftm: 3. 186 

#) 

MASS (APCD : 530 (M+l) 

[0 10 3] HJ6«19 
N-[2-(3-T ^ J * J-jVy^J *->) 7s^]-F<^ 

/^'-(s^-i/^/^n^^^/u)^^ v^r 5: k h y 

^HXfi : 25 mg 

HPLC ftffi (220 nm) : US. 89 % (ftfSBJMffl: 3.261 
#) 

MASS (APCD : 530 (M+l) 
3lifc#j20 

N-[2- (3-T ^y ^ry) 7x^;U]-N-^<>'v ? 

/U-N* -(2- h y 7/l/tD^ ?->l"<l/\/JV) * ? >>-T * K 

hy7;vtpsii 

I&fik : 25 mg 

HPLC (220 nm) : 86 % (^^BfP^ : 3. 369 

#) 

MASS (APCD : 562 (M+l) 

[0104] mmm\ 

N-[2-(3-r ^ y ^ f ;U7 x ; ^-y) 7 x^/ul-N-^y^ 
yU-N'-(4-y h ^y/<yy;v) ;* >7 >>T ^ K h y yVU 

HXia : 23 mg 

HPLC fttif (220 nm) : K& 86 % (G^BtPff] : 3.160 

#) 

MASS (APCD : 524 (M+l) 
3Ufe#j22 

N-[2-(3-T; J >f;U7x; *->) ^ac^A^-NH^S* 
;WN*-[2-(2,4-v^ DP7x^/u)]^^'>y7; K 
h y -7>v-$rx2\ 
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IRS : 28 mg 

HPLC (220 nm) : *£S 86 % (fitfWSPfl: 3.490 

5W 

MASS (APCD : 576 (M+l), 578 (M+3) 
[0105] ^£fe0ij23 

n-[2-(3-t ^ y y xy^^» 7xxM-\-^y^ 
/u-N'-d-^^^/uy^u)^^ »r ^ k vyytv* 

iRffl : 26 mg 

10 HPLC (220 nm) : 88 % («f$B*Rf]: 3.374 

MASS (APCD : 544 (M+l) 

N- [2- (3-T ^ y y 5vU:7 ^ J V) ^7 ^ - ,u] -nw< >- 
;V-N'-(Wy^;U)^^yy7 * K MJ7;i/^nS 



l{2ia : 25 mg 

HPLC #tff (220 nm) : 81 % (ft«fB#IH: 3.296 

#) 

20 MASS (APCD : 520 (M+l) 
[0106] H1KM25 

n-[2-(3-t ^ y y f/i/7 my y^~M-x-' 
/u-n' - (3- tr y v^/wy ^vu) x w s k bv 

: 28 mg 

HPLC $Mf (220 nm) : 84 % (fitf*B*[ffl : 

#) 

MASS (APCD : 495 (M+l) 
Hffi«|26 

30 N-[2-(3-T ^ / ^ ^/U7 x y ^ 7 x ^/U] -N-' 

/wN , -o F 2,3 > 4-r h7tKo^y^yyy)^^ 
;k h y y^ummm 

iRa : 23 mg 

HPLC (220 nm) : 79 % (fiy$H$[B: 

MASS (APCD : 520 (M+l) 

[0107] mmm27 

N-[2-(3-T ^ y y f/l/7 my 3rv0 7x^;V]-K- 

a-n' - (4- y=-~>v y*ss)*?i/>'T$ K 
40 A^nRKJfi 
HXS : 28 mg 

HPLC ftVr (220 nm) : *£S 85 % 
#> 

MASS (APCD : 549 (M+l) 

N-[2-(3-r ^ y y ^vi^ ^ y ^y) 7 ^/u]-n-- 

HXffl : 27 mg 

50 HPLC (220 nm) : t&g 71 % (flfc«F&*IH: 3.548 



2. 497 



3. 309 



bvy 



(«*W*fH: 3.011 



hy 
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ft) 

MASS (APCD : 501 (M+l) 

[0108] mmm9 

N-[2-(3-T ^ y > f /U7 x y ^ ^) 7 x ^;W]-N- (4-7 x 
l&fik : 8. 7 mg 

HPLC ft$x (220 nm) : fc&g 100 % (G^B#Pf9: 3.74 
2 ft) 

MASS (APCD : 604 (M+l) 
Hife«30 

K-[2-(3-7 ^ 7 ^ x 7 V) 7 x^^]-N-(4-7 x 

y 3f >"< >- v*;u) -N* - (2, 6- v 5 7 n-<V ^/U) ^ ^ > 
>T^K h y 7;^dM 
UXffl : 7. 9 mg 

HPLC (220 nm) : fc&g 100 % (flfcfS&SFlffl: 3.73 

6 ft) 

MASS (APCD : 622 (M+l) 

[0109] 3S16«31 
N-[2-(3-T S 7 > fvU7:ny Jrv^)7x^/b]-N-(4-7x 
y 3r v"< > vVU) -N' -(3,4-^7 P >VU) ^ > 

>-r $ k h y 7/utPitii 

iRS : 8. 8 mg 

HPLC ftVf (220 nm) : 100 % (ftf#fip|«: 3.77 

8 ft) 

MASS (APCD : 604 (M+l) 

N- [2- (3-T ^ 7 > ^VU7 x7^i/)7x^] -N- (4-7 ^ 
y 3r is^lsif/U) -N* - (2- h y 7;Utoy ^/U^^v^/U) 

JRS : 11 mg 

HPLC ftVf (220 nm) : j&fi 99 % (fl^KSIS : 3. 864 
ft) 

MASS (APCD : 654 (M+l) 

[0110] mt&Mw 

N-[2-(3-7 ^ 7 ^ f/U7 x 7 V) 7 x^;U]-N- (4-7 x 
y 3r >^<> vvU) -N' - (2-y h 3r v/'^vVl') X?->>T 
^ K h y ^u^-nBffltia 
ItXHi : 4. 6 mg 

HPLC #*f (220 nm) : 100 % ({£f$B#f?fl: 3. 15 

4 

MASS (APCD : 616 (M+l) 

N- [2- (3-T ^ y y f/U7 x7^^)7x^;U] -N- (4-7 :n 
y V< > vvt^) -N* - [2- (2, 4- ^ o o 7 ^ ^ ^/U) ] ^ 
* S K h y 77U^-ngtjgj^ 

llXift : 10 mg 

HPLC ftVf (220 nm) : fc&ffi 100 % (ftSNpM: 3.36 

7 ft) 

MASS (APCD : 668 (M+l), 670 (M+3) 
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[0111] mmwtt 

n-[2-(3-t ^ y y f-/u7 x y ^ y) 7 x ^/u] -n- (4-7 x 
y >-< > V)v) -n' -(1-+7 ^vu y ^/u) * ^ > >- 7 ^ 
k hy7/utpsti 

4Xi& : 11 mg 

HPLC (220 nm) : fc£g 100 % (flM$B*W): 3.87 

3 #) 

MASS (APCD : 636 (M+l) 
3U£«I36 

10 N-[2- (3-7 7 7 f/U7 x 7 ^f-y) 7 x ^;U]-N- (4-7 x 

y ^>^<y^)-N'-(i-^ >-^~/u) v->-7 ^ K 
hy7;^nSi£ 
Kffl: : 10 mg 

HPLC ftffi (220 nm) : 99 % (flMSfiFfH: 3.813 

ft) 

MASS (APCD : 612 (M+l) 

[0112] mmmz7 

N-[2-(3-7^ 7 7f ^7x7 ^fy) 7x^yV]-N-(4-7x 

y ^y^y-^) -N' - (2- tr y >^uy f;u)^^y77; 

20 k h y y^^mmm 

llXiS : 7. 1 mg 

HPLC (220 nm) : 99 % (fi&ftMNZQ: 3. 147 

ft) 

MASS (APCD : 587 (M+l) 

N-[2-(3-T * y y f;l/7x7 ^r-» 7^^/U]-N-(4-7 3i 

y ^>>-<>-^)-n'-(i,2,3,4-^ h7 1 Ko>r y*y y 
y)^^yy7> k hy7;utnSii 

i&ffi : 9. 1 mg 

30 HPLC ftffi (220 nm) : 98 % tt&f£B#[?3: 3.392 

#) 

MASS (APCI 4 ) : 612 (M+ 1 ) 

[0113] mmms 9 

N — [2- y y f/V7x7 ^ri/)7oi^/U]-N 

- (4- 7 m y v"< > v^U) -N* -(4-7 ^^yl- b°^< 7^/) 

HXfik : 7. 8 mg 

HPLC (220 nm) : ®L& 99 % 3.824 

#) 

40 MASS (APCD : 641 (M+l) 
^^J40 

N-[2-(3-T 5: y y f;U7x7 3rv0 7x=/U]-N-(4-7x 

y ->^< > yu) -n' - [2- ( 1- 1° o y 

V7^K h y 
ilXS : 6. 5 mg 

HPLC (220 nm) : 98 % («»«F«: 3. 175 

MASS (APCD : 593 (M+l) 
[0 114] ^US^J41 
50 N-[2-(3-T 5: y y ^U7zny =^-»7zc^/U]-N-(4-tert 
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- y ^/l^< > vVU) -N* - (2- 7 /U^- a y< ^ 7$*ssT 
4XS : 21 mg 

HPLC #W (220 nm) : MS 77 % (fiM^Bflffl: 3.596 
MASS (APCD : 568 (M+l) 

N- [2- (3-T ^ y > ^/W 7 xy^»7x^/V] -N- (4-t ert 
-^VW< ^ i^u) -N* - (2, 6- ^ 7 fVir n^<> -^/U) ^ ^ V 

y/;K h y 7/is*vmmm 

flXS : 24 mg 

HPLC (220 nm) : MS 80 % (^^»$f^: 3.601 

») 

MASS (APCD : 586 (M+l) 

[0115] |£%0J43 
N-[2-(3-T ^ ;> ^-?vy ^» :7;x^/U]-N-(4-tert 
-^^i^^iMO-N* -(3, 4-^:7/1^ n^^v^u) 7. {7 is 

k hi) 7^*tiffimm 

HXS : 21 mg 

HPLC (220 nm) : MS 72 % («:^^^ : 3. 640 

#) 

MASS (APCD : 586 (M+l) 
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3. 741 



N-[2-(3-T ^ / > ?vU!7 ^7 ^ry) 7 ^^/U]-N-(4-tert 
-^^ L /U^<>'> ? /U)-N , -(2- h y :7/M~n t< ^/U^O-v^/U) 

iRfi : 23 mg 

HPLC #*f (220 nm) : MS 82 % 3.739 
#) 

[0116] |Ufe«45 
N-[2-(3-T ^ y > m y driy) ^ oi ~/U]-N-(4-tert 

-^^-/U^O-v^^-N' -(4-> h^v^^vVW) ^ ^ >>T 

4XM : 20 mg 

HPLC (220 nm) : MS 75 % (»«fB*IB: 3.568 

MASS (APCD : 580 (M+l) 

N-[2-(3-T ^ y y f;U7 x7 7 3L=/U]-N-(4-tert 
-;/^/W< >VVU) -N' -[2- (2, 4-v^ P n ^m^^/U)] ^ 
^^>7; K Fy7/u^nM 
llXiik : 23 mg 

HPLC #tff (220 nm) : MS 85 % MftEfBSIffl: 3.868 

MASS (APCD : 632 (M+l), 634 (M+3) 

[0117] 3I«S«47 
N-[2-(3-T S y ^^7x7 ^ 3i^/U]-N-(4-tert 

HXS : 22 mg 



HPLC (220 nm) 

#) 

MASS (APCr ) : 600 (M+ 1 ) 

mmwA s 

N— [2- (3-7^7^f/U7x7*V)7xx;U]-N 
-(4-tert-y^/U^O^^)-N , -(l— f i^—AO*^ >V 

r s K k y 

: 22 mg 

HPLC #tf (220 nm) : MS 71 % (ftftBHR: 3.688 
10 #) 

MASS (APCD : 576 (M+l) 

[0118] mffi.m*9 

N-[2-(3-T ^ y ^f/U7x7 3rv0 :7 ^^;U]-N- (4-tert 
-^^vW^v^tO-N* -(3-fc° y S?/U> ^/W) ^ ^ >VT ^ 
K b y 7;utpS8S 
JlXfi : 24 mg 

HPLC (220 nm) : MS 78 % flSfSWWJ: 2.963 

#) 

MASS (APCD : 551 (M+l) 

20 

N-[2-(3-TS J * ^)V7^J 7o:^U]-N-(4-tert 
-^^U-0"^7l^)-N , -(l,2 i 3,4-x h7t Kp-T 7^^ 

y;)^^yyr>; K M7;utpM 

l&S : 22 mg 

HPLC (220 nm) : MS 72 % 3.694 

#) 

MASS (APCD : 576 (M+l) 

[0119] mmmsi 

N-[2-(3-T ^ y ^f/U7x7 =^>) ^^^/l/j-N-^-tert 
30 -y^/U'O'SM') -N' -(4-7 =n :=^W y*J J)^9*/^ 
T % Y by 7;^pSSS 
itXS : 25 mg 

HPLC 5>W (220 nm) : MS 81 % USkWSW 3.436 
#) 

MASS (APCD : 605 (M+l) 
5l«&#|52 

N-[2-(3-T ^ y y ^/U^ 3i y * vO 7zn^^]-N-(4-tert 

-yf^yy^-N'-B-d-t'p y $v 3^/10] 
y/^; k h y 7/u^pSitt 

40 : 7. 4 mg 

HPLC (220 nm) : MS 99 % (fl^ESIM: 3.004 

#) 

MASS (APCD : 557 (M+l) 

[0120] mm&m 

N-[2- (3-T ^ y y rri y V) ^ xi^/U]-N-(l-7-^ 

^U)-N' -(2-^/U^-n^^^U) 7? -sl/T ^ K 

h y 7/i-*um&m 

llXil : 19 mg 

HPLC (220 nm) : MS 80 % (fm^fB]: 3.388 

50 #) 
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MASS (APCD : 562 (M+l) 



N-[2-(3-T ^ J *^-)V7=.J !7 ^nyU]-N-( 1-^:7 

^vU y ^yu) -N* - (2, 6- 5* 7 y vHr u V >?yu) *?-sl/7 

Ifcift : 20 mg 

HPLC (220 nm) : fc&S 80 % (fiM*B#lffl: 3.390 

MASS (APCD : 580 (M+l) 

[0121] mmmsb 10 

N-[2-(3-T ^ J >f;U7xy ^^^/U]-N-(l-7^^ 
^yuy ^yUy-N" -(3, 4-^7/^0^0-^) ^ ^ 

ItXilk : 20 mg 

HPLC (220 nm) : fcfcg 77 % (fl^Bffffl: 3.445 

MASS (APCD : 580 (M+l) 
^M^J56 

N-[2-(3-T 5: J *-»y=z~/\s]-N-(l-1-y 
^yu y ^vu) -N* - (2- h y 7 yu^ p y > i^yu) ^ ^ 20 

iRS : 21 mg 

HPLC (220 nm) : 74 % (flM#B*lffl: 3.544 

m 

MASS (APCI* ) : 612 (M+ 1 ) 
[0122] ^M^J 5 7 

N- [2- (3 -T ^ y y f-yu^^y ^-»7x^;i/]-N 
-(l-y^^yi^y ^yu)-N'-(4-y h * V'O' *9 *s 

x s7 % k h y y/ua-vmsttm. 

Ifcft : 19 mg 30 
HPLC (220 nm) : 80 % (fifcfiMHVQ: 3.357 

5» 

MASS (APCD : 574 (M + l) 
3£tttt58 

N-[2-(3-T ^ y y ^yU^ 7 *=/U]-N- (1-^-7 

^yuy ^yu) -N' - [2- (2, 4- ^od7i^ ^yu) ] ^ > 

K h y 7yw*PSt«^ 
ilXS : 21 mg 

HPLC (220 nm) : #Eft 79 % (fiM$B#RB: 3.662 

40 

MASS (APCD : 626 (M+l), 628 (M+3) 

[0123] mm&m 

N-[2-(3-r ^ y **?*>\>y^/ ^-»^oi^yv]-N-(i— ry 
^yuy ^yu)-N'-U-^:7^yuy ^yu)*^i>:xT^ K 

h y 

ilXS : 21 mg 

HPLC frffi (220 nm) : 76 % (i&fttifFfi : 3. 554 

#) 

MASS (APCD : 594 (M+l) 

mmmeo 50 
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N-[2-(3-T ^ 7 y ^yU^rr./ 7^^yb]-N-(l-^h7 
^Mf^-N'-fHV^^)^^ >>T ^ K hy 

y;u*ummm. 

HXS : 21 mg 

HPLC ftVf (220 nm) : ffift 76 % «m»#f^: 3.481 
#) 

MASS (APCD : 570 (M+l) 

[0124] mmmei 

n-[2- (3-7 ^ y y ^yu^^y ^-^) ^^^yi^]-N-(i-^7 
^y^-y ^vvO-N* -(3- fy v^yuy ^yu)^^ »T ^ K 
hy y/ir*ummi& 

l&ffi : 25 mg 

HPLC (220 nm) : 76 % U&i^fffl: 2.723 

MASS (APCD : 587 (M+l) 

N-[2-(3-r ^ y t^-suy*; *is)y ^~/u]-u-(i-ry 

^yuy^yU)-N'-(l,2,3,4-^ h7t Kn-f 7^/ y y) 
X*->}s7* K Fy7^nSil 
i&fl; : 23 mg 

HPLC ftVf (220 nm) : MS 73 % (««FB#|ffl: 3.494 

MASS (APCI + ) : 570 (M + l) 

[0125] Hffi#j63 
N-[2-(3-T S y y ^yU^rtiy ^rv/) 7^^yb]-N-(l-7"y r 
^yu y ^yi-) -N* - (4- 7 — y u fc^ 7^y)^^'»7; 

liXffl : 26 mg 

HPLC (220 nm) : ffl.m 68 % MSfSlWffl: 3.209 

MASS (APCD : 599 (M+l) 

N-[2-(3-T ^ y y -^yU^^y ^y)7xr:;b]-N-(l-t7 
^yvy ^yu)-N'-[2-(l-^n y vV^A')]^ v^T 

5: k hvy^x-vmrn 

JlXifl: : 24 mg 

HPLC ftPr (220 nm) : 68 % (fi&ftl«ffl: 2.763 

MASS (APCD : 551 (M+l) 
[0126] ££tttt|65 

n-[2-(3-t ^ y y ^jvy^j ^^^yu]-N-(4-r-t 

h7^ K^Vv ? y^)-N'-(2-^yu^n^>'v : yu) 
llXffl : 29 mg 

HPLC (220 nm) : 76 % (fifefif^FW: 2.899 

MASS (APCD : 569 (M+l) 
3I#&#J66 

n-[2-(3-t ^ y y j-suy^y ^-y) 7^nyv]-N-(4-r-fe 

h T ^ K-<V v^yu) -N' - (2, 6- v 5 7 d-<> v^yu) ^ ^ 
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: 30 mg 

HPLC ftffi (220 run) : ftflf 75 % («f£B*IH: 2.903 
MASS (APCI*) : 587 (M+l) 

[0127] ummei 

N-[2- (3-T 5 J y ^)V7^ ;*Z/)7=rL ~/U]-N- (4-7 i? 
K'O^lO-N" -(3, 4-v?77U^-D^O'v?/U) 7 ^ 

»7 * k bv -r/isj-vmmm 

iRffl : 29 mg 

HPLC (220 nm) : VtSt 76 % (ftl*B*IH: 2.976 

») 

MASS (APCI 4 ) : 587 (M+l) 

N-[2-(3-T ^ S ^f/U7xy 3rv0 7 zn=./U]-N-(4-Tir 
IRS : 29 mg 

HPLC ftVr (220 nm) : fc&g 75 % (flM*B*|ffl: 3.100 
*» 

MASS (APCI 4 ) : 619 (M+l) 

[0128] H%0U69 
N-[2-(3-7 S y ^f;U7xy *5/)7x=A']-H-(4-r , fe 

h7 5: K^o-^u)-N'-(4-y R^y^u)^^ 
7^ K h y -yjv^-u^m^ 

iRft : 25 mg 

HPLC (220 nm) : 75 % (GWSr&SFBI] : 2.865 

») 

MASS (APCI 4 ) : 581 (M+l) 

N-[2-(3-T * J > ^/U:7 y 3r v-) 7x-;l/]-N- (4-Tir 
h7^ K^>vo>V)-N'-[2-(2, 4-v^ dp7x^/U)] 

: 30 mg 

HPLC (220 nm) : 82 % (««pB*M: 3.229 

*» 

MASS (APCI 4 ) : 633 (M+l), 635 (M+3) 

[0129] wt&mi\ 

n-[2-(3-t * y y f;u7x; ^a^io-N-tt-r-t 
h7^ K-<>- v^U) -n* - ( i 7 ^vvy ^vU) ^ ^ 3/ ^ 7 
^ K hy7;utnRKS 
flXfi : 29 mg 

HPLC ft$r (220 nm) : *£S 79 % (j£f$B#f8] : 3. 106 
MASS (APCI 4 ) : 601 (M+l) 

n-[2-(3-t * y y ^7x; *v) ^^n/uj-N-tt-r-fe 

Jfcfl : 21 mg 
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HPLC (220 nm) : *&S 77 % (fiy*l*IB: 3.004 

#) 

MASS (APCI*) : 576 (M+l) 
[0130] *ifi«73 

N-[2-(3-r ^ y y ^/u:7 ^ y 3r*» 7:n=./u]-N-(4-7-fe 

h7^ K^>-^yU)-N'-(3-t°y v?/uy ^/U)^^ V>T 
JRft : 28 mg 

HPLC (220 nm) : **£g 83 % (ftftfiMH' 2.237 

10 ») 

MASS (APCI 4 ) : 552 (M+l) 
HJSW74 

N-[2-(3-7 ^ y y ^)V7^/ 7^~JV]-X-(4-T± 

hr^ k^^v^-n* -o,2, 3,4-7=* h7t Ko-f y^f-y 
yy)^^vy7^ k hy7;utpRii 

iRS : 27 mg 

HPLC fr$t (220 nm) : fc£S 74 % (fitfSB*lffl: 3.028 
») 

MASS (APCI 4 ) : 577 (M+l) 
20 [0131] m&W75 

n-[2-(3-t ^ y y f^7xy 7^/i/]-N-(4-7ir 

h75! K'O'iMO -N* - (4-7 * n/U fcV<9 ) ^ ^ > 
^7;K h y 7/U^nSil 
iRft : 32 mg 

HPLC ftVf (220 nm) : 78 % (ftttMNH: 2.723 

») 

MASS (APCI 4 ) : 606 (M+l) 
Hife#J76 

N-[2-(3-7 5 y ^ f ;U7 x / y) 7 x -N- (4-7 1 
30 hT ^ K'O ^) -N' - [2- (1- t e d y ^ y ;u) ] 7 ^ 

si/t% y bv^/u^-ummm 

IRS : 29 mg 

HPLC ftVf (220 nm) : *Eft 74 % (fifef*l*re* 2.283 
») 

MASS (APCI 4 ) : 558 (M+l) 

[0132] mmmn 

n-[2-(3-t 5 y>f7U7xy 7 ^^ao-n- (4- 

40 iJXfi : 9. 5 mg 

HPLC (220 nm) : MS 99 % (««fB£R|: 3.297 

jM 

MASS (APCI 4 ) : 537 (M+l) 

N- [2- (3-7 5 y y ^)V7 7 ^~/U)-K-(4-i/T 

J^ls -N' - (2, 6- 7 As Or o ^< > v 5 /^) ^ ^ > T 

* v yv7>vitumm 

iRS : 12 mg 

HPLC (220 nm) : ffi.m 99 % ({&J#B#RI!: 3.297 

50 5» 
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MASS (APCD : 555 (M+l) 

[0133] |y£#|79 
N ? -[2-(3-r ^ J y zf-t^y 3r » V =^/U]-N-(4—>T 
/ ^<>"v^U) -N" -(3, \-\>7)VHr p^^v^U) 7*2 \/ 1/7 

l&S : 7. 6 mg 

HPLC (220 nm) : j&g 100 % («8r«FfW: 3.36 

0 #) 

MASS (APCD : 555 (M+l) 
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N-[2-(3-r ^ y y ^/w^ /u]-n- 
y^<y^)-N'-(2-h y ^/u^n^^yi^^vJ/u)*^ 

i&S : 12 mg 

HPLC (220 nm) : ttffl 91 % («W£|ffl: 3.481 

MASS (APCD : 587 (M+l) 

[0134] 3life0ij81 
N-[2-(3-T S y >f;U7xy ^r'»7x=^]-N-(4-: >T 

yo-v^u) -N'-(2-y h^^^^^yyr; K 
h y y^x-vmrnm 

JjXfi : 8. 5 mg 

HPLC (220 nm) : ffi^ 99 % (ftEr&Sffi: 3.355 

5M 

MASS (APCD : 549 (M+l) 
5liS0tJ82 

N-[2-(3-T * y >f /U7x/ ^f^) 7x^;U]-N-(4-v7 
y^Vv^^-N' -[2- (2, 4-v^ Dn7x^f;l/)]7^-> 
>-T^ K hy^^^-oRf»j£ 
HXS : 11 mg 

HPLC (220 nm) : MS 97 % (««f^BJ: 3.614 

») 

MASS (APCD : 601 (M+l), 603 (M+3) 

[0135] Htt0D83 
N-[2-(3-T ^ y y ^)V7 y !7:n;=./U]-N-(4-*>T 
y ^< >- vvw) -N* - ( 1 ^ ^yu y f;i/)^^>/y7 5 K 

v y 7^d»ii 

JRS : 11 mg 

HPLC (220 nm) : MS 93 % iffltmW- 3.500 

S» 

MASS (APCD : 569 (M+l) 
5lifc#l84 

N-[2-(3-T $ y > ^ y 7x^/U]-N-(4-y7 

y-<>^/w)-N , -(w>'^^u)^^ wts k h y 

JRfi : 11 mg 

HPLC (220 nm) : *fc& 100 % (fifettHM): 3.41 

2 ») 

MASS (APCD : 545 (M+l) 
[0136] 2lig#j85 



10 



20 



30 



40 



N-[2-(3-T 5 y y f;U7xy 7=i^^]-N-(4->T 

y^o-^v)-N , -(2-t p y >?yuy ^vu);** ^ k 
h y 7^dbbs 

: 8. 8 mg 

HPLC ftVf (220 nm) : *6S 100 % 2.66 
4 #) 

MASS (APCD : 520 (M+l) 

n-[2- (3-r ^ y y ^ y :7 m ~/u]-n- (4->t 
y^v^u)-N T, -(i, 2,3,4-^ t kp>t v^y y y) 

HXS : 1 1 mg 

HPLC #*ff (220 nm) : MS 99 % (««r«MH: 3.438 

MASS (APCD : 545 (M+l) 
[0137] ^gjfc«87 

n-[2- (3-r ^ y y xy^y)7x -n- (4->t 

y ^Vix/U) -N' - (4-7x ^/U fc^ y isS)*? islsT 5 
l&ffi : 12 mg 

HPLC #*f (220 nm) : MS 100 % (fitf*B£lffl: 3.16 
3 #) 

MASS (APCD : 574 (M+l) 



50 



N-[2-(3-r ^ y y "f-fvy^j 7^=/u]-n-(4—>t 
/^y^u)-N'-[2-(i-^P y ^y ^^vi^l^i^r 
$ K h y PRIME 
JRfi : 8. 7 mg 

HPLC (220 nm) : MS 99 % (fittMHH: 2.682 

*» 

MASS (APCD : 525 (M+l) 

[0138] mMM89 
N- [2-(3-7^>f;U7xy^y)7x^ /U] -N- (3, 4, 5- 

h y y h v"< > isjU) -N' - (2- 37 /U p v^U) ^ ^ 

k hy7^PM 

l&iB; : 9. 0 mg 

HPLC (220 nm) : MS 98 % (fittMHn: 3.331 

*» 

MASS (APCD : 601 (M+l) 
3lJfc#j90 

n-[2-(3-t ^ y y ^/u^^y aev) ^oi^/ui-N-0, 4, 5- 
h y y h^iy^>-^)-N'-(2,6-^^/^p^>>?yu) 
^^vy7> k hy7/utnpii 

i&ffi : 10 mg 

HPLC ftVr (220 nm) : MS 98 % (««fB*|ffl: 3.329 
#) 

MASS (APCD : 620 (M+l) 

[0139] mmwrn 

N-[2-(3-r ^ y y my ^-i/) 7x^;>]-n-(3, 4, 5- 

h y y h^i>'^>^U)-N , -(3,4-i/7/U^-P'<>'^) 
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UXfii : 1 1 mg 

HPLC (220 nm) : 97 % 

MASS (APCD : 620 (M+l) 
3li£#j92 

N-[2-(3-7 f;U7 31 y 3r V m ^yU]-N- (3, 4, 5- 

h V > h ^r^-O-^yU)-^ -(2- h y y ^yW< V 

^nA^t^sT ^ k h y ^^^-Dfi^^ 

4X14 : 8. 7 mg 

HPLC (220 nm) : *6S 99 % 3.509 

#) 

MASS (APCr) : 652 (M+l) 

[0140] mm&m 

N-[2-(3-T ^ y y ^yU:7 x;^» ^^^/U]-iN t -(3, 4, 5- 
bV* h^rv^O^)-N*-(2-^ h^v-^O^U)^^ 

I&S : 3. 9 mg 

HPLC (220 nm) : 98 % «£fSBfP^: 3.359 

#) 

MASS (APCD : 614 (M+l) 

N-[2-(3-T * / y ^)V~7^J ^r-» 7 3L~yl/|-N-(3, 4, 5- 
hy^ h*i^>-^yW)-N'-[2-(2,4-^ n xny^^ 
/^l^fi/l/T* K h y 
HXffl : 9. 6 mg 

HPLC (220 nm) : 98 % 

#) 

MASS (APCD : 666 (M+l), 668 (M+3) 

[0141] ^Iife^j95 
N- [2- (3-T f;V7 -tf- (3, 4, 5- 

h y y h^V^>'v ? /W)-N , -(l-^^^/U^^/U)^^ > 
>T* K h y 7;utnBSl 
ilXfi : 1 1 mg 

HPLC (220 nm) : fcfiffi 96 % (ftfifNpra : 3.511 

#) 

MASS (APCD : 634 (M+l) 

N-[2-(3-T J 3f V) :7 3i~yU]-N-(3, 4, 5- 

h y y h ^i^^iMo-N' -(1— r >^~yu) * ^ >>-7 

ItXS : 6. 4 mg 

HPLC (220 nm) : fc£& 97 % (ftEfBSfffl: 3.397 

MASS (APCI* ) : 610 (M+ 1 ) 

[0142] mmms 7 

N- [2- (3-T ^ f/l/7x; ^V)7x^V]-N 
-(3,4,5- h y ^ h^r->-Ov ? /U)-N'-(2-t p y vvuy 

itXffl : 5. 5 mg 



(fiWNVIRI: 3.629 



10 



30 
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HPLC (220 nm) : i^S 99 % (<£J#B#fW: 2.666 

#) 

MASS (APCD : 585 (M+l) 



N-[2-(3-T f/l/7 oi y 7 ^^/U]-N- (3, 4, 5- 

h y y h^v-^Vv ? yU)-N , -(l f 2,3 > 4-T- h^k Ka>r V 

*y y y)*^ 5 k h y 7;^nM 

HXa : 5. 9 mg 

HPLC (220 nm) : *s&g£ 94 % (ftfSBSIffl: 3.421 

#) 

MASS (APCD : 610 (M+l) 

[0143] HJK0I99 
N-[2-(3-T * J y f;!/7xy ^r-» -/U]-N-(3, 4, 5- 

h y y {> -N' - (4-7 x tX 7 ^ 7 ) ^ 

IRS : 7. 3 mg 

HPLC (220 nm) : *3fcS 100 % (ftfSBSBO: 3. 15 

2 5» 

MASS (APCI + ) : 639 (M+l) 



20 m: 



N-[2- (3-T ^7x/ ^r-» 7 ^-/b]-N-(3, 4, 5- 

h y y h^^y^)-N r '-[2-(i-t B p y s?;xf;u)] 
^^vrs K hy7/vtp« 

l&fi : 5. 1 mg 

HPLC (220 nm) : *Cft 98 % (fiy^lH: 2.721 

#) 

MASS (APCI + ) : 591 (M+l) 
[0 14 4] Hlfi«101 

N- [2- (3-T x S y f/V7 31 y ^ v) 7 a ^yi/| -N- (2-^yu 

^l^ri^y^ylx)-N , -(2-7^DAyi/>)^^i/>'r ^ K h 
JRH : 9. 5 mg 

HPLC (220 nm) : WM 99 % (#f?B#|fl]: 3.774 

#) 

MASS (APCI 4 ) : 600 (M+l) 



N-[2-(3-T ^ / > ^yl^7 3i/ 7^^yu]-N-(2-7yU 
^ Uz^/UJ ^yU)-N* -(2, 6-v^^yU^-u >?yu) ^ ^ V 
V'T ^ K h y 7/u^nRK4B 
40 IRS : 10 mg 

HPLC (220 nm) : 99 % (fitf^fffl: 3.775 

5M 

MASS (APCD : 618 (M+l) 

[0 14 5] 3life0i]lO3 
N-[2-(3-T ^ J * ^-)Vy zr.J^r-y) ~7 m^yW]-N- (2-7yW 
^- -(3, 4-v^^yU^a^<^^yU) ^ ^ 

^T*Y bV 7fr*ufm& 
IRA : 11 mg 

HPLC (220 nm) : fc&g 100 % (««N£|H]: 3.88 

50 2 ^) 
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MASS (APCD : 618 (M+l) 

N-[2-(3-r ^ y y f/u7 y y^~/u]-$-(2-yji' 

HXfii : 12 mg 

HPLC (220 nm) : 99 % (ft«f^fffl: 3.902 

#) 

MASS (APCD : 650 (M+l) 

[0146] mmmios 10 

N-[2-(3-T ^vU!7 x y 3r vO 7 m n/U]-N- 

^- u /U y ^ /U) -N' - (2- y h 3r >- Zsfr) * V > >- T 

i&Jk : 8. 0 mg 

HPLC #flf (220 nm) : j^g 99 % «£*SB#fffl : 3. 794 

MASS (APCD : 612 (M+l) 
HMW06 

N-[2-(3-T ^ J ^f;U7xy^i/) ^7^i^/U]-N-(2-7yU 
^u~yuy ^U)-N , -[2-(2,4~v ? >7 P 0 7*^)]^ 20 
?i/>T$ K hy7;UtoStl 
jRfi : 13 mg 

HPLC (220 nm) : *fcg 99 % tt£f$B*fffl: 4.011 

#) 

MASS (APCD : 664 (M+l), 666 (M+3) 

[0147] m&mim 

N-[2-(3-r ^ y y f;u7 * y >0 7 * ^^]-n-(2-^/u 

^U-/uy ^VU)-N' -(l-^^/uy ^/U) ^ ^ ^ 
K hy7;utpR»fi 

iRfi : 8. 6 mg 30 
HPLC (220 nm) : fcfcg 99 % (ttftftlR: 3.916 

#) 

MASS (APCD : 632 (M+l) 



N-[2-(3-T S y ^^U7x7 ^^)7x=/V]-N-(2-7/l/ 
^- U^iyuy ^/U)-N' -(W ^ $✓ W ^ K 

hy7;utn^ii 

llXffl : 11 mg 

HPLC ftffi (220 nm) : 100 % («»&5ffi]: 3.85 

8 #) 40 

MASS (APCD : 608 (M+l) 

[0148] mmmio9 

N-[2-(3-T ^ y y f/U7 x y ^rV) 7 m ~>00-N- (2-7/1- 
^ U - /uy ^,u) -N* - (2- fc* y i^/uy ^vw) ;* ^ > isT S 
K hy7WuM 
«XS : 13 mg 

HPLC #m (220 nm) : 100 % («J$B#lffl: 3. 17 

6 &) 

MASS (APCD : 583 (M+l) 

^fe^JHO 50 
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N-[2- (3-T ^ y y f/U7 x/^rV)7x =/U]-N- (2-^/U 

^-u^u>^/u)-n*-(i,2,3,4-7^ h7t Kn-fy^y y 

;)*?*s>T% K h y 7;^o|«j([ 
iRia : 11 mg 

HPLC (220 nm) : 97 % (GM$B#fBj: 3.867 

#) 

MASS (APCD : 608 (M+l) 

[0149] mmmn 

N-[2-(3-T $;^^7xy ^V)7x^/U]-N-(2-7^ 

h y yVM-ngflgjjfe 
ItXffl : 11 mg 

HPLC (220 nm) : 96 % (&J$&£P$: 3.610 

MASS (APCD : 637 (M+l) 
^^J112 

n-[2-(3-t ^ y y ^/u^ x y y /u]-n-(2-:7/u 
^-u^/u-y ^/u)-N'-[2-(i-b°u y i?yxf/i/)]^^^ 

>-r^ k h y y^ammm. 

itXffl : 13 mg 

HPLC frVt (220 nm) : 100 % («^^: 3.17 

9 

MASS (APCD : 589 (M+l)l 

[0 15 0] 3IJ6«113 
N-[2-(3-T^ y y^/U^jiy ^rV)^m^yb]-N-[4-(2*- 
y Z7 3: - )V) i/jU] -N' - (2- 7 ;U2f- P 'O' V^U) ^ 

^yyr-; k hy7;vtu»ii 

N- (4- -f n ^e^< > v^U) -N- [2- (3- 17 >- ^ ^7 ;l/^x;U7 ^ 

y y ^vu) ^ 3i y ^ v^-n' - (2-^/u^- p ^<^v?/u) ^ ^ *s 

>T?L VM (50 mg) <D DMF (4 ml) »»*jC2-> ^ 
y^^^u^m (55 mg), 7h7^r^(Mi7x^ 
^^-^^^^^^^^^(O) (6. 3 nigh 2M^g^hy 
<?J*fr&m (0.28 ml) &M7tfz 0 jS^**80-C-e 22 

U #^^/ u cW^^N,N->?y 
f^;^7; h\ N,N-^f;^A7^ K-tK (1: 
1) N ( ^^^^7; h\ fh7t K 

TftflSLT N-[2-(3-7 y ^;^^;ur ^ 7 ^ f ;u7 
x7^ry) — /U] -N- (4- (2 f -tfMi~h>) ^< > v^^U) -N' - 
(2-77U^-p-<>'> ? ^)^^ K^#fc 0 #^n^c 

W^hy7;^pSt-^DD^^y (3:1, 1 ml) 

-e&M L tn- [2- (3-t ^ y y ^/u y ^ y y * ~>v\ 

-N- [4- (2' -y f/l/7x^^)^yv?/t/]-N' - (2-^yW^ u 
sO'iS/^Xfis^TS. K Mi7/^DStI (22 m 
g) «:#fc 0 

HPLC 5>*f (220 nm) : MS 93 % (««F»#^: 4.346 
MASS (APCD : 602 (M+l) 

l H-NMR(CDCl 3 ) d: 2.22 (3H, s), 2.30-2.40 (4H, m) , 
4.03 (2H, s), 4.21 (2H, t, J=6.6Hz), 4.41 (1H, d, 



( 60 ) #P 2000-191615 

117 118 

J=14.2 Hz), 5.31 (1H, d, J=14. 2 Hz), 6.90-7.40 (20 ifcS : 3. 1 mg 

H, m) HPLC ftffi (220 nm) : *6ffi 98 % «&f£B#Pffl: 4.348 

*JfeWll3 1 mm?- UT^T^b-&feSrKiS U^o #) 

[0 15 1] 5?jfe0iJ 114 MASS (APCf ) : 668 (M+l) 

N-[2-(3-T ^ y > f/U 7 x y v') 7 x ^ /V] -\- [4- (2' - [0 15 4] MMM 120 

y ^VU;7 ^^yU)'^ vVl/j-N* -(2- h y ^yu^n ^ N-[2-(3-T * y ^ x, 7 ^V) :7 x:~/U]-N-[4- (2' - 

IfcltS; : 23 mg >T ^ K h V 7/U^*nRiS*tt 

HPLC (220 nm) : 83 % 4.449 IKS : 3. 3 mg 

#) 10 HPLC frffi (220 nm) : fc&S 100 % («f$BSWJ: 4.30 

MASS (APCr ) : 652 (M+l) 5 #) 

1 H-NMR(CDC1 3 ) d: 2.22 (3H, s) , 2.30-2.55 (4H,m), MASS (APCI + ) : 626 (M+l) 

4.02 (2H, s), 4.34 (2H, m) , 4.39 (1H, d, J=14. 6 H 121 

z), 5.32 (1H, d, J=14.6Hz), 6.85-7.70 (20H, m) N-[2-(3-T ^ / * f;U7 a y 3rv0 7 =.~/U]-K-[4-{2' - 

Hjfe#l 115 ^ h^r^^^^/W)^>'^]-N , -(4-^^^^t^7v ? 

N-[2-(3-T 7<^l-> r zn/arv-)7 al ^/^]-N-[4-(2 , - y)^^ >>T ^ K W7)V3rx2\ 



z^z^jV) ^isi/s^-N 1 -{1-4 is lRffl:4. 1 mg 

7; K hy7;UtnSSI HPLC (220 nm) : 85 % «fcfSB#M: 3.597 

i|X£i : 24 mg #) 

HPLC (220 nm) : 88 % («fifB*fffl: 4.422 20 MASS (APCr ) : 655 (M+l) 

#) [0155] mmm 122 

MASS (APCD : 610 (M+l) N-[2-(3-TS 7 ^ =T ^ S ~7 ^=-M-K-[A- {2 % - 

[oi5 2] mmm us * v^^-7^=-^)^<> -n' - a , 2, 3, 4-r h7tK 

N-[2-(3-T ^7 > f;V7xy 7x^;w]-N-[4-(2'- p^fy^y ]) J)*9*/lsT% K h y 7 /u^* p 

^ ^/>^^^yU)^>'^/U]-N , -(4-7^^^t 6 ^^v ? /) l&fi : 3. 3 mg 

^^^7; K hy^/^n^JS HPLC (220 nm) : Jffift 89 % (flM*l$W|: 3.329 
IRS : 28 mg 

HPLC (220 nm) : 81 % (ftfJBSK: 3.423 MASS (APCD : 626 (M+l) 

§6ife#J 123 

MASS (APC1 + ) : 639 (M+l) 30 N-[2-(3-T S J * f-fls? a / 7 /U] -N- (4- (3' - 

117 ^jn-^^v -N' - (2- 7 P ^ is is/U) *9 *sls 



N- [2- (3-T ^vu 7xy^^)7x^;U] -N- [4- (2' - X ^ K hy7;utof 

^ f ;l/7 x^/l/J^y^-N' -(1, 2, 3, 4-f h7t Ko llXffl: : 1.6 mg 

>f V^r/ y;)^^^7; K h V y^^mmm HPLC #W (220 nm) : 100 % (teWpBSW}: 4.21 

«Xift : 23 mg 6 #) 

HPLC (220 nm) : J^fi^ 84 % (£M$BSfffl: 3.696 MASS (APCD : 594 (M+l) 

5M [0156] Hlfefl 124 

MASS (APCD : 610 (M+l) N-[2-(3-7 ^ ^ f ;W7 x y V) 7 x^;V]-N-[4-(3' - 

[0 1 5 3] mmm 118 f x^;l/)^y;;;U]-N , -(2- h y 7^tny f /^^^ 

n-[2-(3-t ^yy ^-?vy ^.y ^-v-) v^^yu]-N-[4-(2'- 40 ao^^^t ^ K hy7/utoKit 

^ h^V^in^/U)^>'^yU]-K , -(2-7/^n^<>'v>/U) l&fi : 2. 2 mg 

J*^»T * K h y -7fr*uffim& HPLC (220 nm) : 100 % (ft^M: 4.34 

IRS: 1.8 mg 6 #) 

HPLC ftffi (220 nm) : 98 % (G^B^: 4.220 MASS (APCD : 644 (M+l) 

&) mmm 125 

MASS (APCD : 618 (M+l) N-[2-(3-7 S J * * y ^rvO 7 x.nA0-N-[4-(3* - 

mmm 119 ^ x^^^v^-n' - d-r ^ ^ ^vr ^ k 

K-[2-(3-T ^ yyf;U7xy^rV)7x^]-N-[4-(2'- h V ~7^ul 



* h^i/7x^;u)^y^;U]-N'-(2- h y 7/V^py f HXfii : 1. 7 mg 

yU-0-^/U)^^^»-r ^ K h y ^/^Dg^^i^ 50 HPLC (220 nm) : 99 % (^^^: 4.289 
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ft) 

MASS (APCF) : 602 (M+l) 
[0 15 7] 126 

N-[2-(3-T ^> f/U7 3i 7 3r vO 7 zcn/U]-N-[4-(3' - 
^m-yU) ^Vvori/] -N' 7 ^/)^^ > 

k h y 

UXfi : 2. 1 mg 

HPLC (220 nm) : 92 % (teJ^B^: 3.268 

#) 

MASS (APCD : 631 (M+l) 

^n-yl^^iMO-N' -(1,2, 3,4-7" h^t Kp-T V^r 

y yyj^^-yy/^ k h y ^^^-pft^ 

HXS : 2. 6 mg 

HPLC ft$f (220 nm) : 100 % (^^P^: 3.53 

9 ft) 

MASS (APCD : 602 (M+l) 

[0158] mm&l 128 
N- [2- (3-T ^ y > tVU -7 y ^ » y m - /u] -N- (4- (-< 
^Vy=7 >-2' ->T > -N' - (2- 7 /UtJ" o i? 

;\s)*9*/>>T^ K by^/^cig^K^ 
HXffl: : 1.3 mg 

HPLC 4MJf (220 nm) : 99 % (ftfifHtlW: 4.408 

ft) 

MASS (APCD : 628 (M+l) 

m&m 129 

N-[2-(3-r ^ y y ^/u^ ^ y ^r^» ^^n^]-N-[4-(^ 

>'V r ^7>'-2 , -^/U)-<>'>?/U]-N , -(2- h y 7;^d> 
ijXift : 1.0 mg 

HPLC ftffi (220 nm) : fcfc^ 98 % (ft^lffl: 4.513 

MASS (APCD : 678 (M+l) 
[0159] 130 

n- [2- (3-r ^ y y f;>7 ^ y -» 7 m -n- [4- (-< 

y/77 >--2 ' -- f /U) > /U] -N* - ( 1 ->f > y ^ /!✓) ^ ^ 

~»-t $k h y y^^mmm. 

*tXa : 1.2 mg 

HPLC (220 nm) : 98 % (ftfif^lffl: 4.479 

#) 

MASS (APCD : 636 (M+l) 
^Jft« 131 

n- [2- (3-r ^ y y tVu:7 ^ y 3r >0 ^ m —a-] -n- [4- (-< 
^yj^^-yyr^ K hy7;^nSi« 

4Xi& : 1. 6 mg 

HPLC fttir (220 nm) : fcfcg 99 % (fitf*BSIffl: 3.528 
#) 

MASS (APCD : 665 (M+l) 
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[0160] mfe&l 132 
N-[2-(3-T ^ y y f^7 xy^y) 7^^yU]-N-[4-(^ 
y/77>-2' — T /b) ^< > VVU] -N* -(1,2, 3, 4-T" h7t 

Kn>ry*y yy)^^yyr^ k hy7;^pftg 

liXS : 1.2 mg 

HPLC (220 nm) : ffig 99 % (GM$BfP*fj: 3.776 
#) 

MASS (APCD : 636 (M+l) 

io mmm 133 

N-[2-(3-T ^ y y ^^7 x/^ry) 7^^/b]-N T -[4-(3' - 
h y 7;u^-p > ^7x^;i/)^y^v]-N' - (2-7/u^- 

l&fi : 23 mg 

HPLC (220 nm) : fc£S 92 % (^^^^: 4.420 

ft) 

MASS (APCD : 656 (M+l) 

[0161] mm.m 134 

n- [2- (3-r ^ y y ^/uy xy^y)7x^] -n- [4- (3* - 

20 h y 7;W^ p > f/!/7 x - ;U) - (2- h V ~? 

;u^- p ^ ^ ^ y >7 ^ K hy7;u^p 

@£§£^ 

lfcfik : 25 mg 

HPLC fttif (220 nm) : Jffift 91 % (fife^^ffl: 4.534 
#) 

MASS (APCD : 706 (M+l) 

mmm 135 

n- [2- (3-r 5; y y tvu 7xy^y)7x^] -n- [4- (3' - 
hy7/^p^f;U7x^i/)-<y v^u] -N* - ( 1 -4 > ? 
30 ^u)^^y>7; K h y :7Ao*-ngfr^J& 
liXS : 26 mg 

HPLC ftffi (220 nm) : MS 90 % (#«fBS!ffl: 4.491 
ft) 

MASS (APCD : 664 (M+l) 

[0162] mmm ne 

N- [2- (3-T ^ y y x7^y)7x^/U] -N- [4- (3' - 

;vt^7^)^^yy7; k hy7;^pB8i 

flXffl : 30 mg 

40 HPLC ftffi (220 nm) : 81 % (fiHMMH: 3.527 

MASS (APCD : 693 (M+l) 

mmm 137 

n- [2- (3-r ^ y y ^?vy ^j**s)~7^~)v~\ -n- [4- (3' - 

h y 7/l/tny Wx^)^yv/;U]-N'-(l,2,3,4- 

fh7t Kn^y^y yy)x^yy7^ K h y 7^ 
tPiltt 

iRfl : 11 mg 

HPLC ftVf (220 nm) : fc&S 96 % ({^^Btlffl: 3.790 
50 ft) 
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MASS (APCD : 654 (M+l) 

[0163] mum 13s 

N- [2- (3-7>y> ^VU 7x/^rv/)7x -N- [4- (4' - 
Z7jls$-X3 7x^/U)^yi/;!/]-N' -{2-7 jXsjtzi^ls *s)V) 

l&S : 23 mg 

HPLC (220 nm) : jffiS 93 % (««P«fBB: 4.293 

») 

MASS (APCD : 606 (M+l) 

%mm 139 10 
N-[2-(3-T S J ^^/V7x/ *is) ^ ^^/l-]-N-[4-(4 f - 
7/W^-n^^^/W)^<^v?/u]-N , -(2- h y :7/l^ny^ 

iRfi : 23 mg 

HPLC (220 nm) : 88 % (««pl$ra : 4. 406 

MASS (APCD : 656 (M+l) 

[0164] mifcm 140 
N-[2-(3-T ^ J y *f-!V-7 7i^l/]-N-[4-(4'- 
yWyJ-p 7 3i ^^^O'^Uj-N' - (1— f isff^V) *9is 20 

s k h y 7;utDSifi 

Ifcfi : 23 mg 

HPLC (220 nm) : j&ffi 87 % (RfMFlH: 4.365 

#) 

MASS (APCD : 614 (M+l) 

mmm hi 

N-[2-(3-T ^ y y ^A-^^y ^rix)7m^U]-N-[4-(4'- 
7 ;W ^ a !7 ^ - ,u) ^< v ^u] -n» - (4- ^ ^ - 7 *J 

y)^^'»7> K h';7/UtPSil 
Ittfl : 28 mg 30 
HPLC ftffi (220 nm) : 85 % 3.356 

MASS (APCD : 643 (M+l) 

[0165] mmm 142 

N-[2-(3-7 ; / ^ f/U7 x y ^ V) 7 x^;H-N-[4- (4' - 
^/W7f-u^^^/U)^<V^/^]-N , -(l,2,3,4-x h^t K 

n-r y=*y y /)^^^7^ k h y 7;^nsts 

: 22 mg 

HPLC (220 nm) : 80 % (fiy*B*|R|: 3.634 

#) 40 

MASS (APCD : 614 (M+l) 

mmm 143 

N-[2-(3-T ^ J * f;U7xy^f^)7x^^]-N-[4-(l'- 
"J" 7 fvu) ^< is isM -N* - (2- 7 /U>j- n is * ? > is 

IKS : 21 mg 

HPLC (220 nm) : MS 94 % (fi^Bffffl: 4.437 

$» 

MASS (APCD : 638 (M+l) 
[0166] W&!9\ 144 50 
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N-[2-(3-T S J y ^)V7 7 ^=^]-N T -[4-(l' - 

-f- 7 s< is -N' - (2- h y 7;^oyf;^y^ 
/u);*^ >>-T^ K hy7;vtoS8i 
iRfi : 21 mg 

HPLC (220 nm) : 94 % (fiy*«Mffl: 4.540 

») 

MASS (APCD : 688 (M+l) 

mmm 145 

N- [2- (3-T ^ y y f;U7 31 y » ^ -N- [4- (1' - 

i~ 7 ^vV) ^< >- is/U] -N' - ( W ls?^)\s)7,? ^ys'T % K 

h y 7/u*um&#L 

iRfi : 23 mg 

HPLC (220 nm) : 86 % (fitfSBSIffl: 4.695 

#) 

MASS (APCD : 6 4 6 (M + l) 
[0167] 146 

N- [2- (3-T^y y f;U7x7^ri/)7x^;U]-N 
- [4- (1 ' -f 7 ^W) i^/W] -N' -(4-7x^;U 7 v 5 

i&fi : 24 mg 

HPLC #tff (220 nm) : fc&g 89 % (fltfSBSH: 3.547 
#) 

MASS (APCD : 675 (M+l) 

mmm 147 

N- [2- (3-T ^ J y f/U7 m y * v") 7 ai =-M -N- [4-(l'- 
■^7*-/U)'<>'^U]-N , -(l t 2,3 f 4-^ ! t Ka-Y V^r 

y y y)x^ >vr ^ K h y 7;^pM 

: 22 rag 

HPLC 5>^f (220 nm) : 80 % (flfc«fB#!B: 3.803 

5» 

MASS (APCD : 646 (M+l) 
[0168] 148 

N-[2-(3-T ^ y^f^7xyary)7xn/U]-N-[4-(4'- 
y h ~> 7 3i ^/U) v?/U] -N' -{2-7?V^-X2^<ls is/U) 

HXg : 5. 4 mg 

HPLC 5^*f (220 nm) : 100 % (^^8^^: 3.46 

8 

MASS (APCD : 618 (M+l) 

mmm 149 

N-[2-(3-T 5 y y f;W7x7 *is) 7 ^^^]-N-[4-(4' - 

y h :7 m n/u) ^< >- c/^u] -N' - (2- h y 7;i/toyf 

M^;W^^^7 5 K hV 7;i/^-aMt 
IlXfi : 5. 3 mg 

HPLC #$ff (220 nm) : «fl[ 99 % «£f^f?i]: 3.604 

MASS (APCD : 668 (M+l) 
[0169] m&W 150 

N-[2-(3-7^ y J^JU7 zn ; ^ry) y ^^/U]-N-[4- (4' - 
y h >7 3i ^/U) 'O'^/Ul-N' -( W >ynyv) ^ ^ 
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IKS : 6. 7 mg 

HPLC (220 nm) : 89 % (GM$B#fRJ: 3.562 

ft) 

MASS (APCD : 626 (M+l) 

mmm 151 

N- [2- (3-T ^ 7 > f/l^7 7at=i/U] -N- [4- (4' - 

y h^rv/7x -/U)-<>v?/b]-N' -(4-7x fc°^ 7 
y)^^^/; K hy7;^nSiS 
liXffl : 6. 4 mg 

HPLC (220 nm) : 100 % 3.32 

1 #) 

MASS (APCD : 655 (M+l) 

[0170] mmm 152 

N- [2- (3-T ^ V y ^/U 7 m y 3r 7 m ^/U] -N- [4- (4* - 
> h^ri/^^^^^^^/Uj-N' -(1, 2, 3, 4-7" h7t K 

y*y y y)** v>-t $ k h y 7;i/^drs« 

iRfik : 8. 3 mg 

HPLC (220 nm) : ftft 100 % (fttttiFH): 3.57 

6 ») 

MASS (APCD : 626 (M+l) 

mmm 153 

N-[2-(3-7; y >f^7x; 7x^^]-N-[4-(3'- 
y h 3f 5/ 7 m ~/u) v^u] -N* >?/u) 

l|Xi& : 1. 4 mg 

HPLC (220 nm) : «i& 100 % («l*B|PBfl: 3.49 

6 #) 

MASS (APCD : 618 (M+l) 

[0171] mmm 154 

N- [2- (3-T ^ y y ^VU 7x/^y)7x^] -N- [4- (3' - 
y h 3r v- :7 m /U) >?/U] -N' - (2- h V 
/WOv^U) * ^ ZslsT ^ K l> P7/^dM 
HXfik : 1.7 mg 

HPLC #flf (220 nm) : fcfcg 100 % (%W^m 3.63 
1 5» 

MASS (APCI 4 ) : 668 (M+l) 

mmw 155 

N-[2-(3-T S y ^ f /U7 x y ^ry) 7 x^/U]-N-[4-(3' - 

y h^->^^^/w)^<>'v J /u]-N , -(i— r >y^./u)^^ >> 

ifcflr : 1. 4 mg 

HPLC #$ff (220 nm) : fc£S 100 % 3.57 
8 ft) 

MASS (APCD : 626 (M+l) 

[0172] mmm 156 

N-[2-(3-TS y y f/U7xy 3rv0 ^m^/V]-N-[4-(3'- 

y K'>7x^)-<y v^u] -N' -U-^^^yu tv< 7 ^ 

y)^^^r^ k hy7/utpssi 

liXffl : 1.6 mg 
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HPLC ftVr (220 nm) : S&K 100 % (ffir^^fffl: 3.33 

2 #) 

MASS (APCD : 655 (M+l) 

mmm 157 

N-[2-(3-T ^ y y ^/U^ xy^ry) 7x-;U]-N-[4-(3" - 

y h^y 7x^;w) -<y v?^]-N' - (1, 2, 3, 4-f h 7 t K 
p^f y^y y y)*^ >>-t ^ k h y ^/u^nfEg&i 

HXfik : 1.5 mg 

HPLC (220 nm) : 100 % (flM3B#f^: 3.59 

10 0 ft) 

MASS (APCD : 626 (M+l) 

[0173] mmm iss 

n- [2- (3-t ^ y y ^71*7 * y >o 7 * -n- [4- (3' - 

^;yU7x^/U)-<y -N* vvU) 
*^»-T^ K hy7;^nSiI 
: 13 mg 

HPLC ftVf (220 nm) : 100 % (flM^fffl: 3.47 

3 #) 

MASS (APCD : 616 (M+l) 
20 mi&m 159 

N-[2-(3-7^ y >^7xy 7x^;l/]-N-[4-(3'- 

n-^^/^y a^/uj^^v^/^-N* -(2- h y 7;>tpyf- 

Jfcifl; : 13 mg 

HPLC ftffi (220 nm) : 95 % flSfSBSIB]: 3.614 

#) 

MASS (APCD : 666 (M+l) 

[0174] mmm iso 

n-[2-(3-t^ y y ^vu^^y :7:n~/u]-N-[4-(3'- 

30 ^yi-^/i-^ai^^)^^ v^/U] -N' y > 

^T^ K hy7/UtPSf»ffi 
iRffl : 11 mg 

HPLC #W (220 nm) : 100 % (flM*B#|ffl: 3.55 

8 ft) 

MASS (APCI 4 ) : 624 (M+l) 

mmw i6i 

N-[2-(3-T ^ y ^ f /U7 x 7 ^y) 7 x^;U]-N-[4-(3' - 
■frtV ^ )V7 m n/U) ^^VVU] -N' - (4-7 31 fc°^< 7 V 5 

y)^^»T^: k hy7^pRKS 

40 IKS : 11 mg 

HPLC (220 nm) : m& 100 % (flMSBSBfl: 3.31 

0 #) 

MASS (APCD : 653 (M+l) 

[0175] mmm 162 

N-[2-(3-T ^ y y f/U7xy ^y) 7 ^/U]-N-[4-(3' - 

tJx/u ^ x ^<y i/;u] -N* - (1, 2,3,4-r h7t K 
p-r y^y yy)^^yy/5 k hv 7;v + pSS1 

iRfi : 12 mg 

HPLC (220 nm) : Mg 92 % (G^R*^: 3.574 

50 ft) 
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MASS (APCD : 624 (M+l) 

mmm ies 

N- [2- (3-T ^ J * iy^»7x^] -N- [4- (4* - 

llXfi : 5. 2 mg 

HPLC ftffi (220 nm) : MS 99 % «££fB#P^: 3.621 
») 

MASS (APCI*) : 634 (M+l) 

[0 17 6] -$mm 164 
N-[2-(3-T ^ J * ^VUy^ y 7x^;U]-N-[4-(4' - 

^ f ;^f^7 ^<y^;W-N' - (2- h ]) 7ju*v* 

f-ju^^iSju) K bV rTW^pfflSfcifi 

itXS : 2. 9 mg 

HPLC ftffi (220 nm) : MS 100 % (fitfS^M: 3.75 
2 #) 

MASS (APCI*) : 684 (M+l) 

mmm i65 

N-[2-(3-T f/^xy 3f>0 :7^~7K]-N-i;4-(4'- 

y ^ - yu) ^<>^/u] -n' - ( w >^~/u) ;* ^ 

iRft : 3. 7 mg 

HPLC 5>«f (220 nm) : MS 95 % ({KJ^FpI : 3. 755 

MASS (APCD : 642 (M+l) 
[0177] Hfe^J 166 

n- [2- (3- r ^ y y ^vu 7 * y ^ 7 m ~ /u] -n- [4- (4 ■ - 

y ^ ^7zn^-7U)-<> vvU] -N' -(4-^m^/Wt: 0 ^<^ 
: 2. 7 mg 

HPLC (220 nm) : MS 99 % ({ftfSflSRfl: 3.462 

#) 

MASS (APCD : 671 (M+l) 

mmm 167 

N-[2-(3-T $ J *=5-)\s-7 *i/)-7=. :=/U]-N-[4-(4' - 
y f;uf-t7x^/U) ^y^ul-N'-0, 2, 3, 4-r h ^ k 

Ka>< y^y yy)^^>>yr^: K h y 7>v*u\ 



10 



20 



30 



i(Xa : 2. 8 mg 

HPLC (220 nm) : MS 99 % (ftJ^flSIB] : 3. 742 40 

#) 

MASS (APCD : 642 (M+l) 

[0 17 8] MMM 168 
N-[2-(3-T ^ J y zr. J * is) ^^^^]-N-[4-(2' , 

5' -is 7 n p7x^;l/)^y^]-N' -(2-7/l^^o^<>'i/ 
/u) ^ ^ >VT ;K h y 7;utpKfet 
flXfl : 11 mg 

HPLC ftfr (220 nm) : MS 100 % (ftfipKSMH: 3.82 
3 #) 

MASS (APCI*) : 656 (M+l) 50 
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mmm 169 

N-[2-(3-T ^ 7 > f;V7 :n y 3r» 7^n/U]-N-[4-(2' , 
5'-^ n □7x^;l')^y^]-N , -(2- ^ y 7;^n> 
^y^)^^'»7; K h y 7;^pfiil 
liXfl : 1 1 mg 

HPLC (220 nm) : MS 100 % (flfeftHWH: 3.96 

1 

MASS (APCD : 706 (M+l) 

[0 17 9] ^ife^J 170 
N-[2-(3-T ^ y y ^/U^^y ^rv') ^oi^7U]-N-[4-(2' , 
5' -is? o P7x^U)-<y >VU] -N' - ( W >y^./U)^ 
^ >>T^ K h y 7^tnp» 
lIXS : 9. 1 mg 

HPLC (220 nm) : MS 98 % ttSfSBSBJ: 3.910 

») 

MASS (APCI*) : 664 (M+l) 

mmm \i\ 

N-[2-(3-T ^ ;^^7xy^^)7x^]-N-[4-(2' , 
5' -is? a p ^ rr. n ;u) ^< >- *J>)V\ -N' - (4- 7 :n n ^ t°^< 7 
i?y)*n/^T5. K h y 7;^oSiI 
i|XS : 9. 3 mg 

HPLC 5>*f (220 nm) : MS 100 % (fifefttiNH: 3.66 
8 5» 

MASS (APCD : 693 (M+l) 

[0180] mmm 172 

N- [2- (3-T 5 y y =5vw:7 x/^rv/)7x^;U] -N- [4- (2' , 
5'-i/^ pp7x^;U)^y^;i/]-N , -(l,2, 3, A-"r b 9 t: 

Ko>ry^ y y)*^ wr* k h y 7^n| 



: 8. 7 mg 

HPLC $MFf (220 nm) : MS 100 % (ftfipl^lffl : 3.93 
7 #) 

MASS (APCD : 664 (M+l) 
3life«l 173 

N-[2-(3-7 ^ / ^ f /U7 x ; ^rv/) 7 x^^]-N-[4-(3' - 
Tir K7x^/i/)^y v?;u] -N' - (2- ^ /U ^ d ^<>- 

v?/U) ^^^7;K hy u 
HXS : 28 mg 

HPLC (220 nm) : MS 91 % (<£fSBffffl: 3.168 

MASS (APCD : 645 (M+l) 

[0181] mmm 174 

n-[2-(3-t ^ y y f;u7 ^^^/u]-n-[4-(3' - 

Tir hT^ K7x^;l/)^y^]-N'-(2> h !i 7;UtP 
y 7;\^<>is/U) x# islsT * K h y 7si-*vmi&& 
iRffl : 25 mg 

HPLC (220 nm) : MS 92 % («f?B*|ffl: 3.318 

5W 

KWSS (APCD : 695 (M+l) 
^«&^) 175 
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N-[2-(3-T ^ 7 > =f-)^y ^S*Z/) 7rr_^7^]-N-[4-(3' - 
iRift : 13 mg 

HPLC ftVf (220 nm) : 100 % (fiy*«FM: 3.2 

57 #) 

MASS (APCD : 653 (M+l) 
[0 18 2] n&M 176 

N-[2-(3-T ^ J * =f-)V-7 xy^ry) !7 * -N- [4- (3" - 
Tir h7^ K 7 * n/lO V v^u] -N' -(4-7 ^—/l* t°-< 

HXS : 10 mg 

HPLC ftVx (220 nm) : fcfcfi 100 % : 3.02 

0 ft) 

MASS (APCD : 682 (M+l) 

N- [2- (3-T ^ y y 7xydry)7xn/l'] -N- [4- (3' - 
Ti? h7^ K7 x^;U) i/;u]-N' -(1,2, 3, 4-f h =7 



l&il; : 20 mg 

HPLC (220 nm) : fcfcg 88 % (fiH9&>IH: 3.289 

ft) 

MASS (APCD : 653 (M+l) 

[0 18 3] mi&m 178 
N- [2- (3-T ^ 7 y f/U7 ^;*ci/)7zxu =-M -N- [4- (2* - 
^ - ,U) v^U] -tf - (2-7^3- v<ls vVU) 7.$ -si/ 
T^Y b y 7/U*pSSJ6 
itXffl: : 1. 1 mg 

HPLC ftffi (220 nm) : fc&S 99 % (G^Bflffl: 3.461 

ft) 

MASS (APCD : 594 (M+l) 
SttM 179 

N-[2-(3-T * y y f;U7 x y ^) 7 x -N- [4- (2' - 
fx-;l/)Ky^]-N'-(2- h y ^y^cry ^vW<>^ 

ifciS: : 1. 3 mg 

HPLC ftVf (220 nm) : MS 100 % (fifeHrRMQ: 3.48 
4 ft) 

MASS (APCI*) : 644 (M+l) 

[0184] 180 
N-[2-(3-T ^ yyf;l/7xy^ry)7xn;W-N-[4-(2'- 

h y 77U^-oB¥»4K 
JjXil : 1. 1 mg 

HPLC #W (220 nm) : *£S 94 % («rf$B#fffl: 3.54 
6 #) 

MASS (APCD : 602 (M+l) 
181 

N-[2-(3-7^^f;U7xy^y)7x^ /U] -N- [4- (2* - 
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U) ^< > -iV -(4-7 xi ^-/U fc°^ 7^y)^^'> 

y/; K h y 7/u^ogfK4S 

iDiffl : 2. 3 mg 

HPLC (220 nm) : ffift 100 % (tt&RHH: 3. 13 

8 ft) 

MASS (APCD : 631 (M+l) 

[0185] nmm 182 

N-[2-(3-T ^y =f-?V~7 x^y) ^a^/Uj-H-M-G" - 
fx^^y^l-N' -(1, 2, 3, 4-r h7tKD^V^r 

y y ;)^^^7^ K h y 7;utDB8ifi 

iRffl : 1.2 mg 

HPLC ftVx (220 nm) : fc£S 94 % (ftfiH^IH: 3.439 
ft) 

MASS (APCD : 602 (M+l) 



50 



N- (2- 7 D^y >?/U) -4- [jir - [2- [3- (T ^ J * ^vV) 
7xy *V]-4-^ □□7xxi;U]-N'-(9-t^y-9H-7 /U 

(1) 4-[2-[3-(tert-y h ^V^;^/>7 ^y ^vU) 
7xydr^H-^PP7xn;U]7^y» zn^/U^^ 
7^7U(4.6 g, 10 mmol)(Of h7t 77 Xl5ml) 

^y-yu(i5 ni)©««^ijfis: imfc-r v y 

fS(15 ml, 15 mmoD^rSyroLfc. WfejfrfciS'frttSrSia 
jgffiLT, 4-[2-[3-(tert-y h^V*/U^x;U7 ^ y 

f^yxy^vl^-^ DP7x^]7-;y8i(4. 1 

g, 95 %)<D#J|£i&t£Bff 

TcmftVfm c 2 8 h, 7 n 2 a ci t tr 

SSMff: C, 60. 76; H, 6. 26; N, 6. 44. 
SISHB: C,60.84; H,6. 30; N, 6. 39. 

l H-NMR(CDCl,) fi : 1.44(9H, s), 1. 86-1. 99 (2H, m), 2. 
38(2H, t, J=6. 8Hz), 3. 19(2H, t, J=6.6Hz), 4.27(2H, 

s), 5. 03 (1H, bs), 5.45UH, bs) , 6. 23 (1H. bs) , 6.6 
3(1H, d, J=8.4Hz), 6. 81-6. 87 (2H, m), 6. 95-7. 03 (3H, 

m), 7.25(1H, t,J=7.9Hz). 

(2) 4-[2-[3-(tert-^ Y**si3JVi&^)\,T * / * ^>V) 
7s/^^]-Hoo7s=;u]7 ^yggfe(3.9 g, 9 m 
mol), 2-7/^n><y^7;y(1.2 ml, 11 mmol), 
">7y!lyi^^(1.5 ml, ll mmol), hyxf;U7 
^^(1.5 ml, 11 mmol) ^N.N-i/^ ^/U^^^T ? K(10 
ml)Ojl^^^Mr-2^Sif Lfc. R/S«S:7K*-a 

ft^>y*y^7^^D-7h^77>f--cg8u n- 

(2- 7 /U^- D-<> v?^) -4- Of - [2- [3- ( t er t-^ h^r^ 
/U/Jfxi/WT^ y yf;U)7xy^V]-4-^ n P7xr. 

^]]7;;^7; K(2.8 g, 57 noiiliKKtrftfe. 

7E*»«f« C 2 » Ha 3 N 3 0 4 C1F t Lt 
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C,64. 26; H,6. 14; N, 7. 75. 
HSOffi: C, 64. 14; H,6. 10; N, 7. 68. 
l H-NMR(CDCl 3 ) 6 : 1.42(9H, s), 1. 86-1. 99(2H, m), 2. 
20 (2H, t, J=7.2Hz), 3. 17(2H, t, J=6. 6Hz) , 4. 25(2H, 

d, J=6.0Hz), 4.43(2H, d, J=5.8Hz), 4.94(lH,bs), 
6.0K1H, bs), 6.60(2H, d, J=8.8Hz), 6. 79-6. 86 (3H, 
m), 6. 95-7. 12 (4H, m), 7. 21-7. 33 (4H, m). 
[0 18 6] (3) N-(2-^/U^n^>'^)-4-[N , -[2-[3 

-(tert-y h^^^^ur^: ;>^v)7x/^i/]- 

p n 7x^/U]]7^ y/f/UT^ K(0. 6 g, 1. 1 mm 
oi),9-:7/W-uy >--2-#yU^A^ p y K(0. 32 mg, 
1.3 mmol) irN.N-^^/ur-fe h/^ K(20 ml) <Dm&%0 

n-v hi/7 7>{-TfSKt, N- (2- 7 yu^- n ^< >- v?/U) -4 
-W -[2-[3-(tert->^ <?>V) 7 

=n J * V] -4- ^ p p 7 =c ^/W] -N* - (9-*- y -9H- 7 /U^" 
U>-2-*;U3}?^/U)] 7 ^ y y^UT ^ K(0. 72 g, 87 

TC^WiB C 43 H 39 N 3 0«5C1F-1/2H 2 0£ Lt 

Sifeffi: C, 68. 20; H, 5. 32; N, 5. 55. 

MMU'- C,68. 49; H,5. 35; N,5. 33. 

! H-NMR(CDC1 3 ) 5 : 1.42(9H, s), 1.96(2H, m), 2.37(2 

H, m), 3. 86 (1H, m), 4. 01 (1H, m) , 4. 22 (2H, d, J=5. 6 

Hz), 4. 50 (2H, d, J=5.4Hz), 5.20(1H, bs) , 6. 58 (1H, 

s), 6. 74 (3H, m), 6. 96-7. 67 (15H, m) . 

(4) N- (2- 7 )Vlr P 'O' is/U) -4- [N' - [2- [3- ( t er x-Z? V 

^ ~/U]-N' - (9-^-^r V-9H- ^/U^- W >--2-#/I^~/W) ] 
7^y^/U7^ K(0.59 g, 0.8 mmol)C7)2g|^ ^^tK 

=J-)Vzr- — tvU L TN- (2- 7 n^O >>/U) -4- [N' 

- [2- [3- (T S 7 > ^VU) 7x/^r->H^nD7x 

-N' y-9H-y W-^-2-^/^^/V) )7^y 

K J£6£l£(0.35 g, 97 %)<D#i&M 3 &mft*m 

jtmftVfW. Cs 8 lis 2 Na 0« Cl 2 F* I/2H2 0^: Lt 

SUfffi: C,65. 80; H,4. 80; N,6.06. 

HSMffi: C,65. 89; H, 4. 89; N, 5. 84. 

1 H-NMR (DMS0-4 ) 6 : 1. 8 4 (2H, m) , 

2. 30 (2H, m) , 3. 47 ( 1 H, m) , 

3.8 0 (1H, m) , 4. 0 0 (2H, 
m) , 4. 31 (2H, d, J=4. 4Hz) , 

6. 6 3 ( 1 H, s) , 6. 8 7 (1 H, 
m), 7. 16-7. 83(16 H, m), 8. 
5 2 (3H, m) . 

[0187] mmm 1 8 4 
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N — (2 -y/U^-n-<>^yU)-4-[K , -[2-[3-(r 
^■/U) y ^ 7 3r->]-4-^ p u y m^/U]-\'-[[4-(^<>'-tf 
V*yU/fc^UTS ;)7x^/l/]7tf/U]]7; 

(1) 4-T * / 7xn;U^ ji^yunL^ ^^(3.0 g, 17 
mmol), 'Oi? >-^/U^^/W^ P y K (3. 0 g, 17 mmol) 
£N,N-^y f/U7ir h7^ K(30 ml) (D*g-g^j£r^-C2 

h7t Ko77V(50 ml) ir^y — /W50 ml)<£>*& 
«*ClJft3& i^mit-T V y »>A***(50 ml, 50 mmol)£ 

aaraLfe fi»e?tLfejs-&«iS:6o < ct?i«Fraatffu^:. r 
* v-Mfc^A'* »b feS{b u r 4— < isM is* si*** 

-tVT ^ y 7=r.^jumm(3. 1 g, 64 %)<£>[§ ft: 
1 H-NMR (DMSO-da) 6 : 3. 45 (2H, s), 7. 00-7. 13 (4H, m), 
20 7. 49-7. 64 (3H, m) , 7. 76 (2H, m) , 10.26(1H, bs). 

4-^>if y^;U^^;U7 5: y 7 ^ ^71^^(0. 35 g, 1.2 
mmol), K(0. 30 g, 2.4 mmol), N, N- 

^^f;^M7; K(0. 3 ml)c^x hy t Kd77>(1 

«g L tc '& , N- (2- 7 /lod- o ^< >- ^/U) -4- [N* - [2- [3- (t er t 

-y h ^rv^/u^^ywr ^ y y ^/u) y ^y]n-^ p 

P7x^;!/]]7>yyf^7^ K(0. 6 g, 1. 1 mmoDt 
^N-v^y ^-/WTir YT% K(10 ml) SrlDX-fc. 

30 »xf;u-e}(iBLfc ttmatSria^ zK^b^ h y ^ 

A*S*,y7>f>"Cit^Lm M*«»^* r *v'* 

7A^D"7h^77>f-T*3fSliU N-(2-^yU^-P^<> 
v?/U) -4-[N'-[[4-(-<^-^>^/U^^yl-7' ^ 7)7xx 
/U] Tir^^]-N* -[2-[3-(tert-y h ^r^^/U^^^T ^ 

y y ^)7x; ^-v]~4-^ p p 7i^]]7 ^ y 

/V7^ KC0.56 g, 62 %)©*j»*tt@ft:Sr#yt D 
5ctR^«f« C 4 3 H 4 4 N 4 0 7 C1FS • 1/2H 

40 aSM£: C,62.65; H,5.50; N, 6. 80. 
IgSOfi: C.62.84; H, 5. 41 ; N, 6. 68. 
! H-NMR(CDC1 3 ) 6 : 1.43(9H, s), 1.85(2H, m), 2.26(2 
H, m), 3.4K2H, m), 3.65(1H, m) , 3.80(1H, m), 4.26 
(2H, m), 4. 42 (2H, d, J=5. 4Hz) , 5. 21 (1H, m), 6.68- 
7.51U9H, m), 7. 71 (2H, m), 7.92(1H, m). 

(2) N- (2- 7 /U it p i?>V) -4- [N* - [ [4- {f< >H > * f\> 
K~>\<T ;;)7x =->V\ Tir <?VU] -N" -[2- [3- (tert-^ 

h^y^;^^;W7^ y^f-;u)7x/^y]-4-^ p p 
y 3i ~M ] T ^ y Zf^flsT X Y (0. 29 g, 0. 36 mmol) (7)2 
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v?yU)-4-[N' -[2-[3-(T ^ J * ^yiO 7x; 3rv-]-4-^ n 
p ^^^yl^-N* -[[4-(^>-if V^yu^^/UT ^ / ) 7^ 
^]7tf;>]]7;;^7^ K mi^J£(0.26 g, 9 

6 %)<Dft&&&mft&mit t 

jcmftVrffi. (i.H^fcaCUFS-HiOfc LT 
HUffi: C,59. 30; H, 5. 11; N, 7. 28. 
3S80ffi: C,59. 22; H.4.93; N, 7. 26. 

1 H-NMR (DMSO-d* ) 5 : 1.67(2H, m), 2.16 (2H, m), 3.31 10 
(2H, m), 3.46 (1H, m), 3.70 (1H, m) , 4.03 (2H. 

m), 4.26 (2H, d, J=4. 4Hz), 6.81-7.60 (18H, m),7. 76 
(2H, m), 8.39 (1H, m) , 8.51 (2H, bs) , 10.31 (1H, 

s). 

[0188] 3U£#J185 
N-(2-7/U^-o^<>'>?/U)-4-[N , -[2-[3-(r 5vU) 
7xy^ry]-4-^ n n ^^^yU] -N* - [ (2-^ 7 T ir 

(1) N-(2-> f yW^-u^<>'^yu)-4-[N , -[2-[3-(tert-y h 
^v^/Uztf^yUT ^ J * <?/V) 7x/^>]-Hon7 20 
xx;U]]7^yf/U7; K(0. 5 g, 0.9 mmol) , 2-^:7 
^/UT-fe^vi^n y KC0.38 mg, 1.8 mmol) fcN, N-^p< 
^yur-fe YT * K(15 Dl)^ftfrtti<r£&-C2l«nS»L 

Kb, N- (2- ^yu^ p > vVu) -4- [N* - [ (2-*- 7 ^yu) T 

^^yi^]-N'-[2-[3-(tert-^ h^r'>^y^^yUT^ y > 

^yU) 7x;^>]-Hno7x^]]7;y z/^yUT 30 

^ K(0.57 g, 87 »0#j£i!M£B#fr»£. 

7t§i^>#HS C4.H,,N 3 Q.ClF-l/4H,0fc LT 

Sl&ffi: C,68.90; H, 5.85; N, 5. 88. 

USSIfi: C, 68. 94; H, 5. 96; N, 5. 78. 

l H-NMR(CDCl 3 ) 5 : 1.43(9H, s), 1.84(2H, m), 2.25(2 

H, m), 3.67(2H, m), 3. 74 (2H, m), 4. 19 (2H, d, J=5. 8 

Hz), 4.44(2H, d, J=5. 6Hz), 5. 02 (1H, bs), 6.65-6.78 

(4H, m), 6. 97-7.48(12H, m), 7. 66-7. 83 (3H, m) . 

(2) N- (2-!7yloj- P 'O' isjU) -4- [N* - [ {2--T y^?V)T^i 
^yW]-N'-[2-[3-(tert-y h v^yl-tf—yUT ^ / * 40 
/U)7x7 =*f i/] -4-^ u p 7 x - ,u] ] r ^ J y^yUT 5 
KC0.33 g, 0.46 mmol)<D2S3e *{b*ai ffl«:n?vuaS 

*(2 nl)«r*S-ei«FW«»Lfc. RJE*«:WEET«* 

L TN- (2- yfr* u v^yu) -4- [N* - [2- [3- (7^7> 
^yU)^^y ^r->]-4-^ o 07x^yU]-N'-[ (2--J- 7 ^> 
yw)Tir^yu]T S / rf^tvr * Y JS^&(0.29 g, 95 

5c*^*ffi C^H3«N 3 ftCl»-F-l/2H,0fc UT 

C65.95; H, 5. 38; N,6. 41. 50 
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^l®Hg: C,66. 13; H, 5. 26; N.6.41. 
1 H-NMR (DMS0-dt ) 8 • 1.73(2H, m), 2.21(2H f m), 3.46 
(1H, m), 3. 64 (1H, m), 3.80(1H. m), 4.0l(2H. m), 4. 
27 (2H, d, J=5.0Hz), 6.85(1H, m) , 6. 98-7. 54 (14H, 
m), 7. 77-7. 90(3H, m), 8.44(1H, m) , 8. 60(2H, bs). 

[0 18 9] HiS«186 
N-(2-^yu^-n^<Vv?yu)-4-[N , -[2-[3-(r ^yv) 
7x/^y]-4-^nD7x^/U] -JT - [ [4- (2-* V f o 
y y-l-^ ^) 7 x 7-tr f ;u] ] 7 ^ y /f^7 ^ 

b 

(1) 4-T S y yi^^ ^^/u^^^yu(2. 0 g, n 

mmol), 4-7n^7?^m ^vU:n;*7VU (8.7 g, 45 m 

mol), ^^y ^^(2.3 g, 17 mmol) fcN, 

yUi^T ^ K(50 ml)Ofi-&ttS:60 < C:-C24«Fma»Ufc. 

p-^ h^7^>f — ttSU 4-[4-(^ h^rv^yu 
y^(2.4 g, 74 %)<Dmvt«i*mtz. 

l H-NMR(CDCl 3 ) 5 : 1.25(6H, m), 1.94(2H, m), 2.41(2 
H, m), 3. 16 (2H, m) , 3. 48 (2H, s), 3. 70 (1H, bs), 4.1 
3(4H, m), 6.56(2H, d, J=8. 6Hz), 7.08(2H, d, J=8. 6H 
z). 

(2) 4-[4-(m h^->^?yU7^^yuy ^ju) ^^^.yu]T ^ J 
■JZ^tifc ^^/Uoi^-ryU(2. 4 g, 8.3 mmol), ^MitT 
hy>A«ffi(0.5g, 12 mniol)©f H7kKo77y 

(50 m\)u^m^Mm^T\c\s^mmw^ti t &fcm 

— [4-(2-^yt°p y ^y-W;u)7x^] 
^® ^^yu^^-^yu (1.2 g, 59%)(D@*^#fc. 

63-65t: 
7C*5>«ffi Q 4 Hi 7 N0 3 fc ur 
Siafi: C68.00; H,6.93; N, 5. 66. 
mm&'- C,68.07; H,6. 69; N, 5. 71. 
1 H-NMR (CDC1 3 ) 5 - 1.24(3H, t, J=7. 2Hz), 2. 16(2H, t 
t, J=7.0, 8.0Hz), 2.6K2H, t, J=8. 0Hz) , 3.59(2H, 
s), 3.85(2H, t, J=7.0Hz), 4. 14(2H, q, J=7. 2Hz),7.2 
9(2H, d, J=8.4Hz), 7. 57 (2H, d, J=8. 4Hz). 

[0 19 0] (3) [4-{2^yt°Dyv?y-W/U)7x 
— zz.^)\,zr-*=r)\,{$. 97 g, 3.9 miuo DCD^T Y"7 
b Ko77y(20 ml) fc^i^y — yW(20 mDO^^fCljg 
^ i^mt-T V y ">AtJc^(10 ml, 10 ramoD^^Db 

^-^^y-y^^^^bLT[4-(2-^-^yb°P y ^V- 



( 68 ) 



2000-191615 



133 

H;U)7x^]S^(0.5g, 57 »©Htt*r1»fc. 

ffli& 171-172T: 

TC^f ##rffi C, , H» 3 NO, £ IT 

Slfeffl: C.65. 74; H, 5.98; N, 6. 39. 

Hfflffi: C.65.84; H, 5. 74; N, 6. 43. 

! H-NMR(CDC1 3 ) 6 : 2. 05 (2H, tt, J=7. 0, 8. OHz) , 2.48(2 
H, t, J=8.4Hz), 3.53(2H, s), 3. 81 (2H, t, J=7.0Hz), 
7. 24(2H, d, J=8.4Hz) f 7. 58(2H, d, J=8. 4Hz) , 12. 3(1 

H, s). 

(4) [4-(2-t^yt°o y^y-H^)7i^]»(0. 
54 g,2. 4 mmol), tHP^oy K(0.62 g, 4.9 mmo 
1), N\N-v>y fvU*/l^T^ K(0. 5 ml)Ofh7t: Kp 

J£T( CfRm L N- (2- 7 /U^- p -<>-vvW) -4- [N' - [2- 
[3-(tert-^ b ^r\/id)V^=~)VT ^ / ^ ?VU) 7 =. J * 
V]-HDn7i^]]7;/yW; K (0. 66 g, 

I. 2 mmol) tN,N-^ f^7* h7 ^ K(15 mD^D^l 
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>f — U N- (2- p -O' v^U) -4- [N* - [2- [3- 

(tert-y h^i/*^=;U7 ^ 7 y ^7x7^^-4 
p P7x^;l/]-N'-[[4-(2-^-^yt°P y v^-W 

/u)7m^7w]r-fe^/w]]r 5;y zf^^r % K (0.47 g ,5 
1 fi^fefittlft^Sfc, 

7C§!f ##Htt C 4 . H 4 , N 4 0 6 C1F£ LT 
mWtW- C, 66.25; H,5.97; N, 7. 54. 
^SHfi: C, 66. 01; H, 6. 15; N, 7. 30. 
'H-NMRfcDCl,) 5 : 1.42(9H, s), 1.83(2H, m) , 2.19(4 
H, m), 2. 60 (2H, m), 3. 46 (2H, m) , 3. 71 (2H, m) , 3.83 
(2H, m), 4. 26(2H, d, J=5.8Hz), 4. 44 (2H, d, J=5. 8H 
z), 5. 33 (1H, bs), 6. 70 (1H, bs) , 6. 83-7. 32 (13H, m), 
7.48(2H, m). 

(5) N-(2-7/U^-p^<>'v ? /U)-4-[N'-[2-[3-(tert-^ h 

^ v^^^yvr ; ^ f^) 7 x ; ^->]-4^ 

^ - /U] -K* -[[4-(2-t^7 t e u y ;/y-W/U) 7x^ 
/W]Tir^/U]]T -J^?VT ^ K(0. 28 g, 0.37 mmol) 

#Lfc«, ai^ni— T-zU-eaci^LTN- (2-7 /U^-p^< 
> -4- [n' - [2- [3- (r ^ y y ?vu) 7 * y ^ >] -4- ^ 

O0 7i^u] -N" - [ [4- (2- fc° p y v> >-W ;U)7x^ 
;v]7tf;i/]]7^yyf;u7^ K i£^J£(0.24 g, 94 

5cfK##Hff Ca 6 Ha ? N 4 0< Cl 2 F* 1/2H2 0<t LT 

JSttfll: C, 62. 79; H, 5. 56; N, 8. 14. 

3l$Mn£: C62.93; H, 5. 58; N, 8. 16. 

l H-NMR(DMS0-de) 6 : 1. 75 (2H, m), 2. 10 (2H, m), 2.23 

(2H, m), 2. 54 (2H, m), 3. 46 (4H, m), 3. 84 (2H, m) , 4. 



08 (2H. m), 4.3K2H, m), 6. 91-7. 06(15H, m), 8.47(1 
H, m), 8. 61 (2H, bs). 

[0191] mmmisi 

2-[N-[3-(r ^ y y ^-jv) y*. y **>]-4-* p p 

/U] -N- (4-7 31 ^;U^>-yV ;V)]7^7 ^=f-)Vj3 /Us< * 
2- 7 /UTh p ^< >- vvW:n tvV J^^J^ 

(1) 3-[N-[2-[3-(tert-:/ h^^/U^7^ /^f 
;l/)7xy ^r->]-4-^ P D7x^/U]]-N-(4-7x^ 
>^A^1T ^ y ^p t°^^(0.8 g, 1.3 mmol), 

10 ^^U*** y ;U7^ K(DPPA) (0. 56 g, 2.0 mmol), h 
y oi^/UT S y(0. 17 g, 1.6 mmol) irN.N-^y ^/U^/U 
AT;K(5 ml)OJB'&*«:aia-Cl«FlB«»bfc i RJfc 

©^Lfco h/u^^(20 ml)Sr^DX.T, 

f^i^2-7/U^P^<>'v ; /UT^^— ;U(0.42 g, 3.3 mmol) 

20 ffi^, i*S8v^i/^AtR(SL, L 

SiU, 2-[[N-[3-(tert-7 P h v^^/U^^U-T ^ 7>f 
/W) 7^y ^rv^]-4-^ P P7xx;V]-N-(4-7x^;^>' 

/Urc^x/u(0. 37 g, 38 %)<D$E1&&1£mfc&&tZ t > 
TtrnftViW C 4 ! H, , N 3 0 6 C1F- 1/2H 2 O^tt 
Slratt: C,67. 16; H, 5.50; N, 5. 73. 
^SUffi: C,67. 47; H, 5. 66; N, 6. 13. 
l H-NMR(CDCl 3 ) 5 : 1.43(9H, s) , 3. 51 (2H, m), 4.00(1 
30 H, m), 4. 17 (3H, m) , 4.88(1H, bs) , 5. 09 (2H, m) , 5.6 
3(1H, bs), 6.47UH, m), 6.56(2H, m), 7.00-7.59(17 
H, m). 

(2) 2-[[N-[3-(tert-y h ^^*/^-^7 ^/U) 
V arv-]-4-^ p P^^^/U]-N-(4-^m^7U^<^y r 

^^^^(0.25 g, 0.34 mmol)^2^AE ifrfbzK* »^ 

/ut^#ut2-[[n-[3-(t ^ y y 5vu) ^^y ^v]-4- 

40 ^ p d 7 x^;i^]-N-(4-7 x^;i/^y y>f ;u) ] 7 ^ 7x 

f;u*;w^ KS£ 2- 7 ^ a ^ 

(0.22 g, 99 »0*»fittH*4:»fc. 

7C*5>Wffi C 3 0 Ha 2 N 3 0 4 Cl 2 F • l/4Hz 0 L T 

S^flS: C,65.0l; H,4. 93; N, 6. 32. 

iif: C,64. 87; H,5. 00; N, 6. 70. 

'H-NHRQHSO-cW) 6 : 3. 32 (1H, m), 3. 52 (1H, m), 4.04 

(4H, m), 5.08(2H, s) , 6.63(1H, s) , 6. 78 (1H, m), 7. 

21-7. 28 (4H. m), 7. 42-7. 69 (14H, m) , 8.60(3H, m). 
[0 19 2] I^S&^J188 
50 N-[2-[3-(T ^ y y ^/U) 7^ y ^v/]-4-^DD7x^ 
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/U]-N-[2-(3-:7 xn/i,yf !J;u)7^ m^,u]-4-^ ^ 

(1) 3-[N-[2-[3-(tert-:/ h * vOfc/Ustf ^A-T 
7U) ^zny 3r->]-4-^ d D7x^;l/]]-N-(4-7x^;U^ 
y/>f^)]7;y/o fc^t^O.O g, 1.7 mmol), i?7 
x^;^^/M;;U7^ K(DPPA) (0. 73 g, 2. 6 mmol), h 
yni^ur ^ X0.21 g, 2.1 mmoD^N.N-v^y ^/M^U 

m\Z9-7/ls* $ J — yu(0. 33 g, 1. 7 mmol) £8s 

R«?»«r»aa, *i:a?Sixf;i/-catULilS:, ttffi 

h? : 7 7 4—-effimu 2-[N-[2-[3-(tert-^h^fV 
^;Ufc;U7; / y ^U) ~7 ^ J a p7x^ 

/u]-n- (4-7 a —/U'O ;/v ^) ] r ^ y ^^vi^/w* * 

9H-^/U^U^-9~-f/uy ^/U^^^/U(0. 81 g, 61 

7C§£##H6 C 48 H, 4 N 3 0 6 C1-H 2 0<t LT 
Sttlil: C, 70. 97; H, 5. 71 ; N, 5. 17. 
Haijffi: C, 71.03; H.5.66; N, 6. 48. 
^-NMRCCDCIJ 5 : 1.40(9H, s), 3.49(2H, m), 3.98(1 
H, m), 4. 14 (4H, m) , 4. 26(2H,m), 4. 79 (1H, bs), 5.80 
(1H, bs), 6. 45 (1H, m), 6.57(2H, m), 7. 00-7. 58 (19H, 
ra), 7. 75 (2H, d). 

(2) 2-[N-[2-[3-(tert-^ Y**sl3>Vi£~)VT X J 

^y]-4-^ p a ^~/u]-$-(4-7 zr.=-;i"<i/ 

^/U^^-jU^l^jU(0.65 g, 0. 82 mmol) t fc^ U v^V 
(0.5 ml) CD N,N-^^;UA7^ K(10 ml)®fflc£:S 

(C3-7x^-n^y;U^uy K(0. 3g, 1.6 mmol) £N, 
K-^f/U7-bh7 5 K(10 ml)^x.^. ^^HAc^ 

9*S:vy*y;u*9A^ pvh^77>f-t^KU 
N-[2-[3-(tert-y h ^^^^-^7 ^/U) 7 m 

y^i/]-4-^PP7x^ /U] -N- [2- (3-7 en — /UT^ ]) 
MT ;;xf/u]-4-7x^MyX7 5: K(0. 1 g, 17 

, (3) N-[2-[3-(tert-7' h ^v'*/^^/V7 
7xy^V]-4-^nP7x^/U] -N- [2- (3-7x^1/ 7^ 
!i;U)7^ yxf ;U]-4-7x^;U-<yX7^ K (0.1 g, 
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0.14 mmol)C02S^ mtfrm g*fi|3i^yU^fS(4 ml) £ 
£fi-Cl«MBI«J*Lfc. RitSSrWgETaiBLfc. tfffl 

-[3- (7" ^ y y ^yU) 7x7 ^V]-4-^ p d7x^1/]-N- 

[2- (3-7 x ^.juy^- y ,v) t % y 3i^-yu]-4-7 ^i^7U-< 

>X7^ K J£Kifi (0.087 g, 95 %)<Dft&i&im{*&m 
tz. 

S^®: C.67.85; H,5.84; N,6.25. 
10 HSffi: C,68. 14; H,5. 75; N, 6. 30. 

'H-NMlUDMSO-d*) 6 : 1. 16 (3H, d, J=7. 0Hz) , 2. 33 (2H, 
m), 3. 15(2H, m), 3.50(1H, m), 3.91 (1H, m) , 4.03(2 
H, m), 4. 40 (1H, m) , 6.64(1H, bs), 7. 20-7. 68(1 9H. 
m), 8. 16 (1H, m), 8.52(2H, bs). 

[0 1 9 3] Httft|189 
N-[2-[3-(T ^ 7 > W7xy *->]-4-* p p 7^ 
AO -N- [3- [ (2- 7 /U^- P7x^7t ^yU) T ^ y ] 7" p 
t>]-4-7x^;u-<yX7 S K 

(1) 4-[N-[2-[3-(tert-7 P h^^^^U7> y y ^ 
20 ^7x7 ^r>-]-4-^ P P 7m=:yU]-N-(4-7:n~yU'<>' 

V^A-)]T ^y^^^(0. 88 g, 2.1 mmol), ^7^^ 
^^^^y/UTv? K(DPPA) (0.59 g, 2.2 mmol), h V 
f;U7^y(0. 22 g, 2. 2 mmol) £N,N-v?y f;U^yUA7 

^ k(io mi)<nm&&&mmxmmM&i,ti. &&&& 

LfCo h^^>-(20 ml)^Anx.T, S-^ixfcJS 

-7;U^"U^;U^ ^y — /l-(0. 28 g, 1.4 mmol)^^DL 
30 T, E^i2B#(?fliSSKLfc. R/£«Srftai«, 7k(ca^P 

[N-[2-[3-(tert-^ K v-^yU/K^/UT ^ y y ^yu) 7x 
y 3rv/]-4-^ p n7x^]-N-(4-7x^;^>/^f 

yu)]T ^ y >^p tf/u^/u^^ 9H-7yu^-u>--9— r 

yU^^yUzn^^U( 0 .66 g, 57 %) <0&1& &&&&&& 

1 H-NMR (CDC1 3 ) 5 : 1.43(9H, s), 1.77(2H, m), 3,38(2 
40 H, m), 3.81 (1H, m) , 4. 17-4. 26(4H, m) , 4.36(2H, m), 
4. 87 (1H, bs), 6. 02 (1H, m), 6. 40 (1H, m), 6. 57 (2H, 
m), 7. 01-7. 79(21H, m). 

(2) S-CN-te-CS-aert-T' b*i/# ^tf-sUT 
/1/)7xM^]-4-^pd7x -N- (4- 7 x ^yu-< >- 

yu)]r ^ y 3i^vio&/w<* 9H-7/u^i/>--9- 

^f/wy ^-JU^^/U(0. 65 g, 0. 8 mmol) t b D ^ y is>(0. 
5 ml)(D N.N-^y ^/V&tVJtsT X K(10 mD^^^^M 

-ci^raai^Lfe BK^^-ctt 

50 ^i/?At«lt «EET«cj(HBLfc«. 
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2-y jVjrny ^^/UTir^yl^^ u y K(0. 28 g, 1.6 mmo 
l)4:N t N-'5^7vuT-fe K(10 ml)**nx.fc. £J<b 

KU N-[2-[3-(tert-y h^rV^^^yUT^ y >^ 
;U)7x/^i/]-4-^ a a 7 a:^/U]-N-[3-[(2-7/U^n 

K(o.28 g, 48 %)<D&&&&mt£*ntz. 10 

7cSf#W«[ C 42 H 41 N 3 0sClF-l/2H 2 0^ LT 

S3n1B: C.68.98; H, 5. 79; N, 5. 75. 

Hiffilffl: C.69. 37; H,5.84; N, 5. 74. 

l H-NMR(CDCl a ) 5 : 1.43(9H, s), 1.73(2H, m), 3.62(2 

H, s), 3. 72 (1H, m), 3. 85 (1H, m) , 4. 13 (1H, m) , 4.20 

(2H, d, J=6. 4Hz), 4. 91 (1H, bs), 6. 37 (1H, d) , 6. 55(2 

H, ra), 6. 87 (1H, bs), 6. 99-7. 59(1 7H, a). 

(3) N-[2-[3-(tert-y h ifjJ/UtiSz=./UT ^> ^/U) 

7xy^r^]-H p n^m^/U]-N-[3-[(2-> r ^^n ^ 

^=.jU)T^^-^T 5 y]7 p o 20 

5: K(0. 18 g, 0.25 mmol)CD2m^ mtfoB f^St^^ 

L TN- [2- [3- (T S y y 3vU) 7x;^>]-Hdu 
7x^/V]-N-[3-[(2-7;^P7x^/U7t ^/U) T ^ 
y ] / n t>]-4-7 x x;u^y XT ^ K J^K^(0. 16 g, 
95 »(0#»*ttBff*:#fc. 
TG^flfffi C,H,iN,0,Cl,F-l/2H»0i: LT 
S^ffi: C, 66.57; H, 5.28; N, 6. 29. 

3lffl!jffi: C,66. 77; H, 5.20; N, 6. 24. 30 
"H-NMRffiMSO-dJ 5 : 1.75(2H, m), 3. 15 (2H, m) , 3.49 
(2H, s), 3. 81 (2H, in), 4.02(2H, m), 6. 58 (1H, s), 6. 
69 (1H, m), 7. 09-7. 68(18H. m) , 8. 25 (1H, m), 8.54(2 
H, bs). 

[0194] 3li&#J190 
N- (2--7)V^r n Ky^) -4-[N'-[2-[3-[(lS)-l-T S J 
Ji^/U] 7x7 ^r->]-4-^ n D7x^]-N'-(4-7x^ 
;^y^;i/)]7^y7 r f;V7^ K 
(1) (S)-l-{3-^ h^^7xx;U)xf;U7^(10 g, 6 
6 mmol)£)v^any *>(100 mO^&lCHlJfb* 40 
(19 ml, 200mmol)(Dv ? ^ n d> ^ >- (50 ml) &%i$:-78X: 

WBETfcfilBLfc. S®W:rh7t Kd77^(2 

00 ml) , h y xf;U7 5 > (33. 4 g, 330 mmol) ~&m. 
v ? -tert-^^U(14. 4 g, 66 mmol) £-/jnx./c 6 #£>Hfc 

m^mm-* ?*~><>j* x~m& kje 
tsslt, ^^>y*y^7^^p-7ht/77 so 
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>f— -CfifRUfc. (lS)-l-(3-t Ko^r^7xnyl,)xf 
/U;&/W^ tert-^^^^X/U(13.4 g, 85 %)<D 

1 H-NMR(CDC1 3 ) 6 • 1.42(9H, s) , 1.45(3H, s), 4.72(1 
H, m), 4.8K1H, m), 5.92(1H, bs) , 6. 68-6. 84 (3H, 
m), 7. 17 (1H, m). 

(2) 4-^PP-2-7;VtD^hD^y^y(10.4 g, 59.2 
mmol), (lS)-l-(3-fc K P '>7 x - ;U^;W< ^ 

Kg£ tert-y^/U^i^^/U (13.4 g, 56.5 mmol),#^ 

#y £M9.4 g, 68 mQl)bti,K-i?M ?vu*/UAT * K 

(150 mDojs^srioonc-eiieragi^Lfe. R/S«£i$ 

i^SfeSLt, (lS)-(-)-l-[3-(5-^nn-2-= hn7 
x7^ri/)7xx;l/]xf-;^/U/^ K68 tert— ^Vl* 
^ir/U(l5. 7 g, 71 »£>«giSl«:#fco 
SL£ 94-96'C 

[a ] D 2A -50° (C=0.5,MeOH) 

7C*#*Hfi d.ft.fcObCli: LT 

S^lff: C.58.09; H,5. 39; N, 7. 13. 

^fflffi: C, 58. 05; H, 5. 29; N, 7. 10. 

l H-NMR(CDCl 3 ) 6 : 1.4l(12H, ra), 4. 79 (2H, m), 6.93- 

7. 42 (6H, m), 7.94(1H, d). 

[0 19 5] (3) (lS)-(-)-l-[3-(5-^np-2-^FD7 
x;dr'»7x^]xf;^;l//^ KS£ tert-y^/U 
rcX^M3.5 g,8.9 mmol)cDg^^^^-yU(50 ml)jgJKfc:5 

n-v h^7 7^-T*tlU (lS)-l-[3-(2-T^ 
y-5-^DD7xM'»7x —/U] 3i ^VU;*7 /W^ ^ Kg£ 
tert-^/loi;*7VU(3.2 g, 99%) (D^J^^^^ 0 
! H-NMR(CDC1 3 ) 5 : 1.41(12H, m), 4. 79(2H,m), 6.93-7. 
42 (6H, m), 7.94UH, d) . 

(4) (lS)-l-[3-(2-T ^ y-5-^ ci P7x;^fy)7xx 
/U]nL^;lsjj;Us<* tert-y^/Umj^ 7^/1^(3. 2 g, 

8.8 mmol), 4-^0^1 ji^vloc;* -^r/U (14 g, 70 mm 
ol), fcmXV ^^(3.6 g, 26 imol)iN,N-^y7vl'# 

/^7^; K(50 mD^^^sorrMs^^u^ 

h^77>f- T-fiJ5!i L, 4- [N- [2- [3- [(IS) -1-tert-^ h 
^r->^yV^^/UT ^ / m^-yU] 7x7 v-]-4-^ n P 7 
xx;u]]7-; ygggt ^^^^X/K2.8 g,66 %)<DiA 

1 H-NMR(CDC1 3 ) 6 : 1.24(3H, t, J=7.0Hz), 1.41(12H, 
m), 1.95(2H, m), 2. 38 (2H, m), 3. 19 (2H, m), 4.10(2 
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H, q, J=7.0Hz), 4. 22 (1H, m), 4. 79 (2H, m), 6.64(1H, 

d), 6. 75-6. 85 (2H, m), 6. 95-7. 07 (3H, m), 7.28UH, 
m). 

[0 19 6] (5) 4-[N-[2-[3-[(lS)-l-tert-:/ h^>;& 

yiSiH ^^/U^^7^/l-(2.8 g, 5.9mmol), 4- 
7i^y/>f;^o!J K0.5 g, 7.1 mmol)£N,N- 
^f^7t hT ^ K(50 ml)<D^4fc£^T*3B#fSMt 

»mfR*ria^ h y v-cft 10 

#Lfc@L 

-OfifRU 4-[N-[2-[3-[(lS)-l-tert-^ h^r^/l/^ 
/U7 ^xf^]7xy^r'>]-4-^DP 7x^;U]-N-(4- 

7x^My/>f/v)]7;;ii ji^-/u^i^^/u(3. i 

g, 80 %)<Dffitt«S:#fc. 

7£*^*fffl Ca « H4 1 N 2 0» CI • 1/2H» 0£ IT 

JffitMS: C, 68. 51; H, 6. 35; N, 4. 20. 

^UttHfi: C68.80; H,6.63; N\4. 03. 

1 H-NMR(CDCla) 6 : 1.25(3H, t, J=7.2Hz), 1.34(3H, d, 20 

J=7.0Hz), 1.40(9H, s), 2. 00 (2H, m) , 2. 46 (2H, m), 
3.88(1H, m), 4.06(1H, m) , 4. 11 (2H, q, J=7. 2Hz) , 4. 
76 (2H, m), 6. 44-6. 53 (2H, m), 6.66(1H, m), 6.96-7.5 
9(13H, ra). 

(6) 4-[N-[2-[3-[(lS)-l-tert-^ h * v^/Utff^/UT ^ 
J zr. *5-)V\ 7 x / -4- ^ D p 7 x ^/V] -N- (4- 7 x ^ 

>\"<l/V>( !\d]T% SffiM ^=f-/U=c*y^/\s(2. 8g, 4.2 
niraol) Or- h7t Kp77>(50 ml) £ ^ ^ y — (50 m 
l)OflWK^iaffi*IMt-t- h y »AtK^(20 ml, 20 mm 

*fifia6^^^i>A-cft«Lys: B ^T8«tr, 4-[n 

- [2- [3- [ (IS) -1-tert-:/ h^^/^;>7^ y 
;H7x; 3f->]-4-^ D D7x=;U]-N-(4-7x^;^y 
/>f^)]r^iB(2.7 g, 99 %)<Dft&&&fflft&m 

[0 19 7] (7) 4-[N-[2-[3-[(lS)-l-tert-:/ h^v^ 
jV^^fVT % y >V]~7 ; 3rv<]-4-^ P P7x^] 
-N-(4-^oi^i/U-<>'y'>r^)]r ^y §8(^(0.8 g, 1.3 mm 40 
ol), 2-7;l/^P^V^7 ^(0. 25 g, 2.0mraol), 

^ K(WSC)(0. 49 g, 2.6mmol),l-b Kd^V^/ 
h y T ;WtK?P^ (HOBt) (0. 35 g, 2. 6 mmol) £N, N- 
^f;U*/UA7 5 K(10 ml)OS^«b4:Sia"e6^raa 

h^77>f- tMM U , N- (2- 7 A-;*- n i?/U) -4- [N* 
-[2-[3-[(lS)-l-tert-y h 3r A'tf—A'T ^ J 50 
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;U]7x7 >]-4-^ P o7x^]-N'-(4-7x^M 
y^/W]7^yf/U7> K(0.66 g, 70%)<7)^2£i§ J 

[q] d 24 -29° (O0.5,Me0H) 
TcmttVfW. C 43 H < ,N 3 aClF'l/2H 2 0i: LT 
S^^: C,69. 30; H.5.95; N, 5. 64. 
^SJffl: C69.57; H,5. 77; N.5.63. 
! H-NMR(CDC1 3 ) 5 : 1.33(3H, d, H=6.8Hz), 1.39(9H, 
s), 1.97(2H, m), 2. 39 (2H, m), 3. 81 (1H, m) f 4.12(1 
H, m), 4. 51 (2H, d, J=5. 8Hz), 4.67(1H, m) , 4. 83(1H, 
m), 6.43(1H, d), 6. 52 (1H, s), 6. 63 (1H, d), 6.93(1 
H, bs), 6.98-7. 59(1 7H, m) . 

(8) N- (2-7/U^- n ^<>- vvU) -4- [N* - [2- [3- [(IS) -1-ter 
t-Z? h^rV^;^^^ y^^"/U]^rcy ^rV]-4-^ 

d p 7 -N* - (4-7 3i ~A"< y/>f;u)]7^y 7^ 

/UT ^ K(0. 36 g, 0.51 mmol)CD2gi5£ &te7k§g B*K^ 
^»«(4 ml)*rS[at?lWra«»L*:. 

/^T*?5fe^ L TN- (2-7J\sJrv<l/ -4- [N* - [2- [3- [ (1 
S)-l-T 5 ;xf;U]7x/ ^r->]-4-^ p n7i^V]-N' 
-(4-7x^/^y/^;u)]7 ; ; 7'f /U7 ; K JSKtg 
(0.3 g, 87 X)o#M&Ati:Bl*«rftfc:. 
[a] D 24 -0. 1° (C=0. 5,Me0H) 
7C«^*fffl C 38 H3.N 3 0 3 Cl 2 Fir LT 
Slfflftt: C.67. 86; H t 5. 39; N, 6. 25. 
HSOffi: C,67. 85; H, 5. 43; N, 6. 29. 
•H-NMlUDMSO-de) 5 : 1.48(3H, d, J=7. 0Hz), 1.83(2H, 
m), 2. 27 (2H, m), 3. 77 (2H, m) , 4. 29 (2H, m) , 4.37(1 
H, m), 6. 59 (1H, s), 6. 70(1H, bs), 7. 11-7. 68 (18H, 
m), 8. 44 (1H, bs), 8.59(2H, bs) . 

[0 19 8] !££0yi91 
N- (2- 7 p ^O- i//l^) -4- [N* - [2- [3- (T ^ y ^ 3vU) 
7x;^>]-4-^DD7x^] -N' - (9H-7/\s$- U 

(1) N-(2-^/U^P^<>'^/l-)-4-[N , -[2-[3-(tert-y h 
^rv/^/^^^7 ^ y y f;u)7x7 ^r->]-4-^ p n 7 
x^/U]]7; / /W; K(0.6 g, 1.1 mmol),9H-^ 
/I/tl/y-l-^/^^^ciy K(0.51 g, 2.2 mmol)£ 
N^-v^y ^/UTir K7^ K(10 ml) (DM^^U^f^ 

fc. «im^^rim^ h y vi**mm> -ju >> 

>f — T*3(t^ U N- (2- 7 P ^< V i/zU) -4- CN* - [2- [3- 
(tert-^ h drv^TJ/^^^^T ^ y y ^/U) 7 y v-]-4 

p V7 -(9H-7/l'*U>-l-#/U7$~/l')] 
7^7 r W>; K(0.69 g, 84 »0*JSSttHfleS:# 

5c*^*ftS C 4 3 H4 , N 3 Qs C1F t LT 
S^fS: C,70. 34; H, 5.63; N, 5. 72. 
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^fflOlfi: C, 70. 02; H,5.66; N, 5. 56. 

l H-NMR(CDCl 3 ) 5 : 1.43(9H, s), 2. 01 (2H, m), 2.46(2 

H, m), 3. 52(1H, d, J=22.8Hz), 3. 75(3Hm), 4. 10(1H, 

d, J=22. 8Hz), 4. 30 (2H, m), 4.54(2H, d, J=5. 6Hz) , 
5.82(1H, s), 6.43(2H, m), 6. 78 (1H, d), 6.95-7.43(1 
3H, m), 7. 22(2H,m). 

(2) N-(2-7/U^-a-<>v?/U)-4-[N T '-[2-[3-(tert-^ h 

*ci/Jj/Utf^/UT * y y 7x7 drv/]-4-^ p D 7 

^ - 7U]-N* U>>-l-%/U7$~/U) 

/UT^ K(0.39 g, 0.53 mmol)<D2#i5£ J&fcTk^ SEK^ 10 

/W-Cffir^ LTN- (2- 7 yV^" ^^O- vvU) -4- [N* - [2- [3- (T 
^ y y ^vU) 7x/drV]-4-^nn7x - (9H-37 

/u^-u>--i-^yu^-yu)]r ^ y y^/ur ^ K 

(0. 34 g, 95 %)0#tMM£H(£frftft: o 

5ciR»*fie C 3 8 H 3 < N 3 0 3 C 1 2 F - 1/2H 

2 O^LT 

8liM£: C, 67. 16; H, 5. 19 ; N, 6. 18. 

HII: C, 67. 13; H, 5. 37 ; N, 6. 05. 20 
1 H-NMR (DMS0-d6 ) 6 : 1.89(2H, m), 2. 34 (2H, m), 3.66- 
4. 05 (6H, m), 4. 32(2H, d, J=5.6Hz), 6. 48 (1H, s) , 6.6 
4(1H, m), 6. 82 (1H, s) , 7. 09-7. 60(13H, m) , 7. 87 (2H, 
ra), 8. 49 (4H, m). 

[0199] mmm\92 

N-(2-7/^n^<^^7U)-4-[N , -[2-[3-(T^ / y 

-y =c y * ->] -4- ^ p p y =r. ~ /u] -n' - [4- (2-^ r^y /l^) 

(1) 2-7'p ; ef7/-;U(0.9 ml, 10 mmol), 4-^/1^ 
/W^m^^TKoV^d.eSg, 11 mmol), jK^-^hy^A 30 
(2.65 g, 25 mmol), h/U^^(150 ml), y — /U(30 

ml) £tK(30 mD^^^^ryu^v^fflMT^^T'S 

O^S^Lfc, fl>7^(Fy7x^;V^7^y)^ 
7^-MO) (0. 58 mg, 0.5 mmol) &WM\,tz'&. 15«PM 

y*^7A^Pvh^77^-T«KLfci ( Pg£ 

^^/U-^dr-^ £,f? jgS UT 4-(2-^7 V D /U) 

X7;urt KU.4 g, 74 %)co£#fc, 40 

gb&91. 5-92. 5<C 

7t;^##Hl4 C, o H, N0S ^Lt 

Slraift: C, 63. 47; H, 3. 73; N, 7. 40. 

MMW'- C,63.67; H,3.60; N, 7. 316. 

! H-NMR(CDC1 3 ) 5 : 7. 46(1H, d, J=3. 2Hz), 7.95-7.99(3 

H, m), 8. 15(2H, d, J=8.2Hz), 10.07(1H, s). 

4-(2-f7/y^)^X7;>rt K(4. 6 g, 24 mmol), 

wmmm-r h y **(5.5 gf ei mmoi), y 

h y ?-M3.2 g, 27 mmol), 2-^ f /W2-/f V (8. 6 g, 
120 mmol), tert-^ ^ y — /U-(40 ml), fh7t Kd7 50 
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7>-(40 ml)i:*:(20 nl)ojgi'&»*:^«a-e3«Fraai$U 

LTSilfc 4-(2-f7/y;U)$SfH(4.0g, 79 

1 H-NMR (DMS0-4) 6 : 7. 89 (1H, m), 8.00-8.06(511, m). 
4-(2-^7/ y /U)£S§»(0.55 g, 2.7 mmol), ^^rU" 
y /U^ n y K (0. 69 g, 5. 4 mmol) , N, N-v^ 

K(0.5 ml) F7t KD77X30 ml)|g«£^ 

a-ci^raaffufc. rasttSrwaET^aiBufcSi, n- 

(2- 7 fVit i^/U) -4- [N* - [2- [3- ( t er t-y h =^ 
)Vi£z^)VT ^ y y f;U)7xy ^vO-4-:? p u 7^=- 
/l^]]7;y/W; K(0.49 g, 0.9 mmol) £N, N-v^ 
^vuTir hT^ K(10 ml)$rAnxfc. &htitzf&<&®)& 

mwemfcmftvtz. mst^^ 

■CttBlLfc, «m*SrlK« *S£{b^ h y 

h^77>f- "CttS U N- (2-7 yu^- n-<V ^/u) -4- [N* 
-[2-[3-(tert-:/ h i/^;Ufc;U7 ^ 7 ^ ^)7x; 

•>] -4-^ p p 7 a: -n' - [4- (2-^-r y y /to^w 

^;H]7^^7-; K(0.31 g, 47 n^ttAttH 

TclR^Wffi C3.H3.N40 0 S C1FS ^ LT 

3ffi»«[: C,64. 23; H, 5. 25; N, 7. 68. 

Hfflfi: C, 64. 12; H, 5. 62; N, 7. 35. 

1 H-NMR (CDC 1 3 ) 6 : 1.41(9H, s), 1.95(2H, m) , 2.37(2 

H, m), 3. 81 (1H, m), 4. 14(3H, m) , 4. 50(2H, d, J=5. 8 

Hz), 5. 32 (1H, bs), 6. 46 (1H, s), 6. 58 (2H, m), 6. 79(1 

H, bs), 6.98-7.42U1H, m), 7. 76 (2H, m) , 7.87(1H, 

m). 

(2) N- (2-7 /U* p ^<>- vvu) -4- [N' - [2- [3- (tert- ^ h 

^r^yiuv^^fVT ^ y y ~y^y *->]-4-? p p y 

^ ^/U] -N" - [4- (2-^-T / y ?V) ^< > y>T ;U]]7^/ ^ 5^ 
;U7^ K(0. 2 g, 0.27 mmol) <D2Mfe ffift** Bfc®^ 

/V-C|5fe^ LT, N- (2- ^/U^" p ^O-v^/U) -4- [N f - [2- [3- 
(T ^ y y 7- /I*) 7iy^>]-Hnn 7^^^]-N T ' -[4- 
(2-f7/y/U)^y^;U]]7^ yf;U7^ K IKR 

*(o.i7 g, 97 %)<D&i&&&mfr$:mtz a 

Tum&VfU C 3 < H3 1 N 4 0s Cl 2 FS * 1. 5Ha 0 <t LT 

Siratt: C, 58. 96; H, 4. 95; N, 8. 09. 

^SUffi: C,58. 79; H, 4. 99; N, 7. 89. 

1 H-NMR (DMSO-d) 5 : 1.83(2H, m), 2. 28 (2H, m) , 3.80 

(2H, m), 4.01(211, m) , 4.29(2H, d, J=5. 6Hz) , 6.59(1 

H, s), 6. 85 (1H, m), 7. 11-7. 59(1 1H, m), 7.82-7.96(4 

H, m), 8. 49 (1H, m), 8. 57 (2H, bs). 

[0200] mmm\93 

N-(2-7/U^-p^Ov5/U)-4-[N , -[2-[3-(T ^ 7 y^)V) 
7xydry]-4-^ p p7x^]-\"-[(4- h ]) yfrjrxi 
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(1) N-(2-7yU^-o-<>'^^)-4-[N , -[2-[3-(tert-^ h 
3f V^/U^^yUT <3vU) :7 m y =^V]-4-^ n n 7 
a^A^T -J^JVTX K(0. 45 g, 0.83 mmol), (4- 
h U !7/U;^D^/u;7:n^u)Tir^vU^ d y K(0.46 

g, 2.1 mmol) fcttN-^^vvr-fe h7 ^ K(10 ml)*)® 

A^)-4-Dr-[2-[3-(tert-^ h^'>*^^/U7 ^ y y 
yU) 7 3i y ^ri/]-4-^ n n :7 m -N' - [ (4- h y 
oy ^7x^u)7tf;U]]7^ y K(0.49 
g, 80 »0*«gftttH*«:#fe. 
TcSI^Wffl Cs 8 H 3 8 N 3 0 5 C1F 4 • l/2Hz 0 i: L "C 
SUfi: C.61.91; H,5.33; N, 5. 70. 
H$ME: C,62. 10; H.5.52; N, 5. 70. 
l H-NMR(CDCl 3 ) 5 : 1.42(9H, s), 1.84(2H, m) , 2.24(2 
H, m), 3. 54 (2H, m), 3. 72 (2H, m), 4.27(2H, d, J=6. 2 20 
Hz), 4.43(2H, d, J=5.8Hz), 5. 16(1H, bs) , 6.54(1H, 
m), 6. 77-6.88(3H, m), 6. 96-7. 37 (10K, m) , 7. 51 (2H, 
d). 

(2) N-(2-^yU^-D-<>'^/^)-4-[N , -[2-[3-(tert-^ h 
=^ v^/l^ ~/UT ^ y y ^VU) 7 m y 3rv\|-4-^ n o 7 
^-/W]-N , -[(4- h y 7^3j*o^ f-;W7x=/U) 7tf 
;U]]7 5/yf/U7^ K(0. 34 g, 0.46 mmol)tf)2g|^ 

/U) -4- [N' - [2- [3- (T S y y ?VU) 7x/^>]-Hnn 
7x^/u]-N'-[(4- h y 7;utn^f^7xr:;l/)7tf 

/w] ] r s y :/ ?vur s K (0. 3 g , 98 » 
Ttmtmm c , h 3 , n 3 o 3 ci 2 f^lt 

SSnfjiC: C, 58.96; H,4.95; N, 8. 09. 

^SSUffi: C,58. 79; H.4.99; N, 7. 89. 

1 H-NMR (DMSO-de ) 6 : 1.71(2H, m), 2.20(2H, m), 3.46 

(1H, m), 3.55(2H, m), 3.80(1H, m), 4.04(2H. m) , 4. 

26 (2H, d, J=5.4Hz), 6. 88 (1H, d), 7. 07-7. 65 (14H, 40 

m), 8.46(1H, m), 8.64(3H, bs). 

[0 2 0 1] ^Jfe«194 
N- (2-7 /U* P *0 *J/U) -4- [N'-[2-[3-(7^y> ^>U) 
7x;^i/]-4-^PD7x-;U]-N'-[ (4-T ir f;U7 5 

y 7 x y ^r>» 7 1 f ;v] ] 7 ^ y y^u7 ^ K 

(1) N-(2-^7U^o^<>'v ? ^)-4-[N , -[2-[3-(tert-^ h 
*i/jj;U7$~sUT 5 y y ^vU) 7 m y ^r->]-4-^ n n 7 
x^;W]7^y^;W7^ K(1.08 g, 2 mmol),^no 
Tir^/u ^ny K(0.32 ml, 4 mmol), 4-v^y f/U7 5: 
y try v>>-(0.49g, 4 mmol) tr- h7 t K^^^OO m 50 
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t. »^^>y^W7^^D-7h^77>f-t^ 
SL, N^2-:7;U;^u^:/>^U)-4-[N* -[2-[3-(tert-:y 

h i/*/u#=^r ^ y y ^) 7x/^*>]-4-^dp 

7x^]-N" p d 7tf /U]7 ; / ^f^7 ; K(0.9 
1 g, 74 %)0#J££ttBt*«:#ft:. 
TtS^Wifi C 3l H 34 N 3 aCl 2 F-l/2H 2 0i: LT 

C,59. 33; H,5.62; N, 6. 70. 
3!®Ha: C,59. 40; H,5.44; N, 6. 68. 
1 H-NMR (CDCU) 6 : 1.43(9H, s), 1.82-1.94(211, m), 2. 
27 (2H, t, J=6.8Hz), 3. 70-3. 80 (2H, m), 3. 87(1 H, d, 
J=13.4Hz), 3.95(1H, d, J=13.4Hz), 4. 29 (2H, d, J=4. 
4Hz), 4.45(2H, d, J=6. 0Hz) , 5. 17(1H, bs), 6.47(1H, 
bs), 6.86-7. 19 (7H, m), 7. 21-7. 38 (4H, m). 

(2) N-(2-7yU^-u^<>'v?yU)-4-[N , -[2-[3-(tert-y h 
3r '>*;UsJ?=;U7 ^ y y f;U)7xy 3rV]-4-^ o o 7 
^-yUj-N' cr d Tir^/U] T ^ J ^;U7 ^ K(0. 5 
g, 0.81 mmol), 4-Tir h7^ K7x/- /K0. 12 g, 0. 
78 mmol), ^[^^7 y ^^(0. 13 g, 0. 94 mmol) iiN.N-^y 

W;^7; K(5 ml)<offi^«S:60 < C-C24«FBaa»b 
«ET««LT,»a«*:^y* 

y^9^^o-7b^7>f--ea8i, n-(2-^/u^ 

u -< vvu) -4- [N* - [ (4-T-fe f^7 >/7xy^»7 
ir^/U]-^ -[2-[3-(tert-^ h '>^7/WxK^/l-T 
^-/W) 7 J 5r*/\-\-9 ci C3 7 T ^ y ^^/UT 

^ K(0.51 g, 89 

7£ig^«f{i[ C 3 ,H 42 N 4 0 7 ClF'l/4H 2 Oi: It 

^Iraffi: C.63. 50; H, 5. 81; N, 7. 59. 

HSlHfi: C,63.56; H,5.93; N, 7. 43. 

1 H-NMR (CDC1 3 ) 6 : 1.41(9H, s), 1.86(2H, m), 2.11(3 

H, s), 2. 24(2H,m), 3. 75 (2H, m) , 4. 28 (2H, d, J=6. OH 

z), 4. 43 (2H, d, J=6. 2Hz), 4. 45 (2H, s) , 5. 45 (1H, b 

s), 6. 58 (1H, m), 6. 72-7. 38(1 5H, m) , 7.64(1H, bs) . 

(3) N-te-^A^cr^V v^/U) -4- [N' - [ (4-T ir ^-/P T % 
y^^y^ciy) T*fe^/U]-N* -[2-[3-(tert-^ h^r^/U 
/tf^yUT ^ y y ^/U) 7^y ^r->]-4-^ nP7x^l/]] 
7^yf/U7^ K(0. 32 g, 0.43 mmol)(D2M^ 

**4rWBET«*Lfc. WfflbfcHff«:*ftUfca. ^ 
^U^i — r- >V I, T N- (2- 7 ^ ^" n ^<>- v?yU) -4- [N' 

- [2- [3- (r ^ y y ^^) 7x;^]-Hpp7x ^/H 
-N' -[(4-7irf-;u7 ^ y 7x y 7t ^;w]]7 5 y 
zf^frT* K J^^(0.28 g, 98 %)C5*«attHffSr 

7C*^«fffi C4H 3S N 4 0bCl 2 F'l/2H 2 Ot LT 
Wm\^ C,60. 18; H, 5. 35; N,8.26. 
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MM^- C, 60.01; H,5. 55; N, 8. 00. 

1 H-NMR (DMS0-4 ) 6 - 1.71(2H, m), 2.00(3H, s), 2.20 

(2H, m), 3. 45 (1H, m), 3. 81 (1H, m), 4.05(2H. m) , 4. 

27 (2H, d, J=5. 6Hz), 4. 36(1H, d, J=15.2Hz), 4.54(1 

H, d, J=15. 2Hz), 6. 70(2H, d) , 6. 90(1H, d) , 7.09-7. 

67(12H, m), 8. 42 (1H, m) , 8. 52 (2H, bs), 9. 95 (1H, 

s). 

[0 2 0 2] 30fe#jl95 
N-(2-77U^-n^<V> ? yW)-4-[N , -[2-[3-(T ^ / * fvU) 
7x/ *V]-4-* P □7x^/I/]-X'-[(2-^^y-^»' 10 

[i, 3] a-=*ij-^>a-— r T -fe *VU] ]7^/ 

(1) N-(2-^/^o^<>'^u)-4~[N , -[2-[3-(tert-y h 
^r^^^^^;U7 ^/U) 7xy * ^]-4-^ p p 7 

-N' P D7irf-^]7^ 7 -7^-)VT % K(0. 48 
g, 0.78 mmol), 6-t Kp 3rix-l, 3-^^^^^^^"— 
/U-2-^->(0.20 g, 1.2 mmol), y *^(0. 13 g, 0. 

94 mmol) £ N, N-v^ ^/U*VU.AT ^ K(5 ml) S: 

SUN- (2- 7>VHr n ^< > iMO -4- [N' - [2- [3- (ter t-y h 
^V^;v^;U7 ^/u) 7 =c J p p y 

3i -N' - [ (2-^- * y-^c v ✓ [i , 3] V 

^) 7 ir f ;U] ] 7 ^ ^ f;I/7 ^ K(0. 32 g, 54 

TcSf 5MJf fit G 8 H, , N 3 Ob C1FS <ttt 
3£ftt£: C, 60. 84; H, 4. 97; N, 5. 60. 

SIJIHiiE: C,60.67; H, 5.09; N, 5. 31. 30 
1 H-NMR (CDC 1 3 ) 6 : 1.41(9H, s), 1.87(2H, m) , 2.25(2 
H,m), 3. 75 (2H, m) , 4. 30 (2H, d, J=6. 4Hz) , 4. 43 (2H, 
d, J=5. 6Hz), 4. 50 (2H, ra), 5. 30 (1H, bs), 6. 35 (1H, b 
s), 6. 76-7. 40U4H, m) . 

(2) Nhte-^/l^P^^-^/uM-CN' -[2-[3-(tert-y h 

*\/1i)VtS~}VT ^ yyf;u)7x; ^^]-4-^ p py 
^ - /u] -n' - [ y -- < > y [ i , 3] Or * * 7 Or— /W6- 

-r/W^^rv-)Tir^^]]T^ y ^f;U7^ K (0.23 g, 
0. 3 mmol) ^M^mfe^ ftS^TvM&iKQ ml) ^ 
ja-ClWFreSffUfc. S*fi»*rWBET»«Ufc. SfttSL 40 
fcH*«r£StLfc«, xf;ux- 7 i /u-c»cj^LTN-(2- 
^/u^-p'<^^u)-4-[N , -[2-[3-(r s y^f/u)7xy 

3r->]-4-^ p p 7x^]-N'-[(2-t^ry-^>/[l ( 3] 

r ^ KJttiUftM. 19 g , 92 %)<Dm&m$mfc*m^ 

7cm#Vri& C3 3 H3oN 3 0BCl 2 FSi: LT 

MpmWi'' C, 57. 73; H, 4. 40; N, 6. 12. 

HSlHff: C, 57.64; H, 4. 54; N, 6. 10. 

1 H-NMR (DMSO-ds) 5 : 1.72(2H, m), 2.21(2H, m), 3.40 

(1H, m), 3. 79 (1H, m), 4. 05 (2H. m), 4. 27 (2H, d, J= 50 
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5.2Hz), 4. 47 (1H, d, J=l5.4Hz), 4.68(1H, d, J=15. 4H 
z), 6. 80-7. 71(14H, m), 8. 43 (1H, m) , 8. 55 (3H, bs). 

[0 2 0 3] HlKfll96 
N-(2-7;VtP'<y^)-4-[N , -[2-[3-(7 ^ J * ^vU) 
7x;^V]-4^do7x^] -N' - [ (1H->T >- K— /U-5 

-> f/ut^i/)7tf/u]]r ^ y ^f/ur 5 K 

(1) N-(2-y/U^-p-<>'^U)-4-[N , -[2-[3-(tert-y r h 
^v^/l^^/WT ^ y y ^7l0 7x7 ^r->]-4-^ any 
x^]-N'-^ap7t ^vU] 7^/ -/^)VT % Y (0. 57 
g, 0.92 mmol), 5-t: K P 3r W V K— ^(0. 18 g, 1.4 
mmol), l%m% y ^^(0.19 g, 1. 4 mmol) tK N-v>y ^A- 
*;^7^ K(10 ml)<Dt&&m&60X:X*8&fmmWl't^ 

*-kT?ft«Lfc. «JBETS*BLT, SSttSr^y*^ 
ii'yJ*? p-^ T-^SliL, N-(2-y/U^-p-< 

y^/W-4-[N' -[2-[3-(tert-^ b ^riy^/^^^T ^ J 

y ^-7u) y 3i y ^y]-4-^ nD7x^]-N'-[(iH-^ >- 

(0.47 g, 71 »0#ftA1£Hflcfrftfc: a 

TC^^Wffl C 39 H 40 N 4 0 B ClF'l/4H 2 0i: Lt 

Ml^ffl: C.65.08; H,5. 67; N, 7. 78. 

^fflllffi: C,65. 14; H,5. 71; N, 7. 50. 

l H-NMR(CDCl 3 ) 6 : 1.42(9H, s) , 1.86(2H, m) , 2.25(2 

H,m), 3. 75 (2H, ra), 4. 22 (2H, d, J=5.4Hz), 4. 43 (2H, 

d, J=6. 2Hz), 4. 53 (2H, s), 5. 06 (1H, bs) , 6. 32 (1H, 

s), 6. 55 (1H, bs), 6. 73-7. 36(15H, m), 8. 32 (1H, bs) . 

(2) N^-y^^P^;/-^^^-^ -[2-[3-(tert-y b 
3r v^/W^A-T ^ y y ^VU) 7x7^r^]-4-^aD7 
^ ^ /U] -N' - [ ( 1H-- ( S Y — yu- 5— f /Is* *~»7-t ^] ] 
T * y -ff-lVT 5 K (0. 33 g, 0. 46 mmol) <02^.5^ J^{L 

tK* ft*^^HW*(6 niDSrasatflflFlBat^Ufc. R 

^-/Uzc — x /U -QWfr LTN-(2-7/!/tD^y v^/U) -4- [N* 
-[2-[3-(T 5 y y ^/U) y ^y ^r^]-4-^ p p 7x^;U] 
-N'-[(1H->T > K— ^U-5->f^'»7tM]75 / 
^7-; K i£g£ik(0.30 g, 99 %)0#ISf B ^Off:^ 

.jcaWMfrffi 0.4^,^04 C1 2 F-H 2 0i: LT 

S^ffi: C,60.99; H,5. 27; N, 8. 37. 

HfflOffl: C,60. 91; H,5. 15; N, 8. 22. 

1 H-NMR (DMSO-de) 6 : 1.73(2H, m), 2. 22 (2H, m), 3.44 

(1H, m), 3. 79(1H, m) , 4.03(2H. m) , 4. 26(2H, d, J= 

5.0Hz), 4.53(2H, ra), 6. 84-7. 72 (16H, m), 8. 54 (4H, 

m), 10. 68 (1H, bs). 

[0 2 0 4] 2li&0iJ197 
N- (2- y a -A- [N' - [2- [3- (T ^ y y ?vu) 

7x7 ^r^>]-4-^ u P7xx;l/]-N'-[(6-x h ^rv^-<> 
/f7/-/W2-^f /W^/U7 r — AO Tir ^/U] ] r ^ y y 

^•7ur ^ k mm& 
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(1) N-(2-7/U^-o^<>v ? yu)-4-[N f -[2-[3-(tert-y h 
drV^/U^^;U7 ^ 7 > ^JV) 7iy ^ri/]-4-^ u d 7 
xnyUl-N* - ^ o d T-fer^vl-] 7^; yf/U7 ^ K(0. 67 
g, 1.1 mmol), 6-x 7^ 
— /U(0.34g, 1.6 mmol), #^>& U £ A (0. 22 g, 1. 6 mm 
ol)iN ( N-^f/W*^A7S K(10 ml)<D*g:3^£60 t C 

s^bt^y *y/u*7A^-7 h^77^--c»8u io 

N- (2-7A*oV y-y a-) -4- [N* - [2- [3- (tert-:/ h 3r i/fj /U/tf ~ 

;u7^y^f-;u)7xy^rv/]-4-^ n p7x=/u]-n'- 
[ (6-oi h 3r v"< y/f7)/ — /U-2--Y ;i/^;U77^)T 
tf;U]]7^7'f^7^ K(0. 38 g, 44 %)cO#^|4 

7c3t#*fffi C, 0 H, 2 N 4 0 6 C1FS 2 -l/2H 2 0i: IT 
S^ffi: C, 59.88; H, 5. 40; N, 6. 98. 
Hifi: C,60. 21; H, 5. 44; N, 6. 94. 
1 H-NMR(CDC1 3 ) 5 : 1.42(9H, s), 1.43(3H, t, J=6. 8H 
z), 1.87(2H, m), 2. 28(2H,m), 3. 77 (2H, m) f 3. 95 (1H, 20 
d, J=15.4Hz), 4.05(2H, q, J=6. 8Hz) , 4. 17(lH,d, J= 
15. 4Hz), 4. 26 (2H, d, J=5. 8Hz) , 4. 42 (2H, d, J=5. 8H 
z), 5. 12(1H, bs),6.46(lH, bs), 6. 85-7. 37 (13H, m), 
7.60(1H, d). 

(2) N-(2-^/U^n^^^U)-4-[N' -[2-[3-(tert-^ h 
^ri/^/U^^;^ ^ J * 9-/U) 7^ y ^rix]-4-^ o o 7 
3! n /u] -N* - [ (6-oi h * v"< ^ ✓ *f- T y — ;U-2— < )V X )V 
y y =/U)Tir^/U]]T5 J rf^fVT ^ V (0.28 g, 0.3 

6 uml)02X£tftbtoR »»3i^U«i«(6 ml)S:S«a 
T-lBSraS^bfe Rifc«fc^T»«Lfc. WfflLfc 30 

mfa&z&istzm. ^>\s^-—=r >v x-stfr l tn- (2- 7 

>ru^- p ^< >- vvU) -4- [N'-[2-[3-(X^ / * ^VU) 7xy^r 
->]-4-^ dd7x^;U]-N*-[(6-x h^r^<y/f7/ 
— /u^/u^ r — AO T ir ^/u] ]7^y /f;i-7 ^ 
Kifi»fi(0.26 g, 99 %)(D#3»fitt@ff*»fc. 

airafffi: C, 54.90; H, 5. 13; N, 7. 32. 

HaiiB: C54.60; H,5. 13; N, 7. 25. 

1 H-NMR(DMSO-da) 5 : 1.34(3H, t, J=6. 8Hz) , 1. 72 (2H, 

m), 2.2K2H, m), 3. 46 (1H, m), 3.80(1H, m), 3.98-4. 40 

10 (5H, m), 4. 20-4. 28 (3H. m), 6. 88-7. 71 (14H, m) , 8.4 

4 (IK, m), 8. 62 (1H, bs). 

[0 2 0 5] ^fll«yi98 
N- (2- 7 AsUr o ^/U) -4- [N* -[2-[4-(7^^ ^vU) 

7 ^/U7 ^ y ] 7 ;x =.7l/]-N' " (4-7 31 ^^yj/zf 

AO ] r ^ y y^vur s K 

4-T 5: y -<y^U7 ^ >(24. 3 g, 199 mmol) <D=r F7t 
Kn^7^(400 ml)CO*ftL^:SE»«*^ -RK^-t 50 
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ert-y^vu(43.9 g, 199 mmol) £flSTLf::. 

(4-7^^y^/U)*yW^ Kg£ tert-z/^/U^^xA- 
(41.9 g, 94.8 %)0>JKift 
jgb& 69-70^. 

1 H-NMR(CDC1 3 ) 5 ♦ 1.47(9H, s) , 3.62(2H, bs), 4.19(2 
H, d, J=5.8Hz), 4. 73(1 H, bs), 6.65(2H, d, J=8. 6H 
z), 7.08(2H, d, J=8. 6Hz). 

(2) [4-(2-~ h d7x^U7; y )^<y^;u]^;U/^ K 

(4-7;^>^)i;^; K8£ tert-^^u^^^yu 
(89.2 g, 401 mmol),o-7/U^C2^ h n^<>-^>'(56. 7 
g, 401 mmol) bfi&fcU V ^A(55.4 g, 401 ramoDOrg^ 

^y/^7A^D-7|s/77>f-t«lT [4-(2- 
^hD7xn;U7;;)^;V]*^; tert-^ 
^/U3i^^K7)^f 0 (36 g, 26%)^#fc 0 

IH^C 121-123*1: 

7C*#*f«[ C l8 H 21 N 3 0 4 t It 
Siraffl: C,62. 96; H, 6. 16; N, 12. 24. 
HfflOffi: C,62. 71; H,6.05; N, 12. 12. 
! H-NMR(CDC1 3 ) 6 : 1.49(9H, s), 4. 34 (2H, d, J=6Hz), 
4.92(1H, bs), 6. 78 (1H, t, J=7. 2Hz) , 7. 18-7. 37 (6H, 
m), 8.21 (1H, d, J=8.6Hz), 9. 47 (1H, bs) . 
[0 2 0 6] (3) [4-(2-7^7x^;U7^y)^y> ? 

[4- (2-^ hP7i^7^ / J^y^l^/w^; K§£ t 

ert-y^yU^^^/U(36 g, 105 mmol) <D^- ? J — /Isfeffi. 
^10% &imm?f'<yWMA g)»lt 

iSr— ap-*>-BHfcx^-^3ft> b l¥teS L T [4- (2-7; /7x^ 
^7;/) ^^v^/U] ^ tert-^^^^^x^(29. 

5 g, 89.9 %)0«gSSr^fe 

117-119^ 
TtmftVrm Ci a Ha 3 N 3 Qz t LT 
Slraffi: C, 68. 88; H, 7. 40; N, 13. 41. 
USHfi: C,69. 09; H, 7. 55; N, 13. 48. 
1 H-NMR(CDC1 3 ) 6 : 1. 46 (9H, s) , 3. 78 (2H, bs) , 4. 21 (2 
H, d, J=5. 4Hz) , 4. 73(lH,bs), 5. 19(lH,bs), 6.69-7.15 
(8H, m). 

(4) [4-[2-(4-t*7x^;M f^7 7x^;U7 ^ 

[4-(2-7 ^ y 7 x^/u7 ^ y )-<y^] ^ b'M t 

ert-z/^/U^^ "r/v{29. 5 g, 94.1 mmol) , 4-7 xl^/1"< 
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>X7^rt Y<D^9 J— /U*gfg(500 ml)«::Sffi|<5.4 m 
1, 94 mmoD^^L^ ^n*l}^^£0t:T*30#g| 

ftistzm. sfcrnik^vm-rvv *^(7. i g, in 

T-fSii u r [4- [2- (4- \?7^ =3->\sT ^ ;)7^^/is 

0.5 g, 90 

'H-NMRCCDCl,) 5 : 1.45(9H,s), 4. 21 (2H, d, J=5. 4Hz) , 
4. 39 (2H, s), 4. 75(lH,bs), 5. 12 (1H, bs), 6.68-7.59 
(16H, m). 

[0 2 0 7] (5) [4-(2-7^7x^)7^y] ^ 
vVl^/W^ Kg£ tert-^^vHn;*7vW4. 2 g, 14 mm 
ol), ai^/Uai^^/U(7. 7 ml, 54 mmol), 

$%$t# V (2. 1 g, 15 mmol) fcN. N-v^y f^/U^ 
75 K(30 ml)(Da^**:90 c C-C4«FW«»Lfc, 

Tigffibr, M^>y*W7^^D-v^77 

>f-T*il!U 4-[2-[4-(tert-7' h^v^/U/tf^/UT^ 

y y 7xy^>]7x r 5 y mm ^/u=c^ 

x/u (4. 8 g, 8 3 %) (DjftjRttSr^fco 
1 H-NMR (CDC1 3 ) 5: 1.23(3H, t, J=6. 8H 
z), 1.45(9H, s), 1.82-1. 98 (2H, m) , 2. 36 (2H, t, J= 
7. 2Hz), 3. 18 (2H, t, J=7. 0Hz) , 4. 07 (2H, q, J=6. 8H 
z), 4. ll(2H,bs), 4. 20 (2H, d, J=5.6Hz), 4.77(111, b 
s), 5. 09 (1H, bs), 6. 94-7. 26 (8H, m) . 
(6) 4-[2-[4-(tcrt-^ Y^^jl^—^TX J * 
7x^;V75 7]7x^;l/]75 7« m^vU^n^yvU 
(5.0 g, 12 mmol), 4-v^y ^)VT 5 J fc° V i?> (1. 6g, 1 
3 mmol) (7)^ h^fc Kd7 ^ >(150 rol)&^(C4-7 m ^ 
/U^O-^-r^^n y K(2.8 g, 13 mmol) ^O^T^JDaifc. 

* f/>7 5 y try g, 13 mmol), 4-7:nc=.;W< 

^y^JUfu y K(2.8 g, 13 mmoD^O^C-C^n^fc, s 

?)\sj3 7J±t n-^ h^7^ — "CttSU 4-[N-[2-[4- 
(tert-;/ h ^r^^/U^^7 ^/U) 7 31 ^;U7 5 

y ] 7 =c =l/u] -v- (4-7 ^u^v-y-r ^)]7>; ggjg 

! H-NMR(CDC1 3 ) 5 : 1. 17(3H, t, J=7. 2Hz), 1.45(9H, 
s), 1. 78-1.98(2H, m), 2. 33-2. 42 (2H, m), 3.10-3.30 
(2H, m), 4.07(2H, q, J=7. 2Hz) , 4. 11 (2H, d, J=5. 8H 
z), 4. 62(1H, bs), 4.88UH, bs), 6. 47-7. 66(1 7H, m). 

[0 2 0 8] (7) 4-[N-[2-[4-(tert-7>^^;&A^~ 
)VT 5 J y "f-fV) 7 m nyUT ^ y ] 7 ^ A-] -N- (4-7 31 
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^y^;l/)]7;/ffil m^vUni;*7VU(3.0 g, 
4.9 mmol) 0) 7- h7t Kd77^(30 ml) £ y ^y — A-(3 
0 ml)©««(::i8l3£ *BMk^ h y ^AtK^(10 ml, 1 

0 mmoD^^JjDU^. »fcixfca'&«Sr60 < C-C2«Fraa^ 
Lfc. RlSiS*i*tatiS*«*y ^(Ug, 10 mmol) 

T, 4-[N-[2-[4-(tert-7 r h^^;Vtol/7^ y P< ^ 
;l/)7x^;U7^]7x^;U] -N- (4- 7 31 ~ / V< >^>T 
10 ;u)]75 7St (2.5 g, 87 

1 H-NMR (CDC 1 3 ) 5 '• 1.46(9H, s), 1. 83-1. 95(2H, m) , 2. 
39(2H, t, J=7. 2Hz), 3. 18-3. 36(2H, m) , 4. 19(2H, d, 
J=6. 0Hz), 4. 79 (1H, bs) , 5. 39 (1H, bs) , 6.78-7.60(17 
H, m). 

(8) 4-[N-[2-[4-(tert-7 r h 3r v^Aotf —yUT ^7>f 
/U)7x^ )VT 57]7x^] -N- (4- 7 m n/i^ > 
;U)]7 5 yg&S£(0. 50 g, 1.0 mmol), 2-7/U^ n 
;U7 5^(0.23 ml, 2.0 mmol), ^7/!Jy|^f/U 
(0.30 ml, 2. 0 mmol), h yxf;l,7 5 >-(0. 28 ml, 2.0 

20 mmol) a,N-^^f/^A7 5 K (6 ml) <Di&-g*£^ 

h/7 7>f-ttS!U N-(2-77U^^-<> v?ylO -4- [N' 
-[2-[4-(tert-^ h^V*;^;W7 5 ^f;U)7xx 
yur 5 7 ] 7 x ^;u]-N' - (4-7 ;v) ] 7 5 
;^f/U7^ K(0.21 g, 31 %)<D®W;%)%mti. 
1 H-NMR (CDC 1 3 ) 6 : 1.46(9H, s) , 1. 88-1. 98(2H, m), 2. 
30 27(2H, t, J=7. 0Hz), 3. 25-3. 51 (2H, m), 4. 20(2H, d, 
J=6.0Hz), 4.44(2H, d, J=5. 6Hz), 4.82(1H, bs), 5.50 
(1H, bs), 6. 70 (1H, t, J=5. 6Hz), 6. 81-7. 57(21H, m) . 

(9) N- (2- 7 ?VHr n^V -J;V) -4- [N' - [2- [4- ( t er t-^ h 

dr'7^;^^7; y y ^yu)7^^/ur ^ y]7^^ 
yu] -n' - (4- 7 31 n/u^ >- y^T ;u)]7;y -J^jvT ^ K 
(0.17 g, 0.25 mmol) (7)^31 n,l)«ffitC, 4«.^ 

B»=^/i4ffiS(i mi)^*n^r^TM^fffl 
40 ^v?/u)-4-[n* -[2-[4-(r ^ y y 7x^7 ^ y ] 

7 oi nyw] -N' - (4- 7 a. y/>T;l')]7;; 7 r ^/UT 
^ K 24fflit£(0.13 g, 79 %)(D*J(SfittH*«:»^. 
7C^*ffe* C 37 H 37 N,aCl 2 F'0.4H 2 0i: UT 
S§ra<i: C.66.65; H, 5. 71; N, 8. 40. 
^MW.' C.66.88; H, 5. 98; N, 8. 15. 
1 H-NMR (DMSO-do ) 6 : 1. 99-2. 12 (2H, 
m), 2. 41(2 H, t, J = 6. 6H z) , 
3. 7 7-3. 8 7 (2H, m) , 4.18(2 
H, d, J = 5. 8Hz) , 4. 28 (2H, 
50 d, J = 5. 4Hz) , 4. 70(2 H, b 
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8. 



) , 8. 
8. 5 7 
7 9(3 



s) . 7. 0 8- 7. 8 9 (2 OH, 
2 3 (1 H, d, J =8. OH z) 

(1H, t. J = 5. 8Hz) , 
H, b s) . 

[0 20 9] mMW 199 
N— [2- ( 2 - 7;l/^-D 7 x^/V) ;l/]-3-[N' - [2- 
[3-(T ?VU) 7x;^>]-Hpd7x - 

[(5-7 f/Wl, 3, 4-^7 >*7 ;/— /W-2--Y/U^/U7 r — 
;U)7ir^/U]]7^ 7:^0 fc°^>-T^ K 

(1) 3-[2-[3-(tert-:/ ^ 7 7 3vU) 
7x / ^r'>]-4-^ P P 7 x^;l/] 7 ^ / / p ^ 
^-yU3c^-r/u(2. 5 g, 5.5 mmol)<D^ h7t K077V 
(40 ml)^^^y->'U(40 ml)OfSKlCl«£ *IMfr*- h 
y fr-McKttttOml, 20 nmoDSrSSflDLfc, #&*Lfcil 

#fettfcHflct 2-7/utP7x^f;ur^y(M g, 
8.2 mmol), l-xf;H-(3-v^^ W;y/Pt 0 

AO^/U/tf S K(VSC)(2. 1 g, 11 mmol),l-fc Kn^r 
v^O"/ h y 7>'--A'l*fnft(H0Bt) (l. 5 g, ll mmol) 
MN-^^/^;^7; K(10 nl)oA^M«:Sa 
■C4WBjaH*Ufc. RJC«S:*H:afr, *»**vv-ctt 

A^ovh^77>f--C88U N-[2-(2-^/U^-n7^ 
zxi^vu] -3- [N* - [2- [3- (tert-y h 3r 

7 ^ y ^ w 7 x ; ^v]-4-^ d o 7x^;i/]]7 ? ; 

-fu \?*>>T* K(2.9 g, 98 %)<D$imfo*nit % 

(2) N- [2- (2- 7 P 7 zn ~ >V) m^TU] -3- [N* - [2- [3- 
(tert-y h ^v/^^^/ur ^ 7 7 7x7 3r *>]-4 

-^pu7x^i/]]7^7 p d t s tyr^ K (2. 9 g , 5.4 

mmol), yp^T-fef/^P^ K(2.2g, 11 mmol)£N,N 

-•^y^/urir hr^ k(io mDo^^m^^mx^m 

7i^^-7 hi?7 7'<—X~ffiMV, $-[2- (2-7/^**7 
x an^vu] -3- [N' -[2- [3- (tert-y h 3r jfr/UajSn 

f;u)7x7^V]-4-^ d P7x=^]-N , -7' 
D^Ttf^T; tf^-^T S K(0. 97 g, 27 %) 



10 



20 



30 



40 



TcSf^tJHfi C 3 i H 3 4 N 3 O s Br C 1 F • H 2 O 
t LT 

C, 54.68; H, 5. 33; N, 6. 17. 
HSllffi: C,54. 71; H, 5. 38; N, 6. 26. 
'H-NMRttDCl,) 5 : 1.44(9H, s), 2.49(2H, m), 2.83(2 
H, m), 3. 46 (2H, m) , 3. 69 (2H, m), 3. 84 (1H, m) , 3.97 
(1H, m), 4. 30 (2H, d, J=5.6Hz), 5.02(1H, bs),6. 20(1 50 
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H, bs), 6.86-7.40(llH, m). 

[0 2 10] (3) N-[2-(2-7;^o7x^)if;l/]-3 
~[N' -[2- [3- (7 *VU) 7x;^>]-4^oo7x 

^]-K'-/p^7tf;U]7^ ^>7; K (0. 

94 g, 1.4 mmol), 2-7 h 3r'>-l, 3, 4-^7 3/— 
— /U (0. 18 g, 1.4 mmol) , KS* V V ^ (0. 3 g, 2. 1 mmo 
I)tN,N-^f/U*A'A7 5 K(10 ml)<D»£*«:60 , C 

N- (2-7/U^U^O' is/I,) -3- [N' - [2- [3- ( t ert-Z? h 3f > 
^;U^-;U7 ^ 7 ^ f /U) 7x 7 ^ri/]-4-^ ao7^~ 
/u]-N' -[(5-7 5vu-l, 3, 4-f7v ? 7/-;u-2-^;^;u 
^ T ^/u)Tir^/U]]T ^ t°^^T^ K(0.49 g, 

48 %)<D#f&£k&mft*ftfr. 
ycmftffiW C, * H, t N B ft CIFS2 £ LT 
Slraffi: C, 57. 17; H, 5. 22; N, 9. 80. 
H$!Hf: C.56.89; H, 5. 43; N, 9. 51. 
1 H-NMR (CDC 1 3 ) 5 : 1.42(9H, s), 2.42(1H, m), 2.52(1 
H, m), 2. 69 (3H, s), 2. 83 (2H, m) , 3.47(2H, m), 3.80 
-4. 17(4H, m), 4. 30(2H, d, J=6. 2Hz), 5. 34(1H, bs), 
6.40(1H, m), 6.87-7. 38(1 1H, m) . 

(4) N- [2- (2- 7 )\»3r P7x^V)x -3- [N* - [2- [3- 
(tert-^ h *r*sU>VTS^)VT ^77 f^)7x/ ^V]-4 

Dn7x^]-N'-[(5-^ ^U-l, 3, 4-^7^77- 
;U-2— f/WU7 7^ /U)Tir^/U]]T^ 7 Ztxi \+3risT 
* K (0.34 g, 0.47 mmol) (7)2^ ^{b*lff gf®^^ 

Ti5fc?£ U TN- [2- (2-7;^P7x^;b)x ^-/U] -3- [N' - 
[2-[3-(7^7W7x7df^] -4-* dd7x^]-N'-[ (5- 
7 3, 4-^7 v?7 y — ;u-2—f /u^yu^ r — ^) T 

^!\A}7 % J -?v\Z*l/T * K 4ft|fe*[(0.3 g, 97 %) 

TC^Wffl C2.H3 0N5 03 C12FS2 -Hz 0£r LT 

SI^S: C, 52.09; H,4.82; N, 10. 47. 

H$Mffi: C,52.27; H,4.84; N, 10. 40. 

1 H-NMR (DMS0-d) 5 : 2. 35 (2H, m), 2. 65 (3H, s), 2.70 

(2H, m), 3.22(2H, m) , 3.66(1H, m), 3. 88-4. 13 (5H, 

m), 6.88(1H, d), 7.07-7.59(l0H, m), 8. 18 (1H, m) , 

8. 57 (3H, bs). 

[021 1 ] 5llfi«200 
N- (2-7 /is* n^Vv^/U) -4- [N' - [2- [3- [ (IS) -1-T ^ 7 
if;V]7x^v']-4-^ d P7xn;l/]-N'-(9H-7/^ 
uy-2-^;^^;W]7^7yf;u7^ K J^j^^ 
(1) N-(2-7/U^-d^<>'v ? /U)-4-N , -[2-[3-[(lS)-l-tert 
-y h v-^/U^^/l^T ^ 7 ^A-] 7^7 =¥->]-4-^ o 
P7x^/U]]7^7^W^ K(0.56 g, 1 mmol), 9H 
-7/^l/y-2-^;^^/^n!J K(0.34 g, 1.5 mmol) 
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fcN f N-^^/ur-fe hr^ K(io m\)<D&&%>&mf&-ee 

<f — Xffi m U N- (2- 7 P -< vvu) -4- [N' - [2- [3- 
[(IS)-l-tert-y h*v-;*7/U#xvUT 5 yx^;l/]7xy 
3rv']-4-^ PP7x^/U]-N"-(9H-7;Utl/y-l-^^ 
^H]7>;yf;uT^ K(0.45 g, 59 %)<D$Fl£M*&m 
*«r»fc. 10 
[a] D 24 -27° (C=0.5,MeOH) 
Tcai^We CH i ,N a 0kClFi: LT 
SlUtf: C, 70. 62; H, 5. 79; N, 5. 62. 
3£»Hi£: C f 70. 44; H,5.66; N.5.49. 
1 H-NMR (CDC1 3 ) 5 : 1.26(3H, m), 1.39(9H, s) , 1.98(2 
H, m), 2.40(2H, m), 3. 76 (2H, s) , 3.82(1H, m), 4.14 
(1H, ro), 4.52(2H, d, J=5. 4Hz) , 4. 53 (1H, m) , 6.41- 
6.64(3H, m), 6. 98-7. 35(12H, m) , 7. 51-7. 60 (3H, m) , 
7. 76 (1H, d). 

(2) N-(2-^^^n^<>'^/W)-4-[N , -[2-[3-[(lS)-l-ter 20 

t-zf h^v'^/utf^/t'T^ yx^]7xy^->]-H 
p p 7 m ^u]-n* - (9H- ^ yu^d- 1/ y-2-io ] 7* 5: 

J-J^JVT^ K(0.3 g, 0.4 mmoDO^^^^^O ml) 
«f«^4«.^ *ffc*fff HSk*^A'**(3 ml)J!jDx.r, 

Lfc[i{fc£5&Lfc^ xf/Ux-f^TWLTN- (2 
- 7 Aod~ p ^< V S*A0 -4- [N' - [2- [3- [ ( 1 S) -1-T S y ^ 
;1/]7x7^v']-4^pd7i ^U] -N* - (9H- 7 /U^ \s is 
-2-jl>V*Alz=-)V) ~]T % J /f^7 ^ K «£BB»(0.27 g, 9 
9 tt^jfefcttH*****:. 30 
[a] 0 2 4 +1. 2° (C=0. 5,Me0H) 
jcMftVHS. C 3 .H3 6N 3 0 3 Cl 2 F-l/2H 8 0t tt 
mm\®.- C, 67.53; H, 5. 38; N, 6. 06. 
MMiU- C, 67. 37; H,5. 58; N, 5. 95. 
1 H-NMR (DMSO-do ) 8 - 1.47(3H, d, J=5. 8Hz) , 1.84(2H, 
m), 2. 28 (2H, m) , 3.83(4H, m), 4. 30 (3H, m) , 6.57(1 
H, bs), 6. 67 (1H, m), 7. 14-7. 38(1 1H, m), 7. 57 (3H, 
m),7.76(lH, d), 7.88(1H, d), 8.49(1H, m), 8.66(3H, 
bs). 

[0 2 12] 5U£#]201 40 
N-(2-7/W^-p^<>'^)-4-[N , -[2-[3-[(lS)-l-r S J 
^- ^/U] 7 31 J 3r ->] -4- ^ p P 7 zr. /U] -N* - [ [4- is 
ifV^/Wsfcn/lOT^ / 7^x:/u]rir^yU]]T ^ y >^ 

( 1 ) N- (2-7 p ^y^) -4- [N' - [2- [3- [(IS) -1-ter 
t-yhdr^;utoU7^ 7xf;u]7i7#V]-4-^ 
do7x^;u]]7^^7^ K(0.54 g, 0. 97mmo 
1), [4-(-Oif >^/U/^xi/U)T^ y ^^xi/u]Tir^u 
? p y K(0.39 g, 1.3 mmol)^:N,N-v^y ^7t h7^ 
Kdo nDca^fcfeMtffifBS^lfc, 50 
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gfe^>y* 7A^DV^77>f- T'MK U 

N- (2- 7 ^" p ^< Is is/U) -4- [N' - [ [4- Vif * * — 
/l^T ^ / 7ai^U]r-fe^U]-N'-[2-[3-[(lS)-l-tert- 
y h ^i/*;U/i?x;U7 5 y 31 ^/U] 7xy ^rV]-4-^ p 
P7x^]]7^^/U7$ K(0.5 g, 62 ft)0#*§ 

[a] 0 2 4 -24° (C=0.5,Me0H) 

7C%&Vri6. C 4 4H..N i aciFS-l/2Ht0i: LT 

C.63. 03; H, 5. 65; N, 6. 68. 
mmU- C,63. 31; H, 5.84; N, 6. 37. 

l H-NMR(CDCl 3 ) 8 : 1.39(12H, m), 1.87(2H, m), 2.26(2 
H, m), 3. 72 (2H, m) , 3. 63(1H, m) , 4.44(2H, d, J=5. 2 
Hz), 4. 68 (1H, m), 5.08(1H, d), 6. 65-7. 52 (20H, m) , 
7. 72 (2H, d). 

(2) N- (2- 7 >\slr P ^< V v^/W) -4- [N' - [2- [3- [ (IS) -1-ter 
t-y b V^/U#x;U7 5 7 ;V] 7x7 i/]-4-^ 
p p 7 x -N' - [ [4- y f y ^ /l^^ ^ ;U) 7;77 

^ y zf^^r % K(o.33 g , 0.4 mm 

ol)WftK3i^/K3ml)*«E^4aS BfK^ 1 ^ 

x/^T^r^ LTN- (2-7 /Uzt P v?/U) -4- 
[N'-[2-[3-[(lS)-l-T ^ y m^/W] 7x7 3f ->]-4-^ P 
P7xxyV]-N'-[[4-(^yif >-^/U^xi /U) T ^ J 7 ^ 
—MT-t^^T % y tttVT % Y 46K*(0.29 g, 9 
6 *)©*«ftttH*«r#fc. 
[a] D 24 -2.8° (C=0. 5,Me0H) 
7c3f#*fffi Ci V Hi.K.acl«FS-1.5%02:Ur 
SSrafi: C,59.09; H, 5. 34; N, 7. 07. 
^SOffi: C59.33; H, 5. 25; N, 6. 91. 
1 H-NMR (DMSO-ci.) 5 : 1.49(3H, d, J=4. 0Hz) r 1.67(2H, 
m), 2. 16(2H, m), 3. 33 (4H, m), 4. 25 (2H, d, J=5. 6H 
z), 4. 41 (1H, m), 6. 82-7. 59(1 8H, m) , 7. 75 (2H, m), 
8.40(lH,m), 8. 66 (3H, bs), 10.32(1H, s) . 

[0213] 3Ufe#l202 
N- (2-7/U*v<^ v?,u) -4- [N' - [2- [3- [ ( 1 S) - 1 -T 5 y 
xf;U]7x;^v'H^ n d7x - ;U]-N'-[(2'-7 h 
V t*7 xx;V-4-^ ;U) 7^^] ] 7 ^ y /^7 ^ K 

(1) 4-7 t P ; t7xx;l#l(25 g, 120 ramol) CO^^ y — 

/K3oo mi)«M£^jBat»(io Bi)*anjLr, i5^rojn» 

«*««^^*^'>A'C«:«Ufc. ffiTffi^LT, 4- 
7 f P^7xX;l/S^ 3i^l-ai^^^(28 g, 99 %)Offl 
JKttSr^fc 1 H-NMR (CDCU) 8 : 1.25(3H, t, j=7. 2Hz), 
3.56(2H, s), 4. 15(2H, q, J=7. 2Hz) , 7. 14-7. 20(2H, 
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m), 7. 42-7. 49 (2H, m). 

nhMz.l-Zfu*:'? ^~/\^m 31^31^^/^(16 g, 
66 mmol), 2-;* h^i/7x^/l/^pyi(10 g, 66 tmno 
\),&<f&-r h y £-Ml7.5 g, 165 mmol), h^xy(50 m 
1), ^/-/KSO ml) 1 7k (50 ml)(D^g^3£T>>l'^>' 

=/U^7^y)/<7^!>^(0) (1.9 g, 1.6mmol)£^J!ra 

/c. afft^>y*y/u*9A^o-7h^77-f-t« 

HIT, (2'-^ h^ri/-4-l^7x^U)SS 

x/Kl7.3g, 97 BoMttMirftfc, 

l H-NMR(CDCl 3 ) 5 : 1.27(3H, t, J=7. 2Hz), 3. 65(2H, 
s), 3.8H3H, s), 4. 17(2H, q, J=7.2Hz), 6.96-7.06(2 
H, m), 7. 26-7. 35 (4H, m), 7.49(2H, d, J=8. 4Hz).~<D 
(2*-^ h^^-4-t'7x^7l/)§t oi^/U3i^x^(17. 3 
g, 64 romol)(DJi^/— yU(80 ml)«iK^ljfi3£ 
h V *^*«»(70 ml, 70 nmol)«:J0x.T^ia-C4«F 

ra«»ufc. ris«*»et«-»*«. mmmc** 20 

=^)HF»(14.7 g, 95 %)<Dm&&mti t 

m& 174-176^: 

1 H-NMR(CDC1,) fi : 3.69(2H, s), 3.80(3H, s) , 6.96-7. 
05 (2H, m), 7.25-7.35(411, m), 7. 51 (2H, d, J=8. 0Hz) . 
(2*-^ h^->-4-tT7 3i^W)»S6(0.39 g, 1.6mmol), 
s^? a }) K(0. 41 g, 3.2 mmol), N, N-S^ ^vU 
<tvW*T 5 K(0. 3 ml)(Df h7t Kp:7^>-(20 ml)*g 30 

N- (2-7 P ^O-iz/U) -4- [N' - [2- [3- [(IS) -1-tert 

o7x^]]7^;y^;U7^ K(0. 6 g, 1.1 mmoDi: 
N,N-v?^f;U7t K(10 mOSrJox.fc. #^Hfc 

^.a^ u-v Yfyy*— -cfSSBU N-te-^/W-p^v 40 

>vU) -4- [N* - [2- [3- [ (IS) -1-tert-^ h ^*t> /Ut$~jU 
;xf;U]7x;^^]-4-^ o o7x^l/]-N'-[(2' 

h ^ ^ f 7 x ^;M-^ ;u) 7 1 ] 7 ^ y -J^tv 
K(0.74 g, 88 %)<D#«fttt0ff£»fc 
, [a] D 24 -29° (C=0.5,Me0H) 
7C*4>W«[ C.^TNaaclF-imoi: LT 
STlfflitt: C,68.47; H, 6. 13; N, 5. 32. 
HSMB: C, 68. 35; H, 6. 08; N, 5. 07. 

1 H-NK!R(CDC1 3 ) 6 : 1.38(12H, m) , 1.86(2H, m) , 2.27(2 

H, m), 3.54(2H, m), 3. 74 (2H, m), 3. 79 (3H, s), 4.46 50 
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(2H, d f J=6. 2Hz), 4.69 0H, m), 4.96(1H, m), 6. 74-7. 
50(20H, m). 

(2) N- (2- V p -< > *?A>) -4- Qt - [2- [3- [ (IS) -1-t er 
t-/F^r^;^u7; y^ju^y^y *\/]-4-? 
P p 7 ^/k)-N' -[ (2* h^rV^7x xvb-4->f yU) r 
tf^]]7 5y^f/U7 5 K(0. 35 g, 0.45 mmoDOgt 

(3 muanx-c, aa-ei«pma»L^. ej£««:Wbet 

X'tfcfr L X N- (2- 7 yUjJ- P-O v^U) -4- [N' - [2- [3- [ ( 1 S) 
-1-T $ yxf/U]7xy ^rv-]-4-^ p D7xn/U]-N' - 
[(2*-^ h 1^7 x ^;i/-4-^ 7 1 f yu] ] 7 ^ y y 

f^r^; Kttaut[(o.32 g, 99 »o#mAttBft** 

[a] 0 24 -1.0° (C=0. 5,Me0H) 

7C*»«f«[ C«oH. o N s a i Cl I F-H,0£ Lt 

Slsffi: C,65. 39; H, 5. 76; N, 5. 72. 

MMU- C,65. 18; H,5. 73; N,5. 59. 

l H-NMR(DMS0-cO 6 : 1.50(3H, d, J=6. 6Hz) , 1. 73(2H, 

m), 2.20(2H, m), 3.47(2H, m) , 3. 71 (2H, m) , 3.75(3 

H, s), 4. 27 (2H, d, J=5. 2Hz) , 4. 42 (1H, m) , 6.88-7.5 

5(19H, m), 8.42(1H, m) , 8. 65 (3H, bs) . 

[ 0 2 1 4 J mMM203 
N-[(1R)-W -4- [N' -[2-[3-[(lS)-l-7^ yx 

=f-;V\y ^y *ri/]-4-? a D7x^]-N'-(4-7i^ 
^^/U)]7;y^7; K tttttt 
(1) 4-[N-[2- [3-[ (IS) -1-tert-^ h^^/Ufc;V7^ 
/xf;U]7xy^v']-4-^ p P7x^]-N-(f7x^ 
^^0>y^/U)]T ^ /®^(0. 71 g, 1.1 mmol), (R)-l- 
T^y^ V^>-(0. 25 g, 1.9 mmol), mm l-^/W-3- 
(3-i^y f/U7 ^/p fcVU) jjAstfi?* $ K(WSC) (0. 44 

g, 2. 3 mmol), 1-t Ko^^V/ h y 7/- yH^KSl 
^j(HOBt)(0.31 g, 2. 3 mmoD^N.N-^y ^/W^/U^T ^ 

Kdo mi)<Dm&m&mmx~i6mmmnL,ti. mfcrn* 

h ^7 7 -< — U N-[(R)-W >y^/U]-4-[N' - 

[2-[3-[(lS)-l-tert-y h ^v/^^x;U7 ^ / ^i^/U] 
7xy^^>H^ u D 7 x x;l/]-N' - (4-7 x x;^y / 
-</W]7>;7yf^7^ K(0.67 g, 79 %) (D^jjgJ&ttH 

[a] D 2< +17° (C=0.5,Me0H) 

SS&ffi: C, 71.75; H, 6. 29; N, 5. 58. 

^SOIff: C,71.69; H,6. 52; N, 5. 47. 

1 H-NMR(CDC1 3 ) 6 • 1.32(3H, d) , 1.38(9H, s) , 1.85(1 

H, m), 2. 02 (2H, m) , 2. 39 (2H, m), 2. 50 (1H, m) , 2.88 

(2H, m), 3. 85(1H, m), 4. 09 (1H, m), 4. 17 (1H, m), 4. 

87 (1H, bs), 5. 50 (1H, m), 6. 42-6. 74 (4H, m) , 6.98-7. 
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57(17H, m). 

(2) N- [ (R) - W y^^/U] -4- Of ~ [2- [3- [ (1 S) -1-tert- 
7; K(0.33 g, 0.44 nunol)(7)g^je^^yU(3 ml)^^l-, 
B*«:5»tfc«, m^uoi— r^T*«c^UTN-[(R)-l 

->r -[2-[3-[(is)-i-r s y ^^u] 7^ 

y -4-^ ci n 7 ^c^l/J-N' -(4-7 31 =/W< 

AO ] r 5 J -J^j^t % K i£S£i&<0. 3 g, 100 » <D##§ 

[a] D 2 4 +47° (C=0.5,MeOH) 
5c*^«f«[ C.oHatN.CCl, '2H,0fcLT 
Sirafi: C,67.03; H,6.05; N, 5. 86. 
H$Hit: C,67. 14; H,5. 93; N, 5. 81. 

! H-NMR(DMS0-d6> 5 : 1.49(3H, d, J=6. 6Hz) , 1.71-1.87 
(3H, m), 2. 25-2.37(3H,m), 2.85(2H, m), 3.87(2H, 
m), 4. 38 (1H, ra ), 5.27(1H, m) , 6. 61 (1H, s) , 6.73(1 
H, m), 7. 14-7.6808H, m), 8. 31 (1H, d) , 8. 66 (3H, b 
s). 

[0215] HJfc#|204 
N- (2- 7 >VHr P ^< > vvU) -4- [N' - [2- [ 3- [ ( 1 R) - 1 -T % J 

(1) (R)-l-(3-^ h^^x^/^xW^dO g, 6 
6 mmoDcDv^PP^^^UOO ml^l&lCH^ft:^ ^fff 
(19 ml, 200mmol)C9v^ P ^ ^ (50 ml)!gffi«r-78 < C 

00 ml) , h y xf;V7 ^ >- (33. 8 g, 330 mmol) t ~&f& 
v^-tert-^^-/U(14. 5 g, 66 mmol) 2r#D*Lfc 6 f^ttfe 
«a^»«:2«F|R|iP»iB«Ufc i EJE««r»*P«, 

TSSSLT, M^y^W7^^n-7F^77 
>f — TMSUfz, (lR)-l-(3-fc Kndr^x^xf 
/U#/W<$; tert- 7^1^*7^(13. 7 g, 87 %) CO 
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l H-NMR(CDCl 3 ) 6 : 1.42(9H, s), 1.46(3H, s), 4.71(1 
H, m), 4.90(1H, m) , 6. 68-6. 81 (3H, m), 6.94(1H, s), 
7. 14 (1H, m). 

(2) 4-^PP-2-7^P^hP^y^y(10.6 g, 54 m 
mol), (lR)-l-(3-t KP^^7xr:;U)x^;W^ K 
^ tert-T'^^^X^ (13.7 g, 58 mmol), ^^^7 y 
^7^(8.7 g, 63 mmol)^N,N-i/>^/W^/UAT^ K(150 
ml)©»^»S:100 , CTl«pna»Ufe Rrt?«S:?&ai 



B*L>fc„ S@ft^>y*W7^^n-7h^77^ 
BMtt, (iR)-(-)-i-[3-(5-^pp-2-hP7x; 

*i^) 7:n^/U]oi^/U;fr/W<^ K6£ tort-T^A^T* 
X/W12.9 g, 60 %) £#*lo 94-96 c C[a] 0 
2 4 +50° (C=0. 5, MeOH) 5c^«f« C, , H 2 , N, 0& CI £ LT 
S^ffi: C,58.09; H,5. 39; N, 7. 13. 
HSOffi: C,58. 12; H,5.42; N, 7. 04. 
l H-NMR(CDCl 3 ) 6 : 1.41(12H, m) , 4.80(2H, m) , 6.93- 
10 7. 42 (6H, m), 7. 93 (1H, d). 

[0 2 16] (3) (lS)-(-)-l-[3-(5-^PP-2-=hP7 

31*7^(3. 5 g, 8. 9 mmol)COP^^^/K50 ml)&i&\C5 

SULT, 5«*rSffiT*M§Lfc. £§©4^4-7^^8586 
xf;Ux^f;K7 g, 36 mmol), j^^^7 U ^^(3.7 g, 
27 mmol) £N, N-i^ ^A^A^T 5 K(50 ml) (DU^^O 

i/y*^7A^P^h^77-f--C»8U 4-[N- 
[2-[3-[(lR)-l-tert-7 r h 3r v-^Wtf^A-T S J 
7x7^r^H-^PP7x^V]]7^it ^A^ 
*7vK2.4 g,56 %)(Omi£V9*mtc. 
1 H-NMR (CDC1 3 ) 5 : 1.24(3H, t, J=7.0Hz), 1.41(12H, 
m), 1.93(2H, m), 2. 37 (2H, m) , 3. 19 (2H, ra) , 4.11(2 
H, q, J=7.0Hz), 4. 21 (1H, m) , 4. 79 (2H, m) , 6.61-7.3 
2(7H, m). 

30 (4) 4-[N-[2-[3-[(lR)-l-tert-7 r h^V^/U^^ 5 
7x^]7x7 *->]-4-^ PP7x^;V]]7^7ii 
ai^^ai^7 : -/U(2. 4 g, 5 mmol), 4-7 zn^/W^yV 
;v^pU K(1.6g, 7.5 mmol) £N, N-^p< ^/^Tir 

^ k(5o mi)<DU&&z^ux*2mmmwistL. Ej&m& 
«Yk^- h y ^ j±*mm. >^7>r mtk^ 

'>y*W7A;a-7h^77>f-t'&Sll 1 4-[N- 
[2-[3-[(lR)-l-tert-7 r Y^^io/^^^T ^ J 
40 7x;arv-]-4^ p p 7 x x;U]-N- (4-7 x x;l^<y / 
-r^)]T^ygg^ ai^lxmx^/U(2. 8 g, 86 %)CO«3^ 

TC^Wffi C 38 H, 1 N 2 Ob CI <t L"C 
S^ffi: C,69.45; H, 6. 29; N, 4. 26. 

C69.22; H,6.43; N, 4. 20. 
1H-NMR(CDC13) 6 : 1.23(3H, t, J=7.0Hz), 1.33(3H, 
m), 1.40(9H, s), 2.0K2H, m) , 2. 47 (2H, m) , 3.87(1 
H, m), 4.06UH, m), 4. 12(2H, q, J=7. 0Hz), 4. 70(1H, 
m), 4. 80 (1H, bs), 6. 44-6. 53 (2H, m), 6.67(1H, d), 
50 6.97-7. 59 (13H, m). 
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[0 2 17] (5) 4-[N-[2-[3-[(lR)-l-tert-?' h*~>* 
;Ut$~/\s T X y ^ 7xy^v^]-4-^DD7x ~>V\ 
-N- (4- 7 x - ;U^< y ;U) ] 7 ^ / ^=f-;\,^*^ 
A-(2.5g, 3.8 mso\)<D"r h 7 t Kp 7 7 >(20 ml) t ^ 

^y-yK2o m\)<nt&m\^\m.j£jmnt-r v y *>j**mm 

(20 ml, 20 mmoDSrgMniLfe »fc*LfcS£**r60'Ct? 

fgLT. 4-[N-[2-[3-[(lR)-l-tert-^ h^ri/^yU^^/U 10 
T ^ yxf;U] 7x7 3F-*>]-4-^ n p ^ a xvU] -N- (4- 7 

^=^ju-<>y^ ji-nr x ymm(2.4 g , 100 uoihra 

5t§g##fftt G.H,tN 2 Q.C1-1/2H,0£ tt 

C,67. 76; H.6.00; N, 4. 39. 
3£SHB: C,67. 76; H,6. 19; N, 4. 28. 
l H-NMR(CDCl 3 ) 5 : 1.39(3H, m), 1.42(9H, s), 1.97(2 

H, m), 2.50(2H, m), 4.00(1H, m) , 4. 10 (1H, m) , 4.66 
(1H, m), 5.00(1H, bs), 6. 59-7. 07 (6H, m) , 7.30-7.58 
(11H, m). 20 

(6) 4-[N-[2-[3-[(lR)-l-tert-^ Y*sr^j3)Vi&~)VT X 
yxf;V]7xy^ri/]-4-^ p p 7 =l~sU]-}1-(4-7 as 
;^y^^)]7^iS(1.0g, 1.6 mmol), 2-Z7;U 
^p-<y^7^(0.3 g, 2.4 mmol), J&fi£ l-^^vU 
-3-(3-v^y f/U7 ^y/P fcVU) ^Ustfi^T ^ K(WSC) 
(0.61 g, 3. 2 mmol), 1-b Kp^V/ h y 7*/-^ 
lTK^nfe(HOBt) (0.43 g, 3.2 mmol) £N, N-v?;* ^vU^A- 
^7^ KO0 ml)oJB-a«it:*ia-cl2l»BB«#Ufc, R 

. ttw«fr*»=L*:a, «*«it»^^*^!?A-c«e« 30 

t h^7 7^-T*fl!L l N-(2-^/U^-n-<^v ? /U)-4- 
[N'-[2-[3-[(lR)-l-tert-y h * v^/U^xvUT ^ / ^ 
^vl/| 7xy^y]-4-^PP7x^;U] -N' -(4-7x^;U 
^^^)]7^;^7-; K(0.48 g, 41 %)o#*& 

[a] D 2 4 +27° (C=0. 5,Me0H) 

5tmftVrU C 4 3 H< 3 N s 0 5 C1F • 1/2H* 0 <t LT 

MdmW'- C,69. 30; H,5.95; N, 5. 64. 

^ffflffi: C69.60; H,6. 16; N, 5. 62. 1 H-NMR (CDC1 3 ) 5 • 40 

I. 33(3H, d), 1.39(9H, s) , 1.98(2H, m) , 2. 39 (2H, 
m), 3.8K1H, m), 4. 12 (1H, m) , 4. 51 (2H, d, J=5. 8H 
z), 4.66UH, m), 4.86(1H, bs) , 6.43(1H, d) , 6.45(1 
H, s), 6. 63 (1H, d), 6. 91 (1H, bs), 6. 98-7. 59 (17H, 
m). 

(7) N- (2- 7)V^r n Z?sU) -4- [N' - [2- [3- [ (1R) -1-ter 
t-y h =3rV^/^^;V7 ^ y xf ;U] 7x y ^r^]-4-^ 
p a 7 m -N* -(4-7x ~;l"< s W ;^)]7;y ^ 
^7 5 K(0.32 g, 0.48 mmol)^»»3i^/U(3 ml)«St 
K4&3S *ft*»Blfc^^HfiSK(3 ml)*:JlDx.r, 50 



160 

/U^-n-<>'^yU)-4-[N , -[2-[3-[(lR)-l-r ^yxf ,u] 
7xy^rVH-^ D P7x^U]-N'-(4-7xn;^yy 
/T^)]7^y^7^ K i£6£&(0.3 g, 94 %)<D#jg 



[a] 0 2 4 +0. 1° (C=0.5,Me0H) 

TC^^ffi Csef^NsOsCUF- 1/2^0^ Lt 

^ifflffl: C,66. 96; H f 5.47; N, 6. 16. 

MMM'> C,66.65; H.5.44; N, 6. 28. 

1 H-NMR (DMSO-de) 6 : 1. 4 9 (3H, d, J = 

6. 6Hz) , 1. 83 (2H, m) , 2. 27 

(2H, m) , 3. 7 8 (2H, m) , 4.2 
9 (2H, d, J = 5. 2Hz) , 4. 43 (1 
H, m) , 6. 5 9 (1 H, s) , 6.7 0 

(1H, m) , 7.1 1-7. 6 8(1 8 H, 
m) , 8. 47 (1H, m) , 8. 6 6 (3H, 
b s) . 

[0218] mmm 205 

N — [2- [3- [ (IS) - 1 - T ^ yxf;U]7x 
y 3f ->]-4-^ o p 7 :n -N- [3- [ [ [ (2- 77 yu^- u -< >- 
^)7;y]*;^/H7^y]7 P n e/U]-4-^3ixi/U 

(1) 4-[N-[2-[3-[(lS)-l-tert-y' r h^r^;U/J?x;U7^ 

y -y / 3r ->]-4-^ p p 7 zr.^^-K-H-y 

;U^^^)]7;y|Sf(1.0 g, 1.6 mmol), v?:7ai~ 
y yUTv^ K(DPPA) (0. 67 g, 2.4 mmol), Mix 
^^T^>-(0. 2 g, 2.0 mmol) £N, N-v^ 
^ K(10 mDco^^jSr^-eeiiSBa^L/c. K/S*££r 

L^ D £t§Kll h^^>-(20 ml)Sr*nx.T, 
^/^D^^^^XO.S g, 4.0 mmol)S:Si&SnU 

ft4rvy*^7A^B-7h^7^-'e«KL l (1 
S)-l-[3-[2-[(4-7aixi/U-<>y r ^/U) [3-[[[(2-^y^ 
p^V-v^yu) r ^ J ] ^/-W^/u] 7^y]7°p tvu] T ^ 
y ]-5-^ a P7xy ^-->]7^^/U]^^/U^/Uy<x ^B. 
tert-^^U3i^T-/U(0.66 g, 55 %) <n^&$£®fc* 

[a] 0 2 4 -24° (C=0.5,MeOH)7C^«ffi C, 3 H4 4 K 0 5 C1F* 
l/2H 2 0«i: LT 

Slraffl: C,67.93; H,5.97; N, 7. 37. 

Hffl!J{ffi: C,68.02; H,5.98; N, 7. 27. 

l H-NK!R(CDCl 3 ) 5 : 1.31(3H, m), 1.37(9H, s), 1.76(2 

H, m), 3. 36 (2H, m) , 3. 77 (1H, m) , 4. 17 (1H, m) , 4.43 

(2H, d, J=5. 8Hz), 4. 66 (1H, bs) , 4,84(1H, m) , 5. 09(1 
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H, m), 5. 75 (1H, m) , 6. 42 (1H, m) , 6. 53-6. 65 (2H, m), 
6. 95-7. 58(17H, m). 

(2) (IS) -1- [3- [2- [ (4-7 en ^/W<> )V) [3- [ [ [ (2- 
VfS£ tert-y^-/U^Xx7U(0. 36 g, 0.48 mmol)(D 

Bl«3i^/K3 ml) *»(;:, AMfe »b)c* 
»»(3 mi)*:fti*.r, *ta-eii*iB«# Lfc. 

— ^^T^^UTN-[2-[3-[(lS)-l-T * yxf;l-]7x 10 
/ ^r->]-4-^ p D^^^/U]-N-[3-[[[(2-7/U^n^<>' 

Klfi»ifi(0.31 g, 95 X)o>#N«tAttBff«r« 

[a] D 24 -2. 1° (C=0. 5,Me0H) 
TciB^Wfi C 38 H 37 N < 0 3 Cl 2 F-l/2H 2 Oi: It 
C, 65. 52; H,5. 50 ; N, 8. 04. 
C, 65. 27; H, 5. 57; N, 7. 89. 
1 H-NMR (DMSO-de ) 6 : 1.49(3H, d, J=6. 6Hz) , 1.69(2H, 
m), 3. 11 (2H, m), 3. 81 (2H, m), 4. 25 (2H, m) , 4.40(1 20 
H, m), 6.29(1H, m), 6.58(3H, ra), 7. 10-7. 69(18H, 
m), 8. 61 (3H, bs). 

[0219] mffi.M2Q6 
N-[(R)-W yy^;U]-4-[N' -[2-[3-(T ?VU) 7 

^) ] t ^ y s k mmm. 

(1) 4-[N-[2-[3-(tert-;/ h*V#Ao#^UTS J 
>\,)~7 zz.J *i/]-4-? P u 7 xl~sU]-N-(4-7 ^.—/U^^ 
✓'TAOlT X SmM(0. 8 g, 1.3 mmol), (R)-l-T^ / 
^^^(O. 32 g, 2.4 mmol), m£ l-^^W-3-(3-^ 30 
y f/U7 ^ y :/p tVu) * K(WSC) (0. 5 g, 2. 

6 mmol),l-fc Kn^yy h V TV— /WTkfpfel (HOB 
t)(0.35 g, 2.6 mmol) t^N-v^y ^y^/U^T 5: K(10 

mi)^s^^^ia"ci2«Fifflje^ufe 

[(R)-W vy^/U]-4-[N'-[2-[3-(tert-^ h^v^/U 
^^/U7 ^ 7 y ^/U) 7x y ^r->]-4-^ PP7x^;U]- 
N' - (4-7xxM^/>f ;U)]7 5 y ^ W ; K(0. 79 40 
g, 83 %)^#^f H f£ll#£#/b. 
[a] 0 21 +45° (C=0.5,MeOH) 

TtmfrVfm C 44 H4,K 3 0 5 Cli: Ltl^ffl : C, 7 2. 

3 6; H, 6. 07; N t 5. 75. 

SAMS: C, 7 2. 2 0; H, 6. 06; N, 

5.81. 

1 H-NMR (CDC 1 3 ) 5: 1.42(9H, s) , 1.88(1 
H, m), 2.00(2H, m), 2. 37 (2H, m) , 2.56(1H, m), 2.88 
(2H, m), 3.84UH, m), 4. 10-4. 19 (3H, m), 4.98(1H, b 
s), 5.50(1H, m), 6. 48 (1H, bs) , 6. 56-6. 62 (3H, m) , 50 
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7.04(2H, m), 7. 18-7. 58(15H, m). 

(2) N-[(R)-W >y^^]-4-[N* -[2-[3-(tert-y h * 

y*y^^7 ^ y y ^jv) 7xy^y]-4-^po7x 
^yu]-N' -(4-^ m^^u^^y^ /i/) ] r ^ y -y^f-^T ^ k 

(0.22 g, 0.31 mmol)<Dgfg^i^vU(2 ml)^*^, 4g|5£ 

5^bfc^, ji^u^— -r/u-cac^u-cN-[(R)-i->r >- 

y^/V]-4-[N' -[2-[3-(T ;/>^l/)7xy^>]-4-^ 

pp7x^v] -n' - (4- ^ 3i ~ji"< isy^ jv)]t ^ y 

;U7^ K i£g£i£(0.2 g, 98 %)0#^fp^H^^#fCo 
[a]„ 21 +46(C=0. 5,Me0H) 

TcmftVrWi C.FtTNiacu -1/2^0^: Lt 

3SHffi: C,69. 33; H, 5.67; N, 6. 22. 

3lS!Hfi: C,69. 30; H, 5.81; N, 6. 11. 

1 H-NMR (DMS0-d» ) d : 1. 70-1. 91 (3H, m), 2.24(2H, m), 

2.31(lH,m), 2. 82 (2H, m) , 3. 79 (2H, m) , 4. 10 (2H, m) , 

5. 27 (1H, m), 6. 62 (1H, s) , 6. 76 (1H, m), 7.15-7.68 
(18H, m), 8. 29 (1H, d) , 8.46(2H, bs). 

[0 2 2 0] 3&fe0y2O7 
N-[(S)-W >y~/U]-4-[N' -[2-[3-(T ^>f/U)7 
x;^y]-4-^ p a 7 -(4-7 ^^/Is^^y^ 

>V) ] T ^ y 7 r 1 1 /W7 ^ K 

(1) 4-[N-[2-[3-(tert-y h^r-iy^^AK^ur ^ y y ^ 

JU)7 ^y]-4-^ p n 7 x =;U]-N- (4-7 x ^;l/^y 
^AOlTSyBSBKO.S g, 0.8 mmol), (S)-l-T^y 
>fyyy(0.23 g, 1.7 mmol), l-xf;W3-(3-y 
y f;U7 ^ y >^p tVi^) ^ K(WSC) (0. 31 g, 

1.6 mmol), 1- b Kp^^O/ h U T V — ^ItK^P^ (H 
0Bt)(0. 22 g, 1.6 mmoD^N.N-v^y ^/W^yUAT ^ KU 

g«^>y*^*7^^ p^ h^77>f- -cmssu 

N- [ (S) -1— r > y —M -4- [N' - [2- [3- (tert-y h 

jvif.^jvT 5: y y ^yu) 7x;^>]-4-^pp7x ^/u] 
-n' - (4- ^ ^ /u-< > ^/-r /u) ] r ^ /y^7^ k(o. 54 

g, 91 %)0#^Stt@*^#fco 
[a] 0 2 1 -38° (C=0. 5,MeOH) 

C 4 «H4 4N 3 aCli:UT3gaMff: C 72.36; H,6. 

07; N,5. 75. 

^JBUffi: C, 72. 10; H,6. 23; N, 5. 57. 
1 H-NMR (CDC 1 3 ) 6 • 1.42(9H, s), 1.88(1H, m), 2.00(2 
H, m), 2. 37 (2H, m), 2. 56(1H, m) , 2.88(2H, m), 3.84 
(1H, m), 4. 10-4. 19(3H, m), 4.98(1H, bs), 5.50(1H, 
m), 6.48(1H, bs), 6. 56-6. 62 (3H, m) , 7. 04 (2H, m) , 
7. 18-7.58U5H, m) . 

(2) N-[(S)-W >^^]-4-[N , -[2-[3-(tert-^ V* 
i/$Jl'7$z=./UT ^ y y ^/^) 7^y ^r->]-4-^ p p 7 3i 
^]-N'-(4-7x^;^y/>f/l/)]7; y ^^/UT ^ K 
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(0.22g, 0.30 mmol)WK»3:^U(2 ml)i§f&lC, 4^ 

mt*m mk^^m&(2 mDSrjo^r, sea-cm* 

lflHffl*Lfc. a£&£^TS«Lfc. ffttJl/:!^ 
5&L/c&, xfyUx-r/K»LTN-[(S)-l-^ > 
y-,U]- 4 -[N'-[2-[3-(T ^ y > ^VU) 37^/ 3r^]-4-^ 
p P7xx;U]-N' -(4-7 x.—sl'^l'y^ Jls)]T ^ V 

K ifi»J&(0. 19 g, 97 SoJMftWfflflctr*^ 
[a] D ' ! -51° (C=0.5,MeOH) 
tcSI #*fffi C • H, t N, 0> CI, • 1/2H» Oi: It 
m&W.'. C, 69. 33; H,5.67; N, 6. 22. 10 
^fflflffi: C.69. 34; H, 5. 75; N.6.21. 
1 H-NMR (DMSO-dft ) 6 : 1. 70-1. 91 (3H, m), 2.24(2H, m), 
2.31(lH,m), 2.82(2H, m), 3.79(2H, m), 4. 10 (2H, m), 

5.270H, m), 6.62(1H, s), 6.76(1H, m), 7. 15-7.68 
(18H, m), 8.29C1H, d), 8. 46 (2H, bs) . 

[0 2 2 1] HJ£#i208 
N- [ (R) -1-^ nA^^/U] -4- [N* - [2- [3- (T ^ J * *J~ 
/U) 7 ^.y p n ^jnxvl/j-N' -(4-r7m^/W< 

(1) 4-[N-[2-[3-(tert-^h^r>>^yU^^/UT >^ 20 
>V)7 *ri/~\-4-? P P 7i^]-N-(4-7i^M>' 
✓>T^)]r ^y§S^(0.6 g, 0.97 mmol), (R)-l-7xx 
/l^n^vUT^ ^(0. 25 g, 2.1 mmol), l-ai^/U-3- 
(3-v?> ^yur ^ y # A^SJ>f ^ K (WSC) (0. 38 

g, 2.0 mmol), 1-fc Kp^V^/ h !J7/-;H7K|P 
(HOBt) (0. 26 g, 2. 0 mmol) t N, N-v^t* ^/I^/U-k T * 

fc. ®J£T25ffiLT, aift^^!l*M7A^7 30 
h^77>f — T'fSfi U N-[ (R) -1-7 31 ^ Aoi^vU]-4- 
[N* -[2-[3-(tert->^ h ^>>^;U^x;U7 ^/U) 7 

x7^>]-4-^nn7xr:;U] -N' - (4-7 =. ^;l^< is 
^)]7>7^7^ K(0.68 g, 97 %)<D&&&&mt* 

[a] D 21 +33° (C=0. 5,Me0H) 
TvM&ffiW. C, 3 H, 4 N 3 0 5 Cl-l/2H 2 0i: tr 
Slffl^:: C, 71.01; H,6.24; N, 5. 78. 
^JBOfi: C, 71/08; H,6. 15; N, 5. 59. 

! H-NMR(CDCl a ) 5 : 1.43(9H, s), 1.52(3H, m) , 1.92(2 40 
H, m), 2.33(2H, m), 3.80(1H, m), 4. 10-4. 17 (3H, m), 
4. 93 (1H, bs), 5. 15 (1H, m) , 6. 44 (1H, m) , 6.55-6.63 
(2H, m), 7.00-7. 10(3H, m) , 7. 15-7. 48 (14H, m) , 7.54 
-7. 59 (2H, m). 

(2) N- [ (R) -1- 7 =c -4- [N' - [2- [3- (tert-:/ 
h*i/J3 JVtf^jVT % 7yf^)7x7^^]-4^ p p 
7 m =/U]-N' - (4-7 -/U^^y^f )V) ] T S J Zf^)VT 
* K(0. 31 g, 0.43 \mo\)(D^m.^^(2 ml)^?£i£, 4 

as ieft** mm^^m(2 nDtriox.-r, s«b-c 
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x^x-f;K^LTN-[(R)-l-7 
x x;Uxf;l/]-4-[N' -[2-[3-(T >7> ^/U) 7x7^r 
V]-4-^ p P7xn;U] -N' -(4-7x ^yU^ > ^ /U) ] T 
^7^7^ K i£g£i£(0.24 g, 84 %)<D#&£h&m 

[a]* 11 +35° (C=0.5,MeOH) 

Tt^tffffl: C^s^TN^aCl, -1/2^0^: C, 68. 

77; H,5. 77; N, 6. 33. MMWi- C,68.48; H,5.89; N, 6. 3 
1. 

1 H-NMR (DMS0-dJ 5 : 1.32(3H, d, J=7.0Hz), 1.79(2H, 
m), 2. 22 (2H, m) , 3. 74 (2H, m), 4. 01 (2H, m) , 4.90(1 
H, m), 6. 59(1H, s), 6. 69(1H, s), 7. 12-7. 68(19H, 
m), 8. 40 (3H, bs). 

[0 2 2 2] Hi£#j209 
N-[(S)-1-Vzn ^;Uxf/u] -4-[N' - [2- [3- (T ^ y > ^ 
;l/)7x^v']-4-^ p P7xx/U]-N'-(4-7xx;U/< 

(1) 4-[N-[2-[3-(tert-y h^r'>^;^x;l/7 ;7>f 
yu)7^y ^i/]-4-^ a P7xx;W]-N-(4-7xx;U^<y 
y-Y/^lT ^ygg»(0.45 g, 0.73 mmol), (S)-l-7^ 
-/U^^/l^T ^ >-(0. 18 g, 1.5 mmol), J&gg 
3-(3-v>y f;U7 ;//d fcVu) Kjj^^J^ ^ K(WSC) (0. 
29 g, 1.5 mmol),l-fc Kd=^^V/ h U7/- /Wzk 
?D^l(H0Bt) (0. 20 g, 1. 5 mmol) £N, N-v?y f-Aoft/UAT 
^ K(8 mDoa^ttSr^ia-C^KFMStffU^. RlStt* 

h^77>f — -CltM b, N-[(S)-l-7 x=;Uxf;U]-4- 
[N T, -[2-[3-(tert-^ h^^^/U^x^/UT 5: /^^^) 7 
3i 7 v-]-4-^ P P7x^]-N'-(4-7x^>^ 
^)]7^^f/U7^ K(0.50 g, 94 %)<Dftffii£h&mft 

[a] 0 zl -27° (C=0. 5,MeOH) 
7C*4>«f«E C 43 H H4 N 3 0 5 Cl^r LT 
Sl&ffi: C, 71.90; H, 6. 17; N, 5. 85. 
HiffiHffi: C, 71.70; H,6. 42; N, 5. 69. 
1 H-NMR (CDCls) fi : 1.43(9H, s), 1.52(3H, m), 1.92(2 
H, m), 2. 33(2H, m), 3. 80(1H, m) , 4.10-4.19(311, m), 
4.95(1H, bs), 5. 15 (1H, m), 6. 44 (1H, m) , 6.55-6.63 
(2H, m), 7.00-7. 10(3H, m), 7. 15-7. 48 (14H, m), 7.54 
-7.59(2H, m). 

(2) N- [ (S) -1-7 31 xi^ai^/U] -4- EN* - [2- [3- (tert-^ 

hdrv'^i'/tfxwuT 5: y * = }-;\')7^; *i/]-4-? p p 

7 ^/W] -N' - (4-7 31 x/Wy/^ /W) ] r ^ y -f^~)VT 
% K(0. 31 g, 0.43 mmol)<0|lF»3i^(2 ml)ffi«ciC, 4 

N- [ (S) - 1 - 7 ^ xvwx^/u] -4- [N' -[2-[3-(7^7^f 
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/U)7xy^->]-4-^PP7x xwU] -V -(4-7x ^/U-< 
^A^)]7$ J-7^>VT^ K i£^J£(0.24 g, 84 %) 

[a] D 21 34° (C=0. 5,MeOH) 

5C^«fffl 038^,^03012 ^ LT 

Slraffi: C, 69. 72; H, 5. 70; N, 6. 42. 

^fflUfi: C,69. 33; H,6.03; N, 6. 23. 

1 H-NMR (DMSO-de ) 5 : 1.32(3H, d, J=7. 0Hz), 1.80(2H, 

m), 2. 23 (2H, ra), 3. 79 (2H, m) , 4. 01 (2H, m) , 4.91(1 

H, m), 6.60(1H, s), 6. 74 (1H, m) , 7. 14-7. 69 (19H, 10 

m), 8. 50 (3H, m). 

[0223] mmm2io 

N- (2- 7 )Vj>r P V v 5 ^) -4- [N' - [2- [3- (T ^ y > ?v>) 
7x;^v']-4-^Dn7xx;l/] -N' - (5-:/ p 7 

(1) 4-[N-[2-[3-(tert-y h ^>#/U/tf^;UT ^/^f 
;U)7xy^>]-O0P7x ^/u] ]7^y @&|^ ^ 
x^f/U(1.5 g, 3. 2 mmol), 5-;/p ^e;7 7 ^^/U/tfx: 
;Mu!i K(0. 82 g, 3. 9 mmol) <tN,N-v^^;UTi? h 

K(15 ml)^^«lSr^M-C5^a#Ufc. 20 

7 >r — -e*jf© U 4- [N- (5-:/ u ^-2- 7 7 :=vu) 

-N-[2-[3-(tert-^ h ^y&zU/tfxiyUT $ J * ^vU) :7 m 

y^r>-]-4-^op^^xi/u]]r^ygS^ jn^um;*-^ 
Ml. 7 g, 82 ^Xo^ttSttHffS:^.**^*^ C 29 

C, 54. 77; H,5.07; N, 4. 41. 
HJWffi: C, 54. 68; H,5.04; N, 4. 49. 30 
1 H-NMR (CDC 1 3 ) 6 '• 1.22(3H, t, J=7.0Hz), 1.45(9H, 
s), 1.96(2H, m), 2. 43 (2H, m) , 3. 86 (2H, m) , 4.10(2 
H, q, J=7.0Hz), 4. 28 (2H, d, J=5. 6Hz) , 4.96(lH,bs), 
6. 28(2H, m), 6. 74-6. 80(3H, m) , 7. 10(2H, m), 7.21- 
7. 34 (2H, m). 

(2) 4- [N- (5-^ P ^e-2- yy^jo ;Ut$~jU) -N- [2- [3- ( te 
rt-y h^^;U^x;l/7 ^ y y ^V]-4-^ 
pp^^^/U]]T ^ ygg^ ^^/l^-X^Ml. 5g, 2.3 
mmol) (7)7" k Kp ^7^(20 ml) £ y — M20 m 
D<0»jft^l«^*jRfk-^hy (10 ml, 10 mm 40 
oDSrWbnLfc. »fonfciB^»4:60 , C-Cl«FW«l*U 

2-7/U^-n^<> / v//U7' ^ ^(0. 45 g, 3.6 mmol), 
l-3i^7U-3-(3-$*> f;U7 ^ / ^P tVl-) i^JVifs-y 
4 ^ K(WSC)(0.89 g, 4.6mmol),l-t KP^r^V/h 
y T /HTKfPfe(HOBt) (0. 63 g, 4. 6 mmol) <tN, N-v 5 
^f;^/^7; K(6 ml)<DS^tt&^irei2l$raiStti 
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7 7 4 — "CMS U N- (2- 7 p vvU) -4- [N* - (5- 
-f p 7y\s1i jU7$~/U) -K' - [2- [3- (ter t-:/ h > 
# /U/tf~;U7 ^;U) 7x;^ri/H-^PP7xX 

;U]]7^7'f/W7 5 K0.2 g, 74 %)0>#»iBrt4Bf*: 

7C^##fffi C 3 , ft 4 N 3 a BrCIF ^ LT 

m^W.: C.57. 11; H,4. 79; N.5.88. 

HSOffi: C, 57. 06; H.4.98; N, 6. 02. 

1 H-NMR (CDC1,) 5 : 1.44(9H, s), 1.94(2H, m), 2.34(2 

H, m), 3.82UH, m) , 3. 93 (1H, m) , 4.25(2H, d, J=5. 6 

Hz), 4.48(2H t d, J=5. 8Hz) , 5. 01 (1H, bs), 6.25(2H, 

m), 6. 69-6. 78 (4H, m), 6. 98-7. 36 (8H, m) . 

(3) N- (2- 7 frit u-<> i/Jl-) -4- [N' - (5-^ o^t-2-77 

V io )Vt£ jn/U) -N' - [2- [3- (tert->^ h^-^ x;>7 

^ ;^;v)7xy^]-4^ p p y ^ 

"f-frT^ K(0. 18 g, 0.25 mmol)O^^^^U(2 ml)*g 

a-ciwwaBPufc. Rjs*««rWEET«*ufc. wmu 

^ /U^ n-<>- >?/U) -4- [N* - [2- [3- (T ^ / y ^JV) 7 zn J 
*is]-4-? p p 7 x x;W]-N' - (5-7" p 7 > 

fc;U)]7^7 r f/U7^ K ^^(0.11 g, 68 %) <D 

ytmtttifm C 2 9 H 2 7 N 3 0 4 BrCl 2 Ft LT 
Sttfi: C53.48; H.4. 18; N, 6. 45. 
HiBffi: C,53.65; H, 4. 46; N, 6. 30. 
1 H-NMR (DMS0-4) 5 : 1.79(2H, m), 2. 23 (2H, m) , 3.68 
(1H, m), 3. 79 (1H, m), 4. 01 (2H, m) , 4.28(2H, d, J= 
5.0Hz), 6.27(1H, bs) , 6.62(1H, d, J=3. 6Hz) , 6.80(1 
H, d), 6. 85 (1H, d, J=3. 6Hz) , 7. 1 1-7. 59 (9H, m) , 8.4 
2(3H, m). 

[0224] mm&ten 

n- (2- 7 ju* p -< > is;^) -4- [n* -[2-[3-(r ^y y ^;V) 

7xy^r^]-4-^ P P7xx;U] -N' - (5- 7 ^ ^. 7 
7^;^)]7?y^7? K 
( 1 ) N- (2-7/1^^" P *<2S iSsU) -A- [N* -(5-/^^-2-77 
> ^7 7U^^/U) -N* - [2- [3- (tert-y h ^ i^tf/^^^T 

^ y y ^)^ 3i y ^->]-4-^ po7x^]]r>;y 

f/U7^ K(0.49 g, 0.68 mmoD^ai^^P^KW. 1 
3g, 1.0 mmol), ^[^^- h y 0^(0.24 g, 1.7 mmol), 
h/U^^(20 ml), ^^y— /U(5 ml) t tK (5ml) CO^^I 
SrT/u^^HaT^^-ClO^SifisL^. ^h^^r^ 
( h !i 7xx;u^^7^f y)/<7^^i»(0) (39 mg, 0.034 

«JET«MBLfc. 3Se«*vy iiffrloy J±t u** 

7 7 J — tf^I U N" (2- 7 P'O v^^W) -4- [N' - [2- 
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[3- (tert-^ h *i/jlfr#~/l'T ^> ^/U) 7x7^r 
->]-4-^ p P !7 ji =. yU] -N* - (5- 7 31 /U-2- ~7y^jl)V 
IS-*') ]T*J * K (0. 43 g, 89 %) (D^gr&ft 

TtmftVtm CoHj.N^ClF^: LT 

S^ffl: C, 67. 46; H, 5. 52; N, 5. 90. 

^fg: C.67.25; H,5.47; N, 5. 86. 

1 H-NMR (CDC1 3 ) 8 : 1.42(9H, s), 1.97(2H, m), 2.38(2 

H, m), 3.85(1H, m), 4. 04 (1H, m), 4.06(2H, d, J=5. 8 

Hz), 4.50(2H, d, J=5. 8Hz) , 4.80(1H, bs), 6.60-6.66 

(3H, m), 6. 82 (2H, m), 6. 98-7. 38(14H, m). 

(2) N-(2-7/U^-u-0^yU)-4-[N'-[2-[3-(tert-y h 

^^>^;>^^/U7 ^ J * =f-j\s) y^j 3f vO-4-^ D D 7 

=. -N' -(5-7x — yu-2- yyl/jo 7U>tf ~/u) 

y^/lsTS. K(0. 28 g, 0.39 mmol)<£>It^3L^vU(2 ml) 

««^4a^ J£YL7fc§Sf »»^^/^«SS(2 ml) *:»]*. T, 

- 7 a -O* S^yu) -4- [N' -[2-[3-(T 3vU) 7 ^ 

y V] -4- ^ P P -7 =. ~ /U] -N' - (5- 7 m rwl-2- 7 7 V 
^;^;U)]7^^f/U7-; K i&$^(0.24 g, 95 

7zm#mm c B H, f N,o 4 ci f it 

StMff: C.64.82; H,4.97; N, 6. 48. 

^JBMB: Q64.81; H.5.08; N, 6. 25. 

1 H-NMR (DMSO-de ) 5 : 1.87(2H, m) , 2. 25 (2H, m), 3.70 

(1H, m), 3.91(3H, m) , 4.28(2H, d, J=5.6Hz), 6.72(1 

H, m), 6. 87 (2H, m) , 7. 01-7. 42 (14H, m) , 7. 65 (1H, 

d), 8.42(3H, m). 

[0225] m&mi2 

N-(2-:7/U;^P^^i^U)-4-[N' -[2-[3-(T ^ J * f/U) 
7x7^rV]-4-^ PP7x^V]-N'-[(2-> Y*i/y 
x;U)-2-7 7^^^^^;U]]7 ^ 7 ^/U7 ^ 
( 1 ) K-{2-7;V*us<Z/ -4- [N' - (5-^ P ^-2- 7 7 
>^/U7tf ~;U)-N' -[2-[3-(tert-:/ h ^V^/^/U7 

^ j * 7x;^y]-f^po7i =./u] ]7^yy 

f^7^ K(0.42 g, 0.59 mmol),2-y h^>;7 m 
p>-®K0. 13 g, 0.88 mmol),j^^^ h ]) £A(0.2 g, 1. 
5 mmol), h/l^^^O ml), 31 ^ / — /U (5 ml) t tK (5 m 

1) ^^%^r^^v#ia^T«c^ai-eio^«i tfc. 

7" h^3r*( h y 7 a 7 ^)^<9^!>A(0) (34 

mg, 0.029 mmoD^^PLfc^, 12«FBB*PJIftSat Lfc. 

-4-[N' -[2-[3-(tert-^ h^^;^n^7 ^ / ^ ^/U) 
7iy^rv']-4^ PP7x^U]-N'-[(2-^ h^v^m 
^/U)-2-77y^/W1^/V]]7 5: / -^^?VT %. K(0. 39 

g, 89 %) <Dftt&&tiEmfr*%iz. tg*#w« C . H« , N 3 0, 
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C1F£ UTSI^: C.66.35; H, 5. 57; N, 5. 66. 
Hfflffi: C f 66.05; H,5.47; N, 5. 52. 
1 H-NMR (CDC1 3 ) 5 : 1.42(9H, s), 1.97(2H, m), 2.38(2 
H, m), 3. 84 (1H, m), 3.92(3H f s), 4.02(2H, d, J=5. 2 
Hz), 4.03OH, m), 4.50(2H, d, J=5.6Hz), 4.82(1H, b 
s), 6.49(1H, s), 6.66(1H, m), 6. 78-7. 37 (16H, m). 
(2) N-(2-7/U^-P^<>v ? /U)-4-[N , -[2-[3-(tert-^ h 
*isJjJlstf~Jl>T ^ J > ^71") 7x 7 3r >]-4-^ p p 7 
^ - /U] -N' - [ (2-^ h^r'>7^^yU)-2-7^ >-^;yU^^ 
10 ;l^]]7;yyW; K(0. 25 g, 0.34 mmol)cop^m 
^/V(2 ml)«*^4a^ R»3i^U»«(2 m 

l)*rinx.T, Sfi-ClttWattLfc. Rffi*K«:«flET» 

LTN- (2- 7 n-O v?7l-) -4- [N' - [2- [3-(7;7 
^ ^/U) 7xy^rv/]-4-^nD7x =/U]-N* -[(2-^ h 
^7i^)-2-777*;^]]7; 7 7'^U7^ K 
^feJ^(0. 19 g, 82 %)©#teAttB*S:»fc. 

7c3f»*ffil ^eHa^NaaCUF.t It 

Sttffi: C.63. 72; H,5.05; N, 6. 19. 

20 mmU: C,63. 69; H,5.23; N, 6. 20. 

1 H-NMR (DMSO-de) 5 : 1.83(2H, m), 2.26(2H, m), 3.70 
(1H, m), 3.84(3H, m), 3.90(3H, s), 4. 28 (2H, d, J= 
4.4Hz), 6. 70(1 H, m) , 6. 82-6. 93 (5H, m), 7.08-7.42(1 
OH, m), 7.64(1H, d), 8.45(3H, m). 

[0 2 2 6] 31^213 
N-(2-^yU^-p^c>'v^/U)-4-[N , -[(4-rir^-/i'T^ J 7 
xr:;u) r^r^>'^]-N , -[2-[3-(T 7x7^r 
v"]-4-^ p D7xx^]]7^ 7/^7^ K 
(1) ^-^-Sl-^-^T^iS.O g, 28 

30 ramol), 7tf ;^ o y K(2.6 g, 34 mmol) tK N- v^^ 
^/UTir H7^ K(30 ml) <OS-&«jSram"C30^raSt}$ 

t Kp^7^(100 ml) ^31^^—^(100 mlJOftPffi^l 
«^ TK^ftS^ h y ^AtK^(90 ml, 90 mmol) *:»*0 
Lfc, #btLfcJ&&*S:60 c C-Cll«WI«l*Ufc i SJ^fg 

40 ^'>-)A«lf:, ^ffTSSSLT, SfflHtr^ 

7Ug^^(3. 8 g, 71 %)<Dmt£&&tl t 1 H-NMR(DMS0-d 6 ) 5 : 
2.03(3H, s), 3.49(2H, s), 7. 71 (2H, d, J=8. 6Hz), 7. 
51 (2H, d, J=8.6Hz), 9.91(1H, s). 
4-T-tr h7^ ni^7l^^(1.0 g, 5.2 mmol), 
*^y7l-^py K(l. 3 g, 10 mmol), N, N-v^ ^/isfrjUJ* 
K(0.5 ml)<DT hyM h*p^y>-(30 ml)^£r^ 

ux-mmmw^tz. ^m^imT^mmvt^ 4-[n 

-[2-[3-(tert-^ h ^i/*^fc;U7 5 / ^ ^7^) / 
50 ^rv^]-4-^ DP7x^]]7 ^ y m^/U3i^x7U 
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(1.2 g, 2.6 mmoD^N.N-^^^/UTir bT $ K(40 ml) 

^V*AT'i£j&b*:, ^ffTSIffiLT, ?m&*^V 
*^7^^nv h^7 7>f-t*flSU 4-[N'-[(4- 
T ± f/U7 $ S 7 ^-/U)T-t J-M -N- [2- [3- (tert-:/ 

7ni^/U]]T^ /gg^ x^l/xxr/l'd. 1 g, 67 %)<D 10 

JZmfttifm 03 4^0^07 01^ bT 

C, 63.99; H, 6. 32; N, 6. 58. 
Hffl!Kfi: C, 63. 80; H,6. 32; N, 6. 63. 
l H-NMR(CDCl 3 ) 5 : 1.20(3H, t, J=7. 2Hz), 1.46(9H, 
s), 1.84(2H, m), 2. 34 (2H, m) , 2. 16 (3H, s) , 3.48(2 
H, s), 3. 51 (1H, m), 3.91(1H, m) , 4.07(2H, q, J=7. 2 
Hz), 4. 27 (2H, m), 5. 20 (1H, bs) , 6. 70 (2H, m) , 6.82- 
7. 18 (6H, m), 7. 27-7. 38 (3H, m), 8.00(1H, bs) . 

(2) 4-[N'-[(4-7-fef;U7^ y :7*~/u)Tir^vU]-N- 20 
[2-[3-(tcrt-^ h^^;^-;i/7? ; *3 L jV)7^J 
^^]-4-^PD7xn;H]7^/ii xf;l/x7r/U 
(0.91 g, 1.4 mmol)<E>^ h 7 t Ko77>(10 ml) £^ 

*y-/Kio mi)©««^i*« *»fls-M*y 

*&(8 ml, 8 UMDSrSHlllLfc. ^^tL^^#3$:60 { CT* 

i«pra«j*ufc. a£«*r*^ar, 

Tgfcttf- bfc&, WilJi^/w-eaW bfo tt£ti«£7K$fc 

L/c, l^mh 2-7^D-<y^;U7^>'(0.30 g, 2. 
4 mmol), J&g£ l-^^yu-3-(3-v?y f;U7 5: y :/n tVU) 30 
^/W/tfi^Y 5 K(WSC)(0. 55 g, 2.9 mmol),l-t: Kn* 
>^<>y b y T^— yH^C?U^(H0Bt) (0. 39 g, 2.9 mmo 
l)iN,N-^f^*;>A7$ K(10 ml)o^?ril 
■C24«Fra«t»bfe KJCiK*:*^^ s^f^-ett 
Wife, ttttJ*KSr*iJlcLfcS, JS*«S»^^v^9A 
T*e«bfc. «J£Tffi«L-C ?l@«l^^y^^7 
^^P-7h^77^-tSS!U N-(2-7^^n^O-^ 
/U)-4-[N' -[(4-Tir^vl-T S y 7x=;U) T-fc^Vl'l-N' - 
[2- [3- (tert-:/ V^/W/tf^A-T ^ y > ^/U) 7x / 
^>]-HnD7x^]]7;;yf^7; K(0. 88 g, 40 
86 »0#tt*ttH***fc. 
7zm&9tm C3 » 2 N 4 0 6 C1F£ bT 
Saraffi: C,65. 31; H t 5.90; N, 7. 81. 
3?8M£: C,65.2l; H.5.82; N, 7. 86. 
1 H-NMR(CDC1 3 ) 5 1.45(9H, s), 1.83(2H, m) , 2.15(3 
H, s), 2. 22 (2H, m), 3.46(2H, s), 3.63(1H, m), 3.78 
(1H, m), 4.25(2H, m) , 4.44(2H, d, J=6. 0Hz) , 5.26(1 
H, bs), 6. 68-7. 38(1 6H, m), 7.99(1H, bs). 

(3) N-(2-~7/U^-xn^<^ i?;U) -4- [N* -[(4-7tf /V7^ 

y 7 -[2- [3- (tert-:/ h ^rSofr/U* 50 
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=-)VT * y y ^U) 7xy^^]-4-^DD7xx;U]]7 
>y7'f/U7^ K(0. 59 g, 0.82 mmol) <7)g^^^/V(4 
ml)^(C4«^ tftfb^CSK B»^^JS«(4 mDSriD*. 

«fmb^:Hflc*5SlL*:«. ^>^-^yUT25fc;# bT 
N- (2-7/U^ d *<zs*?ju) -4- [N' - [ (4-T -fe f/U7 ;77 
?vU] -N* -[2-[3-(T %. J } ^U) 7xy^r 
>]-Hnn7x^]]7;yyW; K i&»£(0. 
53 g, 99 %)<Dft1£$h&mft&&1t, 
7c3i#4ffffi C 3 4 Ft s N 4 0 4 Cl 2 F* 1/4H, 0£ tt 
3S^fi: C62.05; H,5.44; N,8. 51. 
HfflJffl: C,62.07; H,5.55; N, 8. 26. 
l H-NMR(DMSO-ds) 5 : 1. 70 (2H, m) , 
2. 0 2 (3H, s) , 2.19 (2H, m) , 

3. 3 9 (2H, s ) , 3. 76 (1H, 
m) , 4. 05 (3H, m) , 4. 28 (2H, 

m), 6. 83-7. 45(15 H, m), 
8. 41(1 H, bs), 8. 5 4(2 H, b 
s), 10. 05(1 H, bs). 

[0227] mmm 2 1 4 

N— (2 -yslsJrv^ls is Sis) -A- [N' -[2-[3-(7; J * 
=f-M 7 / u u 7 -N' - [4- (^< > 

(1) N-(2-^/l-^n^<>'v?/U)-4-[N , -[2-[3-(tert-^ h 

^v-^yw^^yur ^ y y =f-^) 7^; * is]-*-? uu7 

3cz=./W]]T^ y -f^-lVT ^ K(l. 1 g, 2.0 mmol), 4-^ h 
n^W^/U y K(0. 49 g, 2.6 mmol) kll, N-^> 

f;i/7ir hT * K(20 ai)o»-fii*i4:aa-eiWFm«#b 
«Srl*3E b y ^^tK^«, v-C«c»b 

T, Mft^'>^^7A^n-eK77^f« 
Kb, N- (2- 7 /U^- o-<> v?yu) -4- [N* - [2- [3- ( t er t-^f 
h^^;w^7^ y^f;W)7x7^>]-4-^ d d 

7oi^w]-n , -(4-= hD^y^;u)]7^yyf^7; 

K(1.3 g, 89 X)(0*«*ttH**r#fc i 
TcS^WiS Cj^s^aciF-imoi bT 
S^fS: C,61.76; H,5. 33; N, 8. 00. 
Mmi&- C,62.08; H, 5.48; N, 7. 90. 
l H-NMR(CDCl 3 ) 5 : 1.43(9H, s), 1.98(2H, m) , 2.35(2 
H, m), 3.86(1H, m), 4.01(1H, m) , 4.24(2H, d, J=6. 2 
Hz), 4.48(2H, d, J=5. 8Hz) , 5. 14(1H, bs) , 6.98-7.35 

(8H, m), 7.5K2H, d, J=8. 8Hz), 8.06(2H, d, J=8. 8H 
z). 

(2) N-(2-7/W^-n^<>'i//W)-4-[N'-[2-[3-(tert-^ r h 

^rv^/u^^;v7 ^ y y 7xy ^y]-4-^ n p 7 
^^^]_n»-(4-- hp^yy-f/u)]7^ y y^vur ^ k 

(0.7 g, 1.0 mmol)COWjK^^U(15 ml)«fSiC5% 

^7i^^^(o.2i g)*aa!flibfc i ^e>^js^««:ff 
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* K(10 ml)(C^S?Ur, -O-^^^/U^^/U^n y K 
(0.45 g f 2.6 nraioD^^JDU/h. #5>nfcS-g*SrSiB. 

[N* - [4- >if >-^/U* n/UT ^ y ) ^c>- :/ ^ >U] -N* - [2 10 

-[3-(tert-y h * V# A'SRsi/UT ^> 7^;* 

v/]-4-^DD7x^]]7^y ^VUT ^ K (0. 57 g, 7 

0 »<0?M&dM£Bfe«:#ft:. 

7C*»*ffi C.,HoN«0,ClFS-l/2ft0£ LT 

Slaffi: C,62. 25; H, 5. 35; N, 6. 91. 

C,62. 37; H,5.25; N, 6. 70. 
! H-NMR(CDC1 3 ) 6 : 1.45(9H, s), 1.95(2H, m), 2.36(2 
H, ro), 3.690H, m) , 4. 12(3H, m), 4.49(2H, d, J=5. 4 
Hz), 5.20QH, bs), 5.92UH, bs), 6. 50-6. 59 (2H, m), 
6.89-7. 53 (16H, m) , 7. 71 (2H, d), 8.09(1H, bs). 20 
(3) N-(2-^/U^o^<>'v5 : /W)-4-[N , -[2-[3-(tert-y h 
5r*s10jVT$zz.?VT X J > ^vU) 7iMV]-Hnn7 
^ -N' - [4- (^<>-tf y^/U^n/V7 ^ y )-<>^-< 
;V]]7^ yy^J^T^ K(0. 33 g, 0.41 mmol)CO^f^^ 

i)4rip*T, *«a-ei»raa»Lfc. s/6«t«ffiT» 

U TN- (2- 7 /U^" P'O vvU) -4- [N' - [2- [3-(7^ 
^^)7s; ^->]-4-^ p D^m^/U]-N' -[4-(^>-^ 
y7;u$x;i/7 ^ ;)^y/^;W]7 ^ / / W ^ K 30 

(0.30 g, 99 tto^ttAttHfrSrftfc:. 
7C3R»*ffi Ca 7 H 3 s N« 0 5 Cl 2 FS* 1/2H* 0 i: L "C 
S^tt: C, 59. 52; H, 4. 86; N, 7. 50. 
HfflMfi: C,59. 36; H,5. 09; N, 7. 20. 
l H-NMR(DMS0-d») 5 : 1. 76(2H, m) , 2. 21 (2H, m), 3.67 
(2H, m), 3.99(2H, m) , 4. 27 (2H, d, J=5. 6Hz) , 6.51(2 
H, m), 6.95-7. 75(18H, m) , 8. 47 (3H, m) , 10.60(1H, 
s). 

[0 2 2 8] Hjfe0ij215 
N-(l,2,3,4-rF7t Kot7^uy-W;u)-4-[N'-[2 40 
-[3-(T ? y > 5vU) 7xy 3ri/]-4-y* P D 7 ^^yU]-N' 

(1) 4~[N-[2-[3-(tert-^ h * i/ t^tf ~ J^T ^/^f 
/U) :7my D P 7^^7b]-N-(4-7zn^^-<^ 

V r -f/U)]7^/M(0.5 g, 0. 81 mmol), 1,2,3,4-7^ 
7t KP-l-t7f;V7^y ^^^(0.22 g, 1.2 ramo 
1), mm l-xf;U-3-(3-^^f;U7? y tVU)^77U 

K(WSC)(0.32 g, 1.6 mmol),l-t h'P^rv"< 
y / h !i 7 yH7K?afe (HOBt) (0. 22 g, 1.6 mmol) , 
hyxf;U7^y(0.15 g, 1.5 mmol) £N,N-v^3vU3* 50 
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/^7; K(8 mD^a^ftSrSta-CeNpraffl^L^. S 

Sit, M^>y*y;^7A^D-7^77>f- 
"ClMBU N-0,2, 3,4-x h7t Knf7^ 
/U)-4-[N' -[2-[3-(tert-^ b *\/*> frtf—^T ;/^f 
yU)7xy^ry]-4-^ o u7x^/U] -N' - (4- ^ m n yl^< 
^/U)]7^y^7> K(0.58 g, 96 %)<O^^B 

Slaffi: C, 71.75; H, 6. 29; N, 5. 58. 

HSJffi: C, 71.70; H,6. 31; N, 5. 59. 

1 H-NMR (CDC1 3 ) 5 • 1.42(9H, s), 1.83(1H, m), 2.00(2 

H, m), 2. 36 (2H, m) , 2. 76 (2H, m) f 3. 81 (1H, m) , 4.07 

(1H, m), 4. 19 (2H, m) , 4.99(1H, bs) , 5. 22(lH,m), 6. 

48-6. 63 (4H, m) , 7. 00-7. 58(1 7H, m). 

(2) N-(U,3,4-7h7t KDt7^ U>--W/U)-4- 

[N , -[2-[3-(tert-y h^V^^x/UT ^> 7 

x/^rv']-4-^ n a 7 -(4-7 x.^/i'^^ysf 

;>)]7^yW^ K(0. 30 g, 0.41 mmol) (7)^$^ 

^/K3 nil)»SKfr. 4^^ BK3i^/u*aE(3 
niD^tt, ^-Cl^Pfl«t»Lfc. S/£«Sr«JEET» 

i^ftTN-O,^ 3,4-T h7t KPt7^ 

4-[N* -[2-[3-(T ^ J * 7 XL J i>]-4-^ a p 7 m 

^/u]-n' -(4-^ ^^/u^oy'^r /l-) ] r ^ yyf^7^ K 

ffl»tl[(0.26 g, 94 %)W*«iSttHflE*'#^:. 
7c^*ffi C.Hi.NjQiCls -1/2^0^: LT 
S^ffi: C,69.66; H.5.85; N, 6. 09. 

C,69. 32; H, 5. 75; N, 5. 98. 
1 H-NMR (DMS0-d») 8 : 1.68(2H, m), 1.84(4H, m), 2.24 
(2H, m), 2. 73(2H,m), 3.80(2H, m), 4. 01 (2H, m) , 4.9 
6(1H, m), 6. 62 (1H, s) , 6. 77 (1H, m) , 7. 10-7. 68 (18H, 

m), 8. 28 (1H, d) f 8.44(2H, bs). 

[0 2 2 9] H*fe#ij216 
N-[[3-(7;;^f^)7x;^«>]-4-^ p p 7=c=./U]- 
N- [2- [ [ [ (2-7 /M- p -O-v^/U) 7;y]^7 /U^^/U] T ^ 
y ] m ^/l.] -9H- 7?V^r\y J^A ^ ^ K^^i^ 

(1) 3-[N-[2-[3-(tert-y b ^ri/^^^/l-T 
yu) 7x; ^rV]-4-^ p p7x^]]7; / 
St xf;Ux^f;U{l. 8 g, 4.1 mmol), m-7;^U>- 
2-i0?Vif^?V KQ.2 g, 5.3 mmol) <tN, N-v^^ ^ 

^Tir h7 ^ K(20ml)O^^^^TMR#Ppm^bfc. 

aS*Srvy*y;^7^^p^h^7^--e»H 
U 3-[N-[2-[3-(tert-y h^v-^^^^^T 
/u) 7 3i y ->]-4-^ p p 7x^;u] -N- (9H- 7 jv^r u>-- 
2-^77i^^^/u)]r ^ y t 0 ^>-^ ai^-yu^y^^^d. 
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8 g, 68 %)<n#&£k&mft*mz 9 TtmftVrW CtH^n, 

<hCl-l/2HiOk IT 

SSnffi: C, 68. 35; H, 5. 89; N, 4. 31. 

mmm- C,68.62; H,6. 13; N, 4. 15. 

1 H-NMR(CDC1 3 ) 5 : 1.25(3H, t, J=7.0Hz), 1.44(9H, 

s), 2. 73 (1H, m), 2.85(1H, m) , 3. 71 (2H, ra) , 4.03-4. 

17(5H, m), 4. 23(1H, m) , 4. 71 (1H, bs) , 6. 52(3H,m), 

6. 95-7. 76(1 1H, m). 

(2) 3-[N-[2-[3-(tert-^ h 3r v^/U/tf —A^T 

;U) :7^y ^rV]-4-^ n n 7xn;l/]-N-(9H-7^t Uy- 10 

2-^7/u^^7u)]r * t o *>-m ^?vzxl^ ? v{\. 

6g, 2.4 iB»l)©f h7 fc Kp7?>(30 ml)£:^y 

-/K3o mixomm^iMUE imfc-f- v v (12 

ml, 12 mmoDSraaniLfc. ^&;KfcS^**60t;-ClB* 

fc. 3-[N-[2-[3-(tert-y h*i/*/U*^7 5 V 
;U)7x7 ^r^>]-4-^ D D 7x^]-N-(9H-7;V^Uy- 
2-*;Wf^;V)]7^7 P P^y»(1.4 g, 96 20 

7C§g-5>#f fit C 5 H 3 3 N 2 0 6 CI • 5/4H 2 0 1 Lt 

S^ffi: C.66. 14; H, 5. 63; N,4.41. 

^S!Ha:: C,66. 35; H.5.64; N, 4. 02. 

l H-NMR(CDCl 3 ) 5 : 1.43(9H, s), 2.84(2H, m), 3.73(2 

H, m), 4. 10 (3H, m) , 4. 28 (1H, m) , 4. 80 (1H, bs), 6.4 

8-6. 55 (3H, m), 6. 94-7. 76(1 2H, m) . 

[0 2 3 0] (3) 3-[N-[2-[3-(tert-yh^->^/U^^ 
^7;^f^)7i^v/]-H P P7xX/V]-N-(9H 
-7yi/tl/>2-*;^^^)]7;;/D t°^^(0. 6 30 
g, 0.98mmol), t*:7 :n^/M>JX7jx y yUTv* K (DPPA) (0. 4 

g, 1.5 mmol), h V zz-^jVT % >(0. 12 g, 1. 2 mmol) 
ir^N-^^^T; K(5 nl)©a-&fh*raja'Cl 

*A-CR«U *jBt*:B*U3t 0 3Sett^h/^>(20 

9 g, 3. 1 mmol) £ h V ^^?VT > (0. 36 g, 3. 6 mmol) 
SrSsAPL-C H*-2«praiB«KLfc 1 R^fSSr^ai*, * 40 

£1 U 3- [2- [(4-7x ^/U-^^/V /U) [3-[ [ [ (2-T7;U;*- 

V ]-5-^ n D7xy^^]^yi//^;W^yi tert- 
^/u^^^/u(o.4 g, 55 »^#MS,ftte0<$*ftfc. 
TC^^fe Q 2 H4oN<0 5 ClF-l/2H 2 0£ tr 
aSftB: C,67. 78; H,5.55; N, 7. 53. 

C,67.68; H,5.65; N, 7. 31. 50 
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l H-NMR(CDCl 3 ) 5 : 1.41(9H, s), 3.45(1H, m), 3.56(1 
H, m), 3. 70 (2H, m), 4. 00-4. 14 (4H, m) , 4. 36 (2H, m) , 

5.02UH, m), 5.20(1H, bs), 5.65(1H, bs), 6. 53 (3H, 

m), 6.92-7. 53 (14H, m), 7. 75 (1H, m). 
(4) 3- [2- [(4-7*. ~/l^< > y ^ yU) [3-[[[(2-7/W^D 

'O-v^/u) r ^ y ] yfr/utf^/i/l r^]/o tvu] r ^ y ] 

nn7iy^^>^/W<; >j® tert-^^ 
;Wn;*-7VK0.29 g, 0.39 mmol) tf)ffi^^^vW(2 ml)^ 
ttfc, 4&5£ mt&m S»3i^®»(2 nl)*:JDx.T, 

[[3-(T ^ 7 y ^vU) 7x/^fy]-4-^ p D7xn;l/]-N- 

[2-[[[(2-7/w^-D^>-^w)r ^ y]*/u#=i^]r ^ 

(0.26 g,100 %)<D&%i&&ffltt&mtl t 

Tcmftftm C 37 H 33 N 4 0 3 C1 2 F-H 2 0i: IT 

MWnM'- C,64.44; H, 5. 12; N, 8. 12. 

MMW- C,64.59; H,5. 12; N, 7. 89. 

l IHNMR(DMS0-d.) 5 : 3. 32 (2H, m) , 3. 58 (1H, m) , 3.98 

(5H, m), 4. 26 (2H, s) , 6.62(1H, bs), 6. 77 (1H, bs), 

7. 15-7. 37(12H, m) , 7. 57-7. 91 (5H, m) , 8. 46(3H,bs). 

[0 2 3 1] ^6fe#j217 
N-[[3-(T ^ y y ?vU) 7x7^>>]-4-^pp7x - 

N- [2- [ [ [2- [ (2- 7 ?vJr uy^^ju)^. t % y]#;u 

(1) 3-[N-[2-[3-(tert-^ h ^io^^^T * J * 
/U)7^y ^rv-J-4-^ D n ^rr.^/l-]-\- (9W-7 /V^rX/ls- 
2-iO j^^;V)]T * y^n t 0 ^^^ (0.69 g, l.lmmol), 
v^^m^/U^^^ y y^Tv* K(DPPA) (0. 48 g, 1. 8 mmo 
1), r y * X0. 14 g, 1.4 mmol) tN,N-ix^ 

yu^/u^r^ K(5 mDo^fe^^rn^wa^u^:. 
^nfc^fe^»JS8KT(-3^Ma^L.fc. 

fcfcm^2-7/VJrvi-7 x.^jl'T ^^{O.AO g, 2.8 mmo 
1) ^ h y ^^/L-T 5 > (0. 29g, 2. 8 mmol) SrjRJn LT, 

H^2«praiSHttufc. s^^^a^, /Kjca§r»»3i 

->y %ff/U$7J*?v^ h?77>C-X*ffimU 3-[2- 
[ (4- 7 31 ^ Vy^yb) [3- [ [ [2- [ (2- 7 /U^" o ^ 31 =. 

y ]-5-^ p uy^y ^rv/]^<y^^;w^yi tert- 
y^/U3i^x/K0.55 g, 65 W^jefittHflcS:^. 
7C*4>*f«[ C4 3H, l N4Q 5 ClF'l/2H 2 0i: tt 
S^fE: C.68. 11; H, 5. 72; N, 7. 39. 

C, 68. 17; H,5.68; N, 7. 31. 
1 H-NMR(CDCl a ) 5 : 1.42(9H, s), 2. 78(2H, m), 3.36(2 
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H, m), 3. 48(2H, m), 3. 73(2H, d, J=5.0Hz), 4.01-4.1 
4(4H, m), 4.81(1H, bs), 5. 04 (1H, m), 5.45(lH,m), 
6.53(3H, m), 6. 94-7. 42(1 1H, m), 7. 55 (3H, m), 7.75 
(1H, m). 

(2) 3- [2- [(4-7xn yu-i > ^ ^ yi^) [3- [[[2- [(2-7 
a v zc ji^/v] 7^/ ] r ^ y ] 7*0 e 

tert-y^-J^^^ 7VU(0. 35 g, 0.46 nmiol)<0@^^i^ 
7U(2 ml) 4gl5£ J£{b*3l P^^yU^K(2 m 

25fc#LT N-[[3-(7;;>f^)7x^V]-4^PD 
7a:=yi>] -N- [2- [ [ [2- [ (2-7/U;*- n7x n/U) Ji^yU] T 

^ y l^/ujtf—yi/lT^ y]^^/u]-9H-7/u^u->'-2-^7 

K «tttt[(0.31 g, 98 %)<D&&&&m&Z 

Ttmttffim C.H, 5 N 4 QiCl t F-2H«0t Lt 
^Iraffi: C, 63. 25; H, 5. 45; N, 7. 76. 
SEflMK: C,63. 10; H,5. 17; N, 7. 53. 
1 H-NMR (DMSO-de ) 6 : 2. 72 (2H, m), 3. 23 (4H, m), 3.85 
(2H, s), 3. 98 (2H, m) , 4. 52 (2H, m), 6.62(1H, s), 6. 
77 (1H, m), 7. 10-7.37 (12H, m), 7. 60 (3H, m) , 7.78(1 
H, d), 7.90(1H, d), 8.46(3H, bs) . 
[0 2 3 2] 

N-(2- h V 7;Utn ^ f My^l/)-4-[N' - [2-[3-(7 ; 
J * tf-M 7 3i J V] -4- ^ n a 7 ^ ^yu]-N* - (4-7 31 

(1) 4-[N-[2-[3-(tert-7 r h ^i/^/l^^/UT 
^)7xy^>]-H n D7x^]-N-(4-7x^;U'<y 
'S^WlT ^ SmmiO. 45 g, 0.73 mmol), 2- h D 7;U 
Jrx2s<l/i?jVT* V(0. 27 g, 1.5 mraol), 1-^ 

/u-3-(3-i^y ^ y 7u tvu) fjtv^M * K(wsc) 

(0.29 g, 1.5 mraol), 1-h Kn^'W'/ h !i7 4 /-^ 
lTMfl^KHOBt) (0. 2 g, 1.5 mmol) ^N^N-v^y ^/U&/UJ± 

t$ k(s mi)<nm&m*mM^\2v$mm,w^ti % susm 

h^77^--e»KU N-(2-hy 7Wo>f;K> 
v ? yU)-4-[N'-[2-[3-(tert-'7' h^rv'^;^;>7 ^ J y 
^vU) 7 m y ^-V]-4-^ u D7x^U] -N' - (4- 7 :x 
-<yy-f;u)]7^yyf;U7^ K(0.45 g,80 %)<£>#*£ 
■StttHftSr^fc. 7C*^We C4 3 H4 1 N 3 0s C1F 3 £ It® 
ffi: C,66. 88; H, 5. 35; N, 5. 44. 
HjttHBJ: C,66. 73; H, 5. 37; N, 5. 23. 
1 H-NMR (CDCI3 ) 5 : 1.42(9H, s), 1.98(2H, m), 2.41(2 
H, m), 3.85(1H, m) , 4. 16(1H, m) , 4.20(2H, d, J=5. 2 
Hz), 4. 65 (2H, d, J=5. 2Hz) , 4. 98 (1H, bs) , 6. 47 (1H, 
m), 6.59(2H, d), 6.86(1H, m), 7. 01-7. 09 (2H, m), 7. 
18-7.66U5H, m). 
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(2) N- (2-M/7 fr* D y ^/W< > -4- [N* - [2- [3- 
(tert-7 r h * isjj;\,tf~/UT ^> ^U) 7xydr C]-4 
-^pp7x^U]-N'- (4- 7 31 ~/l"< is V<4 /^) ] T ^ y 
-f^JVT % K(0. 24 g, 0.31 mmol)<Dg^^ni^u(2 ml) 
Affile, 4g|5£ «fi<k*« g^gai^u^(2 ml)**]*. 

-c. S[tatfi«Fra»*Lfc. s«^«ffT88tt 

N-(2- K y 7/U;*- n y ^/W< > >vU) -4- [N* - [2- [3- (T ^ 
y > ^-/U) 7xy^ri/H-^OD 7 3i^/U]-N' -(4-7 31 

10 svu-ov-f/ioir ^y •f s ?fl'T % v ^s^(o.2i g , 
96 %)<Dft&&&mft*mtz. 

ytmttVfm C 38 H 3 4N 3 0 3 C1 2 F 3 -1/2^0^: LT 

Sl^ffi: C.63.60; H.4.92; N, 5. 86. 

MfflU'- C.63. 73; H,4.87; N,5. 60. 

1 H-NMR (DMSO-cfc) 5 : 1. 8 8 (2H, m) , 

2. 34 (2H, m) , 3. 8 0 (2H, m) , 

4. 0 1 (2H, m) , 4. 4 4 (2H, 
m) , 6. 6 0 (1 H, s) , 6. 73 (2H, 
m) , 7. 17-7. 24 (2H, m) , 7. 3 
20 8 - 7 . 73 (15 H, m), 8. 53 (3H, 
m) . 

[0 23 3] 219 

n- (2-7/upd-o-<>'> ? /u)-4-[N , -[2-[3-(r^ y y 
^7^;)^y^;u]]7>/yf;w7>; K tgRJiL 

(1) 4-[N-[2-[3-(tert-y h^r^;U^7^^f 
/W)7xy^r^]-4-^ PP7x^;U]]7^y|S® ^^/U 
m^7^/u(3. 0 g, 6. 5 mmol), 4-xhp^y/^;^p 

y K(1.8g, 9.8 mmol), 4-^^7 ^ 7 t e y (1. 

30 2 g, 9. 8 mraol) i f h 7 t K n 7 7 > (60 ml) 

itt, «^>y*y^7^^o-7^77^- 

"C»3SU 4-[N-[2-[3-(tert-7 r h^'V^^^^T ^ 
y y ^VU) 7x7^r->]-4-^DP 7^^/U]-N- (4-^ h P 
^/>f^)]7^/B* :n*vu:c*^vu(1.9 g, 48 %) 
fl5*J»*ttH#*T#fc. TcmftVtm C, , Ha 4 N 3 Qb CI t LT 
Slraffi: C,60. 83; 11,5.60; N,6.87.H^0fi: C, 60. 78; 
40 H,5. 72; N,6. 76. 1 H-NMR (CDC1 3 ) 5 : 1.24(3H, t, J=7. 4H 
z), 1.44(9H, s), 1.98(2H, m) , 2.45(2H, m) , 3.89(1 
H, m), 3. 97 (1H, m), 4. 12 (2H, q, J=7. 4Hz) , 4. 27 (2H, 
d, J=6.0Hz),5.03(lH, bs), 6. 57-6. 68 (3H, m) , 6.97- 
7. 34 (4H, m), 7. 51 (2H, d, J=8. 8Hz) , 8. 07 (2H, d, J=8. 
8Hz). 

(2) 4-[N-[2-[3-(tert-7 f h^r^^^=- J^T 
/U)7x7^rv']-4-^ n u7x^^]-N-(4^ h w<^/ 
^/^)]T^ygS^ =r.^/U=c^/U(0. 82 g, 1.3 mmol)<D 

mm^frteo mi)m&\cs% ^9^(0.23 

50 g^SsSOL*:. #bixfciB-&**r*a«JE*fl=T*-l«P 
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W**«JlPUfc B teJ8E*:*>BiJLt\ 5&£$££ETg*gL 
fc, mm^'rYy^ Kn^^>-(20 ml) UUgftSLT, 
^A/^Dy K(0.4 g, 2.9 mmol) £4-v^ ^;U7 
*S t°y g, 2.7 mmol) ^^JfjnUfc. 

^^^^■C12^^U^, 

^^mm^y^^x^x^t^ m^mm^s*^ 
^^r^^u^. ^BETffi*BbT, ^g^^y ;&y/^' 
;*7^A^ n-^ h^^-T'fgKLT 4-[N-[4-(-<V^ 
^;^7 * y )^> > y>T^]-N-[2-[3-(tert-^ r h^r->^7yW 
ijf - ;U7 ; y ^ f ;u) 7 x / ^ v^]-4-^ n n 7 
T^Smm ^A-n^xA-CO. 85 g, 91 %)(D^^ 

jtm&m\& 038^0X30,01^ tr 

S^ffi: 0,66.51; H, 5. 88; N, 6. 12. 

Hailffl: 0,66.55; H,6. 18; N, 5. 84. 

! H-NMR(CDC1 3 ) 5 : 1.24(3H, t, J=7.0Hz), 1.42(9H, 

s), 1. 99 (2H, m), 2. 47 (2H, m) , 3. 71 (1H, m) , 4.13(3 

H, m), 4. 15 (2H, d) , 5. 23 (1H, bs) , 5. 94 (1H, s),6. 51 

(1H, s), 6. 79 (1H, m), 7. 03 (2H, m) , 7. 25-7. 35 (4H, 

m), 7. 41-7. 54 (5H, m), 7.94(2H, d) , 8. 71 (1H, bs) . 

[0234] (3) 4-[N-[4-(^<^y r -Y/wT ^ y)^o-^-r 

/l-]-N-[2-[3-(tert-:/ V^c^io ;V^=.;^T % y * =f-)V) 

y^/l-iQ. 73 g, 1. 1 mmol) CD h y t: Kp^WIO m 
Dt^^/-/KlO ml)c7)^^l^ zKgHfc^hy 0 
^zM&*&(5 ml, 5 rnmoD^jDLfc. m^tltzU^m^ 

J£Tffiffi-f 5 r t m J: t»^«AttS#(690 mg) 
^O#^^^tilK$:(0. 4 g, 0.61 mmol), 2-^/U^n^<>' 
>^(0. 16 g, 1.3 mmol), l-3L^vU-3-(3- 
f/^7 fcVu) #/U3j?S^ ^ K(WSC) (0. 23 g, 

1.2 mmol),l-t Ka^i/^y / h y 7/-/HtK^ 
(HOBt) (0. 17 g, 1. 2 mmol) tK y N-v^ 3vU/j^W*T * K 

(6 mi)a>mtt*&m.Tmmaffl¥vit, k**st*^ 

N-G-^/ua-o^x^M-CN" -[2-[3-(tert-^ b*i/ 

/u]-n*-[4-(^<^^ /U7 5: /)-<^y r ^r^]]r ^ 

^7^ K(0.36 g, 78 W<B#«i&teB#«:^fc. 
7ciR#*rfiI C, 3 H, 2 N 4 0eClF-l/2H 2 0i: Lt 
a^fl: C,66. 70; H.5.60; N, 7. 24. 
^JBIffi: C,66. 81; H,5. 75; N, 6. 87. 
1 H-NMR(CDC1 3 ) 6 : 1.42(9H, s), 1.94(2H, m), 2.38(2 
H, m), 3.68(1H, m), 4. 13(2H, d, J=4.8Hz), 4.20(1H, 
m), 4. 51 (2H, d, J=5.8Hz), 5. 26 (1H, bs), 5.90(1H, 
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s), 6.5K1H, s), 6. 72 (1H, d) , 6. 99-7. 09 (5H, m), 7. 
19-7.54(11H, m),7.93(2H, d), 9. 10 (1H, bs) . 
(4) N-(2-7/U^-n-<>'v?yl')-4-[N , -[2-[3-(tert-y h 
**sil)Vif^!V7 % y * "f-M -7=.; =^V]-4-^ P p 7 
x ^;u]-n' - [4-(^<y ^^7 ^ / ) Z^yv]] 7 ^ / 

7 r f/U7^ K(0. 17 g, 0.22 mmol)(7)g^^^^/K2 ml) 

10 -^i^n^^eM^M-iy -[2-[3-(r >y> ^/u) y * 

y^V]-4-^ p P7x^;u]-N'-[4-(-<y^;U7; 7) 
-<y^^]]7^yf/U7^ K #ig^(0. 14 g, 91 

^3t##Hffi C 3 8 H, 5 N 4 04 01^-1/2^0 1 LT 
Sa&ffi: 0,64.23; H, 5. 11; N, 7. 88. 
HSOftt: 0,64.46; H, 5. 09; N, 7. 88. 
l H-NMR(DMS0-d*) 6 : 1.81(2H, m) , 2. 25 (2H, m), 3.73 
(2H, m), 4. 03 (2H, m), 4. 30 (2H, m) , 6. 61 (1H, s), 6. 
80 (1H, m), 7.08-7. 72 (16H, m) , 7. 97 (2H, d), 8.45(3 
20 H, m), 10.44(1H, bs) . 
[0 2 3 5] HM#J220 
N- (2- 7 ?VOr n sO> vvU) -4- [N' -[2-[3-(7^y^ ?vl0 
7x/ ^rV]-4-^ P D7x-/U]-N' -[4-(^ ^ 

^;u7 ^ / ) ^y/^ ;w] ] 7 ^ ; ^7 ^ K 

(1) 4-[N-[2-[3-(tert-^ V^r^il >V-&~)V7 ^ J * 
;U)7x7^r'>]-4-^P p y m^^]-N-(4-^ hP^y/ 
-f^)]T^yg§^ rn^-yUm^^yU(0. 82 g, 1.3 mraol)<£> 

e^it^/u (so mi)mm^5% mmun^< ^v^.Mo.23 

30 Iffljfcigi^Lfc. tt«t«:5»iJL-C, 5«&«ffiTfi«L 
fc. 3Si»*f N7k Kp7 7^(20 ml)|:*#LT, 
^^V^/^^yU ^p'J K(0. 64 g, 5.8 mmol) £4-^ 
> f/^7 ^ y fc e y (0. 66 g, 5. 4mmol) Lfc B 

#&nfc»^»*r^fi-ei2B»M f 50t:-t?i2^s^Lfe 
m*«:is^ TK^ft^ h y 7y-< yta^ 

LT, aSttSrv'y XfV/i'iJyJ*? ui> Yif^y^ — X* 
3ffl®ibT 4-[N-[2-[3-(tert-^ h^rv/^;^;U7 ^ / 
40 > ^VU) 7x;^r>']-4^PP7x ^/U] -N- [4- (> ^ ^ 

x^(0.50g, 56%)©#JSi«ttllIt*4r#fe 
7C^5>«f ffi Ca 2 Ha . N a a CIS t LT 
Sgraffi: 0,58.22; H, 5.80; N, 6. 36. 
^SUffi: 0,58.13; H.6.02; N, 6. 12. 
l H-NMR(CDCl 3 ) 5 : 1.24(3H, t, J=7.2Hz), 1.45(9H, 
s), 1.97(2H, m), 2. 46 (2H, m) , 2. 96 (3H, s) , 3.70(1 
H, m), 4. 11(2H, q, J=7. 2Hz) , 4. 14(3H, m), 5. 13(1H, 
bs), 5.99 0H, s), 6. 57 (1H, s), 6. 74 (1H, m), 7.02- 
50 7.07(4H, m), 7. 24-7. 32(4H, m) , 7. 73(1H, bs). 
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(2) 4-[N-[2-[3-(tert-y h ^rv/* yUtf^/UT 

/U) 7xy *$/]-4-* p D7i^;i/]-N-[4-(>^^^ 

^^/U7-; y$^ rn^Tuct-xy/u 

(0.42g, 0.64 mmoDOr h7t KP7 7^(5 ml)£^ 

*y-;K5 mi)cD^?S(rim^ h V *>J»7kim 

(5 ml, 5 orol)£RjDUh, # ^frfciS^^eO'C-Cl 

Ac, 2-7;Utn^<>'^7^ ^(O. 14 g, 1.1 10 

mmoD.iaS l-^i^/u-a-O- ^^^yur ^ y fcVu)# 
A*i£*M ^ K(WSC)(0.2 g f 1.1 mmol),l-fc: Kp*v"< 

h 7W7kfP4£)(HOBt) (0. 14 g, 1.1 mmol)^: 

N,N-^f/W*/UA7 5 K(5 ml)^?g^^^fl2^ 

^77>f-t?»gl, N-(2-7/U^-u^<>'v?/V)-4 
-[N'-[2-[3-(tert-^ h^^^x;U75 ^ /U)7 

/ur ^ y)^<y/^;u]]7^yy^7^ K(o.32 g, 74 

7c*»«ffi C^lU^fcClFSi: Lt 
3S3nffi: C.60. 11; H,5.45; N, 7. 58. 
HSIfiff: C, 59. 93; H, 5. 49; N, 7. 76. 

1 H-NMR(CDC1 3 ) 5 1.44(9H, s), 1.94<2H, m), 2.38(2 
H, m), 2.95(3H, s), 3.69QH, m), 4. 15(2H, d, J=6. 2 
Hz), 4. 17(1H, m), 4. 51 (2H, d, J=5. 8Hz), 5. 20(1H, b 
s), 6.03(1H, s), 6. 56 (1H, s) , 6. 67 (1H, m), 6.90(1 

H, m), 6.98-7. 12(6H, m), 7. 20-7. 38 (6H, m), 7.97(1 30 
H, bs). 

(3) N-(2-7/U^n^<>'^U)-4-[N , -[2-[3-(tert-^ h 
**sj0)Vi£z=.?VT ^ / > f;U)7xy 3f->]-4-^ uuy 

oiri/w]-N'-[4-(y ^^^/u^^/^^^^^jr ^ y 

•J^frT^ K(0. 20 g, 0.27 mmol) Ji^/U (2 ml) 

Lfc|l#£>5>axL*:&, ^=^t>"eft#LtN-(2-7;l/ 
^n-O- i//U) -4- [N* - [2- [3- (7^^ ^7>) ^ oi y ^ 
v-]-4-^ P o7s^]-N , -[4-(> ^y^;^^7^ 40 

y)^y/^;u]]7^/^;u7^: K J&g^(o. 15 g, 8 

2 X)©#JgftttHff*#fc. 
7cig##Hfi C 2 H 33 N,0 5 Cl 2 FS'l/2H2 0i: LT 
Sg^fff: C,56. 14; H,5.01; N, 8. 18. 
Hffllffi: C.56.29; H,5. 09; N, 8. 07. 

1 H-NMR (DMSO-de ) 5 : 1.78(2H, m), 2. 23 (2H, m), 3.03 
(3H, s), 3. 75 (2H, m), 4.00(2H, m) , 4. 28 (2H, d, J= 
4.0Hz), 6.59(1H, s), 6. 72 (1H, m) , 7. 04-7. 54 (13H, 
m), 8.46(3H, m) , 10.08(1H, s). 
[0 2 3 6] mMM221 50 
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n-[[3-(t ^ y y ^vu) 7 * y □ □ 7 ^ =./u]- 

N-[2-[[(2-7;u^p^y^;w) 7 ^ y 7 ^ 

(1) 3-[N-[2-[3-(tert-^ 

7U) 7x7 3rix]-4-^ P n7xnyU]-,\-(4-7x^;U^y 
/^^)]7^y7 p Pt tt ^yj8(l.l g, 1.8 mmol), y7x 
sUTis K(DPPA) (0.68 g, 2.5 mmol), hV 
xf;!/7 ^>-(0. 24 g, 2.4 mmol) £ N, N- is* ^J^/VJx 
T ^ K(10 ml)©S^*r«fl-Cl«$m«#Lfc. S^fS 

-£L/i. 0 Setti: h^>(20 ml)Srinx.T. #^Hfc 

|:2-7^tn^y^7^y(0. 40 g, 3.2 mmol)£ h V 
xf;U7^y(0.4 g, 4.0 mmol) ^^JJllLT, H(-2B#fB] 

*7A^P-7h^77^--C«|fiU 3-[2-[(4-7x^ 

/u^y/>f;i/) \z-li(2-y ?virv<i/*j)v) r^; #7M? 

Vi/yU^/U^ tert-:/^/U^;*7VW0. 88 g, 68 

TtSf^Wffi C^FUN^ClFi: Lt 

JSIraffi: C,68. 09; H, 5. 57; N, 7. 75. 

^ailffl: C,67. 96; H, 5.69; N, 7. 67. 

l H-NMR(CDCl 3 ) 6 : 1. 41 (9H, s), 3.43(1H, m), 3.55(1 

H, m), 4. 01 (2H, m) , 4. 20(2H, d, J=5.2Hz), 4. 35(2H, 

d, J=5.8Hz), 5. 17(1H, m), 5.22(1H, bs), 5.62(1H, 
m), 6.50-6. 56(2H, m), 6.67(1H, s), 6. 93-7. 58(17H, 
m). 

(2) 3-[2-[(4-7 ai^WO-y^ ;V) [3-[[(2-7/U^-p^< 

y^)7^;^/^;u]7^]7 p p tvu]r ^ y]-5- 
? p p 7 x 7 ^r^]^<y ^ yi tert-^^/V 
^;*tvU(0. 38 g, 0.53 mmol)0@t^^-/U(3 ml)^^c 

j-, 4^^ mtfcm mm=^^mm(3 mDzmz-x. 
muxmmmwvti. &j&m*&EETsmi,i±. mm 

LfcHffS:6aLfe«. 31^7^— x/U-cac#L"C N- 
[[3-(T S y y f^)7x7 ^v]-4-^ p p 7x^;V]-N- 
[2- [ (2- 7 yu^- p v^/U) 7;7^fc;u]7^7]x 
f;u]-4-7x^yX7; K J^®J^(0.32 g, 92 %) 

5c*^«fffi C 36 H 33 N4 0 3 Cl 2 F-l/2H 2 0«b LT 

3ffi|feffi: C,64. 67; H, 5. 13; N, 8. 38. 

HfflHfi: C,64. 32; H, 5. 16; N, 8. 36. 

^-^(DMSO-cU) 5 : 3. 3 1 (2H, m) , 

3. 5 7 (1H, m) , 3.9 5 (1H, m) , 

4. 0 1 (2H, m) , 4.2 5 (2H, 
m) , 6. 4 5 (1H, b s) , 6.6 4(1 
H, s) , 6. 7 7 (1H, m) , 7.10- 
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7. 69 (18H, m) , 8. 46 (3H. b 
s) . 

[0 2 3 7] mi&W 222 
N- [2- ( 2 - -/L.)^^;u]-3-[N' -[2- 

[3- (T ^ J * ^VU) 7xy^fV]-4-^OD7x-7U] -N' - 

(1) 3-[N-[2-[3-(tert-y h ^rv'^;l/^^/U7 

VV/lOjT 5: / ^"n ^^(0.50 g, 0.83nimol), 2- 
7;UtD7x^f;U7^(0. 24 g, 1.7 mmol), 1 10 

-^/i^-3-(3-v^ 5vUT ^ J 7* fcrVW) ;*7/UtffiM ^ K 
(WSC)(0. 24 g f 1.3 mmol),l-t: Kn^^y)/ hy/ 
y— /Ul^KfD^l(HOBt) (0. 17 g, 1. 3 mmol) fcN,N-S*> ^ 

zu^^^r^ K(8 mi)<ojs-&4toSr^ta-e6«FragH*ufc. 

— TiitlffiU N-[2-(2-7;^D7i^)xf;l,]-f[N' 

-[2-[3-(tert-:/ h^rV^^^T ^ y y 

drvO-4-^ a D7x^]-N'-(4-7x^;Ky/^;I/)] 20 

r^/ynt^yr-; k(o.58 g , 96 %)co#^f 0 tt@^ 

TC^^Wfi C 4 z H4 1 N 3 0 5 CI • H 2 0 £ L"C 

3Sl&ffi: C.69.94; H,6.01; N, 5. 83. 

MWiU'- C, 69. 70; H, 5. 80; N, 5. 88. 

! H-NKIR(CDC1 3 ) 5 : 1.43(9H, s), 2.55(1H, m) , 2.67(1 

H, m), 2. 84 (2H, m) , 3.48(2H, m) , 4.07(1H, m) , 4.21 

(2H, d, >6. 2Hz), 4. 22 (1H, m) , 4.93(1H, bs) , 6. 48(2 

H, m), 6. 60 (2H, ro) , 6. 97-7. 59 (17H, m) . 

(2) N- [2- (2-7;Ut n 7 x ^/U) x f ;U] -4- [N' - [2- [3- 30 
(tert-y h ^r^^yV^^T ^^)~7^J ^ v-]-4 

d n ^m^/^j-N' -(4-^n--^^^> / y r ^r/u)] T ^ y 

^of^VT^ K(0.23 g, 0.32 mmol) £>Bfifc^ i ?vl'(2 
4*3£*fbk* i»3i^/U«tt(2 ml)£*n 

TN- [2- (2-^/U^- P 7 * -4- [N* - [2- [3- (X 

^ 7^f;V)7x/^y]-4-^ u a^m^/U]-N'-(4-^ 

x^M^/WlT^^Dt^T? K #^#l(0. 

13 g, 63 %)«5*«SAttH»*:^o 40 

TcKf^Wffi C 3 7 H 3 4 N 3 0 3 C 1 2 F 2 ^ LT 

3BSM£: C, 67. 48; H, 5. 20; N, 6. 38. 

^fflyfi: C,67. 32; H, 5. 32; N, 6. 37. 

1 H-NMR (DMSO-ds ) 6 '• 2.42(2H, m), 2. 73 (2H, tn), 3.24 

(2H, m), 4.02(4H f m), 6.60(1H, s), 6. 79 (1H, m), 7. 

12-7.68(18H, m), 8. 21 (1H, bs), 8. 50(2H, bs). 

[0 2 3 8] mffi.&\223 
N-[2-(lH— < > K— /U-3-- T /U)-l-y «7vU:e?vU]-3-[N' - 
[2-[3-(T ^ y y f/U)7x/^^]-4-^ nn7x^]- 
N'-(4-7x-My/^;i')]7;;yD/N c y7; K & 50 
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(1) 3-[N-[2-[3-(tert-y h^y*/U^^l/7 ^ J * 
yU)7x/^>]-4^DD7x^ /W] -K- (4- 7 » W< ^ 
✓-fAOlT ^y^Dtf^V^CO.SO g, 0.83 mmol), a- 
y^/Uh y^ P ^^>'(0.22 g, 1.3 mmol), 1-^^ 
/U-3-(3-^y f/U7 ^ y fc:VU) ifr/l^v^ * K(WSC) 
(0.24 g, 1.3 mmol),l-h: h'n^yy h 1/7^ 
iTKIn^(HOBt) (0. 17 g, 1. 3 mmol) 4:K,N-^> ^UtfVi' 

K(8 ml)<0«l^feSr^taT?9^rafi?^L^ s 

ft. ffl£TmmisT % 8s»^>y^y/^7^^n-7 

h ^7 7 >r -T*MS U N-C2- (1H--Y V K — /W3-^ 
1-y ^/U^^/U]-3-[N' -[2-[3-(tert-^ h ^r^/U^^ 

/wr 5: y y ^v) 7x;^]-4-^po7x ~7u]-n' - (4 

-7x^y^;b)]7 ^ y -7"n t D ^->T ^ K (0. 42 

g, 66 »©*«fittHff*r»fc. 

7^##HI C 4 6 H, 5 N4 a CI ■ 1/2H 2 Ob LT 

Slfflffi: C, 70. 53; H,6. 05; N, 7. 31. 

HSlHil: C, 70.47; H,5. 98; N, 7. 07. 

l H-NMR(CDCl 3 ) 5 : 1. 15(3H, m), 1.43(9H, s) , 2.50(1 

H, m), 2.63(1H, m) , 2. 90(2H, m) , 4.03(1H, m) , 4.19 

(2H, d, J=5. 8Hz), 4. 31 (1H, m) , 4. 94 (1H, bs),6. 42(2 

H, m), 6. 57 (2H, m) , 6. 95-7. 69 (18H, m) , 8. 31 (1H, b 

s). 

(2) N-[2-(lH— ( > K— /U-3-^/V)-l-y ^/UJi^yV]-3- 
[N' -[2-[3-(tert-^ h^^Jofrtf—^T ^ J * 3vU) 7 
^y ^-y]-4-^ a D 7 x x/U] -N* - (4-7 x x/U^yy ^ 
^)]7^7/Dt^7^ K(0. 26 g, 0.34 mmol)tOg^ 

^7ur^#-LTN-[2-(lH-^ > K— 

/u)-i-y ^•/^3l^/l,]>3-[N , -[2-[3-(r ^ y y ^) y * 

^)]7^y7 P Pt^y7^ K MK0.23 g, 96 %)<D 

jtmtttixm. c 4 0 h, 8 n t 4 a ci 2 • 1/2^ o^tt 

S^li:: C, 68. 37; H, 5. 59; N, 7. 97. 

^SUfi: C,67. 99; H,5.88; N, 7. 67. 

1 H-NMR (DMSO-de ) 5 : 1.01 (3H, d, J=6. 6Hz) , 2. 41 (2H, 

m), 2. 66 (1H, m), 2. 84 (1H, m), 3. 71-4. 05 (6H, m) , 6. 

60(1H, s), 6. 79(1H, m) , 6. 92-7. 19(5H, m) , 7.32-7.6 

8(14H, m), 8.04UH, bs), 8.48(2H, bs) , 10.86(1H, b 

s). 

[0 2 3 9] ^Jfe^j224 
N-(2-7/^u-<>'^)-4-[N , -[2-[3-(T ^ 7^^) 
7x7^y]-4-^ a d 7 ^^yU]-N' -(9H-y/W^ U>-2- 

^/w^n/u) ] r ^ y ^f;wr ^ K 

(1) 4-[N-[2-[3-(tert-y h^y*yu^;u7^ y y ^ 
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/u) -7 =n y =*r >] -4-:? n d y ] t % J 

x^f;W(2.0 g, 4.3mmol), 9H-^/V-^" U>-2-;& A'tf 
K0.2 g, 5.2 imnol)£N,N-v?y?Vl'Tir h 
K(40 nDOjB^ttSr^H^fiplHfiftUfc. 

^'>y*W7A^-7^77>f-r'8l!U 4-[N 
-[2-[3-(tert-:/ h^r^^f^UT^ y jt^JU)?^; 
*ri/]-4-f p u7rr. - /W]-N- (9H-^/U^- U>-2-;&/U/tf 

=/u)]r^yi5K ^/umx/uCi g, 75 

5cSf C . H 3 , N, 0, CI £ ur 

Siftffi: C,69. 66; H,6.00; N f 4. 28. 
HSOfiS:- C,69. 72; H,5. 89; N, 4. 05. 
! H-NMR(CDC1 3 ) 6 : 1.24(3H, t, J=7. 2Hz) , 1.44(9H, 
s), 2.00C2H, id), 2.47(2H, m), 3. 72 (2H, m), 3.82(1 
H, ra), 4. 01-4. 17 (5H, m) , 4. 85 (1H, bs), 6.46-6.55(3 
H, in), 6.98-7.42(711, m), 7. 55(3H, m), 7. 76(1H, m). 
(2) 4-[N-[2-[3-(tert-;/ h ^v^/Utf^/UT ^ J * 
^)7x7 3F">]-4-^ P P 7x -N- (9H- ^7 lx V- 

2-*/u^-/u)]r s ygs® 31^31^x^(2.0 g, 3.1 

mmol)cD-r h7t Ka^^>'(20 ml) £:n^y — /U(20 m 

iXDmmzimfe&mik'r b y ^a**«(i5 mi, 15 mm 

«, Bixf/u-fliliBIUfc. JlliU«**ftLfctt. S 

AttB^d. 9 g, 100 %)Sr»fc. #bft£^1Siilt±B# 
(0.8g, 1.3mmol), 2-7;Wto^y^7 ^ >-(0. 35 g, 
2.8mmol), mB: y-^fr-S-ft-i? * T'/l'T $ S 7* 
fcVw) ^7yU.i<^ 5: K (WSC) (0. 49 g, 2. 6 mraol) , 1- t K 

p^i//<y)/ h y r/- /ui7K?n^(H0Bt) (o. 26 g , 1.9 

mraol) £N,N-v^ TvUJfc/U AT ^ K(10 ml)0^^^ 

7j*?u-? F^77^- -CfMtU N-(2-7/U^-u^c>' 
vVU)-4-[N' -[2-[3-(tert-y h ^i^U/J^^T ^ / y 
^/U) 7x/ ^r->]-4-^ P n7x^;l/]-N'-(9H-7;^l/ 
y-2-*;l/^;W)]7> y y^/l-T * K(0. 72 g, 77 56) 

TcaR^tfrffi C,H«,N,0 6 C1F£ LT 
SifelB:: C, 70. 34; H,5. 63; N, 5. 72. 
^IfflOfi: C, 70.44; H, 5. 50; N, 6. 00. 
l H-NMR(CDCl,) 6 : 1.42(9H, s), 1.96(2H, m), 2.38(2 
H, m), 3. 72 (2H, m) , 3. 79 (1H, m), 4. 07 (2H, d, J=4. 8 
Hz), 4. 09 (1H, m), 4. 51 (2H, d, J=5. 4Hz), 4.80(1H, b 
s), 6. 43-6. 53 (3H, m) , 6. 98-7. 38(1 2H, m) , 7. 54 (3H, 
ra), 7. 75 (1H, m). 
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(3) N-(2-> r /^^P^<>'^U)-4-tN , -[2-[3-(tert-^ r h 

znn^l-N'-OH-^/u^- u>--2-^7/u^^yu)] r ^ y 

/KTS K(0. 35 g, 0.53 mmol)<£>I1^3i^vU(3 ml)g$ 
K4S£ *{l^*B«^/l'«iR(3 ml)SrftJx.r. ^ 

Ao*-P'<>'iM0-4-[N' -[2-[3-(T ^ / y ^u) 7xy^f 

V]-4-^ P P7x=;U]-N f - (9H-^/U^-U ^-2-^7/1-^^ 
yu) ] T ^ y /f^T ^ K J£g£i&(0. 31 g, 98 » 
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Tn^Wffi C.H S 4N 3 Q l Cl,F-l/2H I 0t UT 
C,67. 16; H, 5. 19; N, 6. 18. 
C.67. 08; H, 5. 44; N, 6. 22. 
'H-NMlUDMSO-de) 6 : 1.84(2H, m), 2. 29 (2H, m), 3.75- 
4.09(6H, m), 4. 30(2H,m), 6. 59 (1H, s) , 6. 72 (1H, m), 
7. 13-7. 37(1 1H, m), 7.57(3H, m), 7.78(1H, d), 7.90 
(1H, m), 8. 54 (3H, m) . 

[0240] mmm225 

20 N- (3, 7 W7^~j\s) -4- [N' - [2- [3-(7^/>f 
;W)7xy^'>]-4-^na 7xx;U] -N' - (9H- 7 /l/^ U >- 

(1) 4-[N-[2-[3-(tert-y h*^^/>7 5 /^f 
/U)y^y ^rv-]-4-^ p P 7 x^/V]-N-(9H-7;l/^ U^- 
2-^;V^)]7^ yg§^ 3i^/Wm^^/U(2.0 g, 3.1 
mmoD^T- h7t KP77y(20 ml) k^-$ J — ^(20 m 
h y ^ A*»«(15 ml, 15 mm 
ol)SrSS*Dbfc. ^feixfciB^Sreo^-ClNFraffiffU 

f«(i.9g, I00%)4r#fc. »&tt^tt£ttH« 
(0.8g, 1.3mmol), 3, 4-v^ 7/^p D > (0. 38 g, 
2.9 mraol), /I/^-O-v 5 ^ ^/W7 ^ / 7 P P fc° 

K(WSC)(0.49 g, 2.6 mraol), 1-t Kp 
^>^<>y b y 7/- /W7fc?a#J(H0Bt) (0.26 g, 1.9 ran 
ol) tN,N-^^*/UA7 ^ K(10 mDtOS'&ttS:^?! 
-Cl2«Flfflffi^Lyc, RJS«S:7Ki-ttff. P^^T'tt 

40 -e«;*Rbfc. 

77 -f — "C3|t©L, N-(3,4-^7;^0 73:^)-4-[N' 

-[2- [3- (ten-:/ h ^v^/wtf^A-T ^ 7^f;i/)7x; 

^]-4-^DP7x -K' - (9H- 7 U >-2-^7 /^/^ 

^/v) ] r ^ y zr^}vr ^ k (o. 58 g , 62 » o^jgsttn 

7C«^«fiil[ C 42 H 38 N 3 0 5 C1F 2 tit 
MWaifc'' C,68. 33; H, 5. 19; N, 5. 69. 
MMifc'- C.68. 28; H,5.33; N, 5. 63. 
50 1 H-NMR(CDCl a ) 5 : 1.43(9H, s), 2.05(2H, m) , 2.47(1 
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H, m), 2. 64 (1H, m), 3. 74 (2H, d), 3. 83 (1H, m), 4.08 
(2H, d, J=4.6Hz), 4.37(1H, m), 4.69(1H, bs),6.38- 
6.42(2H, m), 6.55(1H, m), 7. 00-7. 85(1 4H, m), 9.92 
OH, s). 

(3) N- (3, A-*J7;VJr p 7 =c ~J^) -4- [N* - [2- [3- (tert- 

p 7 ^ =/u]-nr ~{m-7?^u is-i-tD^—fls) ]r ^ y 

yf^T^ K(0. 3 g, 0.41 mmol)(Dg^^^W(2 ml)*g 
f^^4^ ^fc*^ f^n?vU*fj£<2 mD^PxT, 

(3, 4- V s 17 /U^ n 7 31 - )V) -4- [N* - [2- [3- (T ^ 7 ^ ^ 

;l/)7xy ^ri/]-4-^ p p 7 ^ ^yU]-N* - (9H-7/U* U> 

-2^;^^)]7^;y^7^ K &feJ&(0.26 g, 9 

3 %)<&#»ftteH**#fc. 

7C*»«ffi PiiHjiN.QiCI.F, t L-C 

Sl&ffi: C65.88; H,4.63; N, 6. 23. 

^ffllJIfi: C, 65. 86; H, 5. 01 ; N, 6. 39. 

l H-NMR(DMS0-d*) 5 : 1.90(2H, m), 2.49(2H, m) , 3.83 

(2H, s), 3. 79 (2H, m), 3.98(2H, m), 6. 59 (1H, s) , 6. 

76 (1H, bs), 7. 15-7. 44 (9H, m) , 7. 57-7. 64 (3H, m), 7. 

75-7. 92 (3H, m) , 8. 46 (2H, bs), 10.43(1H, s). 

[0241] mmm2e 

N~(2-^/U^-n-<> iMO -4- [N' - [2- [ 3- ( 1 -T ^ y - 1 - > 
^/Um^vu) ;7:n y v-]-4-^ P p7x^;U]-N'-{4-7 

(1) 3-^ h^rv-T-fe h7^y>(10 g, 67 mmol)Ov^ 
^/Uzn— yvw (200 mD^m^ P * ^ ^VU^ ^ v- * A 
(3 M S^n^ua:— 7"—^^) (24 ml, 72 mmol)£i?*& 

->>>AtRSLt «ffiTR»LT t 2-(3-y h^v^ 
^ ^ p >--2- ^- — yu ( 1 1 g, 98 %)<DiSMfctt£r# 

l H-NMR(CDCl 3 ) 5 : 1.56(6H, s), 3.80(3H, s), 6.77(1 
H, m), 7.01-7. 06 (2H, m) , 7.25(1H, m) . 

(2) 2-(3-y b*Z' a 7=.~A')'7t*'<>'-2-zt— /U(10.9 

g, 65. 6 mmol) t h V * ]) /UTi? K(8. 3 g, 72 mm 

o\)(D h/UJi^(l00 ■l)flS«^=-fcoft*9sR^*"^ 
3i— 7VU$g{£(11.2 g, 78.9 mmoDSr^S-CiBTbfe 

"C, l-(l-7^ K-l-^^/u^f-zW-a-^ h^rv^^if > 
(12.5 g, 100 W^jftlfcttSr^fc. 

'H-NMUCDCL) 6 : 1.62(6H, s), 3.83(3H, s), 6.83(1 
H, m), 7.00-7. 05 (2H, m) , 7.28(1H, m) . 

[0 2 4 2] (3) l-d-Tv* K-l-^^^^i^^)-3-^ h 
Srv^O'-fc? >-(34. 1 g, 178 mmol), 7*— ^ y ^/KlOO 
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g) ^^^y-/K3oo Bi)©a^»«r*aT?24»raa»u 

fcWBETBIBLfc. »S«Sfc:iS« WfctrSljtS****' 

^/ur^>-(i7. 9 g , 60 %<o^mm^^fL, 

10 1 H-NMR(CDC1 3 ) 6 : 1.49(6H, s), 1.68(2H, s), 3.82(3 
H, s), 6. 77 (1H, m), 7. 06-7. 10 (2H, m) , 7.27(1H, m). 
(4) l-(3-^ b*cis7^ — /U)-l-^^U^^yUT^>-(8. 
12 g, 49.1 Enmol)(7)i/^ d d > ^ y (50 ml)M[-li^ 
(D^ikfrVmnZ?? P P ^ ^ >-(150 ml)»j««:-78 ( C 

^, «EET^»»Lfe 8gftCfh7tKn77>(l 
00 ml) , h y xf;U7 5: > (14. 9 g, 147 mmol) t ~ Kg! 
v?-tert-y^/U(10.7 g, 49 mmoD^^n^Lfc. #^tL^ 

JSlTkiSK^ i/* > ^ a -eftflfe L fc, «B£T»IB b r , 
fmm*^V %V>Vli7J±?w Y?y7 -Y-"Cfi?SiL 
fe, [l-(3-t K o ^->7 f ;U] 

Kfe tert-^/U^^7 t /K8.5 g, 68 X)£>tt:R<Kl 

l H-NMR(CDCl 3 ) 5 : 1.39(9H, bs), 1.59(6H, s), 5.00(1 
H, s), 6.00(1H, bs), 6.65(1H, m) , 6. 86-6. 93 (2H, 
m), 7. 15 (1H, m). 
30 [0 2 4 3] (5) 4-^ o d-2-7;V^p ^ h D^y-^y 
(2.57 g, 14.6 mmol), [l-(3-t Kp ^v'7x^;I/)-1-> 
^uji^/u]^7yw<^ Kg£ tert-y^-yu^^-7-/u (3.21 
g, 12. 8 mmol),^^^ ]) t?J±(2. 02 g, 14. 6 mmol) <bN, N 
-^fWM7 5 K(20 nD^a^ttfclOOTCTOIfiFM 

^^^■CftJftb. *tSE«rS5feLfe„ 38S»SrVy*y 
;^7A^dvF^77^-T«S!LT, [l-[3-(5-^ 
p p-2-^ hP7x; ^r->) ^^^/U]-l-y ^/U^^/U] 
40 tert-y^/^;*7VU(3.6 g, 69 %)(O^S 

ft «:^o Bfc,£ ST-SS'CtcS^W fi C, c H 2 3 N 2 0, CI fc L 
X 

Siraffi: C,59.04; H, 5. 70; N, 6. 89. 

mmW.- C,59. 21; H,5.84; N, 6. 79. 

! H-NMR(CDCl3) 8 : 1.34(9H, bs), 1.62(6H, s), 4.95(1 

H, bs), 6.93(2H, m) , 7. 08-7. 17(2H, m) , 7.30-7.42(2 

H, m), 7.92(1H, d). 

(6) [l-[3-(5-^ p p-2-^ hD7x7^y)7x-/U]-l 

tert- ^^^^^^(3. 
50 3 g,8. 1 mmoO^gt^^vUUoO ml)*MH5% K^fi^ 
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^7 7X— /U]-l-7^yU:n^,i/|;27/W^ ter 

t-:/^/l^^vVU(2. 7 g, 89%)0*^ft@^^#/t. 1 
H-NMR(CDC1 3 ) 6 : 1.37(9H, bs), 1.61(6H, s), 3.50(2 
H, bs),4.94(lH, bs), 6. 70-6. 94 (4H, m), 7.07-7.32(3 

H, m). 

[0 2 4 4] (7) [l-[3-(2-7^y-5-^PP7xydr 10 
5/) 7in:x/u]-i-^^U:n^/u;)#/W<* tert-7^ 
jU^.^"r ju(2.5 g, 6.62 mmol), ^n^i oi^yu 
a^TVUO.O g, 46 mmol), V $J*(2.7 g, 20 m 

mol) iN,N-^f^;UA7 * K(20 ml)(DM&m$;80 

x^K-jftffiLfc. ttttl*t:*a5Ufc«, SS*«M^ 

*^*7A^n-7h/77^--C»8U 4-[N-[2-[3 
-(l-tert-7' h#*>*yU*^WT ^ 7-1-7 ^^^A-) 
7^7 ^v/]-4-^dp7x=;u]]7 20 

*7VU(1.6 g,49 *H-NMR(CDC1 3 ) 6 : 

I. 26(3H, t), 1.36(9H, bs), 1.61(6H, s), 1.94(2H, 
m), 2. 39 (2H, m),3.20(2H, m), 4. 12 (2H, q) , 4.25(1H, 

m), 4.94(1H, bs), 6. 60-7. 31 (7H, m) . (8) 4- [N- [2- [3 
-U-tert-y' h ?Vi£~)VT ^ 7 ~1"7 ^Vl^^vU) 

7 x / ^r^]-4-^ p p 7 x^/U]] 7 7 it ^/U^- 
^=T)V{\A g, 2.8 mmol), 4-7 oixwWO';/^ /U^ a 
y K(0. 72 g, 3.3 mmol) irN.N-v^^^UTir h7^ K(2 

0 Bl)ti!)B«tt«:M-C2B»|IMt^Ufc. RJ£««:*|::& 
^ Six^K'iHiLfc 30 

Ti#®IL, 4-[N-[2-[3-(l-tert-7 r Y*\/'ft>Vi£~]iV7 
^ 7"1"7 ^U^^/U) 7x/^ri/]-4-^P D ^^^/U]- 

(1.6 g, 88 %)C0**gfittHffS:#^7cK»«f«[ C 3 .H 

4a N 2 a»Cl'l/2H20£ Lt 

3®l^e: C,68. 86; H,6. 52; N, 4. 12. 

C, 68. 74; H, 6. 55 ; N, 3. 82. 40 
l H-NMR(CDCl 3 ) 5 : 1.26(3H, t, J=7.4Hz), 1.29(9H, b 
s), 1.52(6H, d), 2. 02 (2H, m) , 2.48(2H, m), 3.89(1 
H, m), 4.07(1H, m) , 4. 12 (2H, q, J=7. 4Hz) , 4. 84 (1H, 

bs), 6.50(2H, m), 6. 71 (1H, bs), 6.97(1H, m) , 7.20 
-7.6K12H, m). 

[0 2 4 5] (9) 4-[N-[2-[3-(l-tert-^ h^^/Vtf* 
^;u-l->f/U7^ 7^^^)7:117 3r>0-4-^ ua7x 

^/u]-N-(4-^^^/u-oy-r/u)]r ^ y@§^ m^vi^ 

Xf^(l.4 g, 2. 1 mmol)<£)-r h 7 t: Kn7^:/(50 ml) 
t^?;-su(50 ml)(D8jSl:iag *BKfc-*-hy 50 
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**«(10 ml, 10 mmol) £|&&n L/C. ft&J'lfcA'&l 

&£J£Tfi*iLT. 4-[N-[2-[3-(l-tert-^ h^v'*;^ 
x;U7 ^ 7-1-7 f;Uxf-;U)7xy ^r>]-4-^ nn7x 

x;u]-N- (4-7 xn;u^y ;u) ] 7 ^ 78ffi(i.3 g, 9 
7 X)©#»AttH<*Sr#fc. TcmftVim C^H^N, 0*01-1 
/2H 2 0,J: Lt 

C,68. 14; H,6. 18; N,4. 30. 
[: C, 68. 36; H, 6. 32; N, 4. 31. 
l H-NMR(CDCl 3 ) 5 : 1.29(9H, bs). 1.56(6H, d), 2.00(2 
H, m), 2.52(2H, m), 3. 98-4. 20 (2H, m), 5.00(1H, b 
s), 6.06OH, bs), 6. 54(1H, s), 6.94(1H, bs), 7.22- 
7.58(14H, m). 

(10) 4-[N-[2-[3-(l-tert-y h *c\s$ jls7$=.jUT X 7 -1 
-7 ^-/U^^/ls) 7x7 ^rV]-4-^ n n 7xx;l/]-N-(4- 
7^xvU^VVV;U)]T^ 7g8®K0. 5 g, 0. 78 mmol), 
2-77U^D'<>'v?;UT ^ XO. 19 g, 1.5 mmol), J^g£ 1 

(WSC) (0. 30 g, 1.6 mmol), 1- fc Kp^t^^/ h!i7 
>/— /HTK^P^J(HOBt) (0. 21 g, 1.6 mmol) fcN,N-S*p* 
/u*/ui*TS K(10 ml)offi^«S:^ia-C12«FBiia»U 

7 ^ — -C»R L , N- (2- 7 yusj- d v?yU) -4- [N* - [2- [3 
-(l-tert-7' h^^;u^x/i,7 ^ J-l-t^iv^jv) 
7x7 ^rV]-4-^ D n7x^/U]-N , -(4-7x^y/ 
*f /U) ] T S 7 7^/UT ^ K (0. 49 g, 84 %) <E>#*SiBitt=H 
fr&mtz. jtmfttifm C.t&BN.OkClF-l/^HiOi LT 
Slraffi: C,69.60; H, 6. 11; N, 5. 53. 
HffllHfi: C,69. 84; H, 6. 13; N, 5. 63. 

'HhNMRttDCl,) 5 : 1.33(9H, bs), 1.51(6H, d), 1.98(2 
H, m), 2.41(2H, m), 3. 85 (1H, m) , 4. 15 (1H, m) , 4.52 
(2H, d, J=5.2Hz), 4.85(1H, bs), 6. 41 (1H, bs) , 6.50 
(1H, s), 6.69UH, s), 6.98-7.60(1811, m) . 

(11) N- (2- 7 fVOr n 1/ -4- [N' - [2- [3- ( 1- 1 er t-7^ 
h^r^;^x;U7 5 7-1-7 ^xf;l/)7i/ ^rV]- 

4-^ n n7i^]-N'-(4-7x^Ky^^)]T; 7 
7 r ^/UT^ K(0. 32 g, 0.43 mmol)(Dgfl!£:x;^vt.(2 ml) 

- 7 /U^T u^O- vvu) -4- [N' - [2- [3- ( 1-T ^ 7 -1 - 7 ^/U 
xf;U)7x7^r V] -4- ^ D D7x^]-N'-(4-7x^ 
;^7/-f;U)]7^7yf/W7^ K ^^J^(0.29 g, 99 

1/2H 2 0^ LT 

Siraffi: C,67. 34; H, 5. 65; N, 6. 04. 
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^SOffi: C,67. 10; H,5.84; N, 5. 94. 
l H-NMR(DMS0-de) 6 : 1.61(6H, s), 1.84(2H, m), 2.29 
(2H, m), 3. 79 (2H, m), 4.30(2H, d, J=4.8Hz), 6.56(1 
H, s), 6.68(1H, d), 7. 11-7.69(17H, m), 8.47(1H, 
m), 8. 78 (3H, m). 

[0 2 4 6] *£M&\221 
N-[2-[3-(T ^ y ^f;l,)7xy ^r'>]-4-^ uuy*,~ 
AO -N- [3- [ [ [ (2- -7 >V Osr P V vVU) T ^ y ] # ~ A] 

(1) 4-[N-[2-[3-(tert-^ h^ri/^/U^^UT 5 y 10 
;>)7xy^v']-4-^PP7i ^ >u] -N- (4- 7 1 ^/U-< ^ 

A)]TSyfi8R(0.92 g, l.S mmol), v>:7:ii^A* 
yyUTv? K(DPPA) (0. 39 ml, 1.8mmol), h V ^ 
/U7^(0. 25 ml, 1.8 mmol) tli t N-v^y ^yU^/U^T 

^ K(io mDco^fei^orTn^raffi^b^ 

jK^^u^o fmmz h^^(2o m\)*m?tx, # 

fcRM^-yjV^-u^Z/^JVT 5: >-(0. 25 ml, 1.8 mmo 20 
1)<*: MJ^n^wr ^>-(0. 25 ml, 1. 8mmol) £rgsj[JD LT, 

V^W7^^o-7F^77^-t«U 3-[2- 
[(4-7^ ^;W< V W /U) [3- [ [ [ (2-7/U;^ n ^>^A-) 
T ^ / ] #7l^~;u] 7^]yn tVu] 7;y]-5-^n 

A(0.76 g, 69 %)(D#1£$ 3 &m&*mtl 0 

TtmfrtirW C 4 2 H 4 2 N 4 0 6 C 1 F ■ 1/2H 2 30 

3l!^tt: C,67. 60; H, 5. 81 ; N, 7. 51. 
HaOflS: C, 67. 72; H, 5. 73; N, 7. 52. 

^-NMRCCDCIJ 6 : 1.41(9H, m), 1. 72-1. 80(2H, m), 3. 
34(2H, bs), 3. 70-3. 80(1H, m) , 4. 19(2H, d, J=6. 4H 
z), 4. 43 (2H, d, J=4.8Hz), 4. 97-5. 03 (2H, m) , 5.75(2 
H, m), 5. 75 (1H, bs) , 6. 42 (1H, d, J=7. 6Hz), 6.58(2 
H, d, J=7.8Hz), 6.95-7. 17 (4H, m) , 7. 19-7. 26 (4H, 
m), 7. 32-7. 48 (8H, m), 7. 53-7. 58 (2H, m). 

(2) 3-[2-[(4-^ai^^^<>'y^/U) [3-[[[(2-^/U^"D 40 

^<y^) t ^ y ] ^/u^^/u] r ^ y tvu] r s y ] 

-5-^ D D7xy^ri/]^yi//U]^;V/^ tert-^ 
^/Uzji^-tvKO. 66 g, 0.9 mmol)Og^K^r:^U(5 ml)f& 
4«5£ J£Yt*^ S8xf^$(5 nl)S:Jnijtr, 

Ufc@tt«:*>#L;fc«, xf;ux-f;K»LTN-[2 
-[3-(7^ y y ^/W) ^^y ^r->]-4-^ DP7in/l/]-N- 
[3- [ [ [ (2- C3 ^< V vvu) T ^ y ] # A #~ /U] T S 
/]7 P nt>]-4-7x^;l^<yX7^ K i£®ffi(0.54 g, 
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5c*5>*f« C7H, 6 N«ObCl,F-l/2H,0£ LT 
S^ffi: C,65. 10; H, 5. 32; N,8.21. 
1580*6: C,64.92; H, 5. 32; N, 8. 32. 
'H-NTfflHDMSO-ds) 5 : 1.69(2H, t, J=6.6Hz), 3. 10 (2H, 
bs), 3.8K2H, bs), 4.0K2H, s) , 4.25(2H, s), 4.46 
(1H, bs), 6.57-6. 68(2H, m) , 7. 13-7. 68(18H, m) , 8.5 
1(3H, bs). 
[0 2 4 7] ^Jfe^j228 

n-[2-[3- (r 5: y y fvio 7x/^->]-4-^ou7x^ 
a] -N- [3- [ [ [ (2- 7 )V3r d ^ 3i ~ /u) r 5: y ] io /utK ^ /u] 

7 ^ y ] 7 P n t>]-4-7 x x;l/^yX7 ^ K 

(1) 4-[N-[2-[3-(tert-7' h^ri/^;U^^U7 ^ / ^ f 
;U) y zr-J n u ^^^/W]-N-(4-^oi^/U^<> 
✓-fAOlr S ygS^(0.92 g, 1.5 mmol), v^7x=:;^ 
.X* y/UTv* K(DPPA) (0. 39 ml, 1.8 mmol), h ]) sc^- 
AT^>(0.25 ml, 1.8 mmol) £N, N-v^y ^vUrfVU-kT 

% Kdo ^\)<om^m^x,x\^fmmv,t^ 

jSESrS^U^ SKflMfef£ h/^>(20 ml) £r#D;tT, f# 

SiS^i-2-^/U^PT^ y >(0. 17 ml, 1.8 mmol) t h 
y xl^/UT ^ ^(0.25 ml, 1.8mmol)£^J!jnLT, Mf-12 

^DvF^77>f-TSi!U 3-[2-[(4-7x^y 
V" ^ /u) [3- [ [ [ (2-7 /U^h n7x^)7;;]^ ^ 

^17^;]^ tvu] 7^;]-5^pp7x;^]'<> 

i//U^7/U^^ >-jg tert-^/U^^X^(0. 81 g, 75 %) 

TC^tffffi C 41 H 4 oN 4 Q s ClF'l/2H ! Oi: tt 
SSra^lt: C,67. 25; H,5.64; N, 7. 65. 
HiBHSI: C,67. 24; H.5.43; N, 7. 57. 

! H-NMR(CDC1 3 ) 5 : 1.42(9H, m), 1.81(2H, bs), 3.41(2 
H, bs), 3. 74-3. 81(lH,m), 4. 18-4. 22 (3H, m) , 4.99(1 
H, bs), 6.2K1H, bs), 6.46UH, d, J=7. 6Hz) , 6. 60 (2 
H, d, J=9.4Hz), 6.86-7. 11 (6H, m) , 7. 18-7. 48 (9H, 
m), 7. 54-7.59(2H,m), 8. 14 (1H, t, J=8.5Hz). 

(2) 3- [2- [ (4-7 ^ ^/W< S fr) [3- [ [ [ (2-7/1-^ n 
y^^;U)T^ / ]^J^=-^T^ yj^u tVu] T ^ y ] 
-5-^ d d 7x y ^ tert-y^ 
/U3i^X/U*»fcmS«227<D(2) tRJ«<0*ffitCj: 19, N- 
[2-[3- (7 ^ y ^ f 7 x y ^ v/]-4-^ p p 7 x n/U] - 
N- [3- [ [ [ (2- 7 /U^- p y x. ^ fr) T * y ] ti )Vifs zz. jv"] T * 
y]7 P nfc>]-4-7xx;^yX7^ K 

Tc^^fffi Cae^aN^aCUF-l^ftOi: LT 
^Sraffi: C, 64. 67; H, 5. 13; N, 8. 38. 
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Hffiffi: C,64. 72; H,4.96; N, 8. 44. 
1 H-NMR (DMSO-ds ) 5 : 1.75(2H, t, J=6.8Hz), 3. 19(2H, 
s), 3. 92 (2H, s), 4.02C2H, s), 6. 56-6. 63 (2H, m), 6. 
89-7. 95 (2H, m), 7. 02-7. 20 (3H, m), 7. 34-7. 49 (7H, 
m), 7.56-7. 66(5H, m), 8. 13(1H, t, J=8.3Hz), 8.46(3 
H, bs). 

[0 2 4 8] mmm 229 

N- (2- 7 /U^- u -< > -4- [N' - [4- (T ir hT ^ K)-0 
✓>r -[2-[3-(7^y> ^vU) 7 ^ y ->]-4-^ d 

a ^ m ^i/u] ] r ^ y yf^ur * K 10 

(1) 4-[N-[2-[3-(tert-y h *$/;fr/U#=/UT ^/^f 
/U) ^^y =^>]-4-^ u n 7x^V]]7^ y |ggg rd^/U 
^*7VU(2. 3 g, 5.0 mmol), 4-(Tir h7; K)^^^ 
^;U^D!iK(2.0g, 10 mmol), 4-^f/U7^yk° 
!i^y(1.2 g, 10 mmol) t"T h7t Ko7 7^(20 ml) 

^7^^D-7h^77>f-T«U 4-[N-[2-[3-(tert 20 

-y h^rv'^/u^/ur 5: y y ^vi^^y ^f->]-4-^ a 

D7x^]-N-[4-(7t bT^ K)-0-y-T^)]T^ y 
ffilfe x^x^f;u(1.7 g, 54 %)co#jS£&ffll{££# 

TC^^ffi 1 ^ C3 3 H 3 B Na 0? CI ' 1/4H 2 O^LT 

S^if: C,63.05; H,6. 17; N, 6. 68. 

USHff: C,62.98; H,5.94; N, 6. 78. 

! H-NMR(CDC1 3 ) 6 : 1.23(3H, t, J=7. 2Hz) , 1.45(9H, 

s), 1.93-2. 03 (2H, m), 2. 14 (3H, s) , 2. 46 (2H, t, J= 

7.2Hz), 3.67-3. 75(1H, m) , 4. 06-4. 18 (5H, m) , 5.24(1 30 

H, bs), 5. 92 (1H, bs), 6. 51 (1H, s) , 6. 72-6. 95 (1H, 

m), 7.02(2H, d, J=8. 2Hz), 7. 20-7. 33 (6H, m) , 8.40(1 

H, bs). 

(2) 4-[N-[2-[3-(tert-^ h * v^/Utf-^T ^ J * i ^ 

PP7x^;U]-N-[4-(7t h7^ 
K)^y/^^J]7$;ii xf;i,x^r;u(l. 6 g, 2. 
5 mmol)<D^ h y fc: KP7?y(10 ml) £ ni^ y — /U(10 
mD^mm^m^mit-r b I) *^7k*g#K5 ml, 5 mmo 

1) zma Lfc. »b*bfca^«i*r*ia-c2flpiBaM* bfc. 

^*V*A-CtU*Lfc. WETftBLT, 4-[N-[4-(T 

ir h7> h^^y^J-N-te-te-Uert-:/ h^rV*^ 

^x;l/7 * y y *VV) 7x7 ^r->]-4-^ n xn 7 as ^/U] ] 

7?;i8(1.5g, 99 »o#tt*ttH**:»fe.**» 

#HS C 3 , Ha 4 N 3 Or CI LT 

SBMI: C,62.46; H, 5. 75; N, 7. 05. 

HiBUffi: C,62. 48; H, 5. 90; N, 7. 00. 

l H-NMR(CDCl a ) 6 : 1.44(9H, s), 1. 86-1. 98(2H, m), 2. 
13(3H, s), 2.50(1H, bs), 3.75(1H, bs), 4.07-4.17(3 50 



H, m), 5. 31 (1H, bs), 5.99(1H, bs), 6. 34(lH,bs), 6. 
55(2H, s), 6.58-6. 74(1H, m), 6. 93-7. 03 (3H, m), 7.2 
4-7.4K4H, m),8.44(lH,bs). 

[0 2 4 9] (3) 4-[N-[4-(Tir bT* K) A']- 
N-[2-[3-(tert-y h * ^io/V^z^jVT ^vU) 7 31 

y ^y]-4-^ P a 7 xx;l,]] 7 ^ 7 St (0. 72 g, 1.2 m 
mol), 2-7;^P^>^V7^>(0. 17 ml, 1.5 mmol), 

->ry ]) fr{0. 21 ml, 1.5 mmol), b V ^ 

;U7^y(0. 21 ml, 1.5 mmol) <bN,N-v?y f;U^;V^7 

^ Kdo m\)<Dm&mz&f&x*2mmmftisft t &i&mz 
-c, «TO^v'y^W7A^pvh^77^-t« 

KU N-(2-7/^n^<>'>?/U)-4-[N , -[4-(Tir h7^ 
K)^<>'*>/>r^]-N , -[2-[3-(tert-7 f h^y^;u^^;u7 
^ y y ^/U) 7x7^ry]-4-^ u o ]7^/7 r 
f^7^; K(0.76g, 91 »^#»*teH*«:»fc t 
TC^Wffl CaaH^oN^OBClF-l^Oi: LT 

C,64. 08; H,5. 80; N, 7. 87. 
glfflffi: C,64.05; H.5.81; N, 7. 75. 
l H-NMR(CDCl 3 ) 8 : 1.45(9H, s), 1. 90-1. 93 (2H, m), 2. 
14 (3H, s), 2. 31-2. 45 (2H, m), 3. 63 (1H, m), 4.00-4.1 
8(3H, m), 4.50(2H, d, J=5. 4Hz) , 5.28(1H, bs) , 5.88 
(1H, bs), 6. 50 (1H, bs), 6. 67-6. 71 (1H, m), 7.00-7.1 
1(4H, m), 7.19-7.38(911, m) , 8. 50 (1H, bs). 
(4) N-(2-7;I/tP^y^)-4-[N'-[4-(7th7>; K) 
s<l//<<< /U]-N' -[2-[3-(tert-:/ h 3r v^/U/tf ^/UT S 

y^^)7xy^v]-4-^ o u7 ^z=-/u]]7 ^ y y^- 

;UTS K(0.63 g, 0.9 mmol) (OB»3if^(5 ml)^»£^ 

fl*%fcbfc«, m^ai— f/Ut»LTN-(2-7/U 
^- a i//u) -4- [N* - [4- (T h7^ K)^^^/^]- 
N'-[2-[3-(T ^ y^fyU)7x^V]-4-^ n n 7^ - 
^]]r5y^r$ K «»4B(0.44 g, 77 »<o*js 

5c*#*fffi C 33 H 33 N 4 0 4 C1 2 F-1/2H 2 0^ LT 
Slraffi: C,61. 11; H, 5. 28; N, 8. 63. 
g£$!Jffi: C.60. 75; H,5.32; N, 8. 42. 
! H-NMR(DMS0-dJ 6 : 1. 73-1. 83 (2H, m), 2. 05 (3H, s) , 
2. 24 (2H, t, J=7. 0Hz) , 3. 59-3. 76 (2H, m) , 4. 00 (2H, 
s), 4.28(2H, d, J=4. 8Hz), 6. 58(1 H, s) , 6.74-6.76(1 
H, m), 7.00-7. 52 (13H, m), 8. 42-8. 45 (3H, m), 10.23 
(1H, s). 

[0 2 5 0] 230 

n- [2- [3-(r ^ y y ^vt-) v ^ y 7 ^ — ^] -n- [4- 
[ (2- p ^<iy /-i yu) r 5: y ] y ^/u] -4-7 s= ~/w< 
yX7 ^ K 

(1) 5-[N-[2-[3-(tert-^ h^y^^^U7 ^ y y ^ 
/b) 7^y ^fv/]-4-^ d n ^^^/u]-N- (4-7x^;^y 
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*S4M'\T$S'0?l'8t(2.5 g, 4 mmol),^7^xvU 
^^^yyUT^KCDPPAXO.SB ml, 4 mmol), h ]) ^ 
)VT % y(0. 56 ml, 4 mmol) £N, N-i \s * =?-jVfr;\,J±T ^ K 
(10 nl)©ft^*fcffl&Tll*IH«#Lfc. 

yAfwh^??* — -C^S U 3- [2- [(4-7 m 

tert-7^l^;*7vWl.3g, 45 %) 
7clrf##fffi C4 3 H4 4 N T 3 (X CI • I/2H2 0£ L*C 
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H, 6. 10 



N, 



H, 6. 0 4 



N, 

1. 63 (4 
, 3.92- 



: C, 6 9. 4 8 
5. 6 5. 

: C, 69. 62 
5. 9 2. 

1 H-NMR (CDC 1 3 ) 5 : 1.42(9H, m) , 
H, bs), 3. 20-3. 23 (2H, m) , 3. 76-3. 80 (1H, m) 
4.07(1H, m), 4. 19 (2H, s) , 5. 01 (1H, bs) , 5. 07 (2H, 
s), 5. 10 (1H, bs), 6. 47 (1H, d, J=7. 2Hz), 6. 62 (2H, 
d, J=16.0Hz), 6.97-7. 07 (2H, m), 7. 18-7. 47(14H, m), 
7. 54-7. 58 (3H, m) . 

(2) 3- [2- [ (4- 7 3i = >\"< > V y( /U) [3- [ [ ("< > is/Is* 3f 

^'>]^y>?;U^;W^ >-g£ tert-y^/^^^^(0. 66 
g,0.9 mmol)^)g^^3i^/U(lO ml) t =T Y V e Kd77 
X10 ml)««tt:5^*fit^7^».M0.4 g)S:*aJL 

7t KD 77^(10 ml) ^«LT, 2-7/U^P-<>'V r 
^T/U^ n y K(0. 15 ml, 1.2 mmol), h ]) is 
(0.17 ml, 1.2 mmol) Sr^JO Lfd. mhf^tz.m^^S^'M 

tttaiLfc «m«sria« h y 

fc. iffTSSLt, 8S»fevy*^7^^ov 

h^77^- "ClSS! L TN- [2- [3- (ter t-7* h * V* /U* 
^/U7 ^ y > ^/W) 7x/ 3r ->] 7:n^U]-N-[4-[<2-7 

Aoj-n^v-yV/ujT ^ ;]yf^]-4-7x-;^yX7 

5 k(o. i6 g, z5%)<Dftm&fem&*ntz 3 
TtmftVfm c 4 2 ii» 2 n 3 o 5 f • 1/2H2 0 <t l T 

Sa&lffi: C, 72.40; H,6.22; N, 6. 03. 
HSOffi: C, 72. 29; H,6. 16; N, 5. 68. 

'H-NURCGDCl.) 5 : 1.42(9H, s), 1.75(4H, bs) , 3.49(2 



H, bs), 3. 88 (1H, bs),4.07(lH, bs), 4. 17(1H, bs), 
5.06(1H, bs), 6.49(1H, br d, J=7.4Hz), 6.65(1H, 
s), 6.82UH, bs), 6.98-7. 56(1 7H, m), 8. 00-8. 09 (1H, 
m). 

(3) N-[2-[3-(tert-y h ;Ut$~jUT ^> TvU) 

7x7^ri/]7x^;l/] -N- [4- [ (2- 7 /Uyfr a is V 4 sU) 

7-;;]7'^]-4-7x^yX7^ K(o. 13 g ,o. is 

mmol)OW»3i^K5 ml) mmz. 4&j£ Jfift** Bf& 

f;Wx-TyK^LtN-[2-[3"(7 > y ^ f ^ 7x7 
3f >0 7 x -N- [4- [ (2- 7 /i^ n >- ✓ yU) T S J ] 
^f/l/jM^x^yXr^ K*fi»&(0.07 g, 64 %) 

Tcmftftm C 3 7 Ha 5 Ns Oa C1F- l/2Hs Oi: LT 
SiSffi: C, 70. 19; H,5. 73; N, 6. 64. 
H$Hff: C.69. 79; H,5.55; N, 6. 51. 

l H-NMR(DMS0-d6) 6 : 1.69(4H, bs), 3. 23 (2H, bs), 3.8 
0(2H, bs), 3.99(2H, bs) , 6. 61-6. 69 (2H, m) , 7.09-7. 
20 64(19H, m), 8. 31 (2H, bs). 
[0 2 5 1] 231 
N- [2- (2- 7 JtVOr U7=.~>V)=. -2- [N* - [2- [3- (T ^ 
y > 7vW) 7x;drv']-4-^DD7x^U] -N* - (4-7 x 

^w^v^/u)]^ y T-t? hr^ k tftttts 

(1) 2-[N-[2-[3-(tert-7 r h*S/#A'aR^/U7 
;u)7xy^i/]-4-^ p P7x^;u]-N-(4-7x^;v^<y 
5/>f ^)]T 5 yffl^(0. 59 g, 1 mmol), 2- (2-7/U^ n 
7 x -;l/)xf;V7^y(0. 16 ml, 1.2 mmol), J ]) 
^ggv^^vKO. 17ml, 1.2 mmol), M; ;l/7 ^ y (0. 

30 17 ml, 1.2 mmol) i:N,N-^y ^-/^/W^r ^ K(10 ml) 

'>y*y;^7A^D-7h>/77>f-tgKU N-[2- 
(2-7;Ut p 7 x x;V) ;U]-2-[N' - [2-[3- (7 ^ y y 
^/U) 7x7^y]-4-^ cr P7xx;U]-N'-(4-7xx;V 
-<y^^)]7^7ir h7-; K(0.57 g, 81 %)CD#*g 

TC^^Wtt C4 1 H3 J> N 3 aClF<b LT 
40 Slraffi: C, 69. 53; H, 5. 55; N, 5. 93. 
MmWL- C,69. 36; H,5. 62; N, 5. 94. 
1 H-NMR (CDC1 3 ) 5 : 1.43(9H, s), 2. 84-2. 89 (2H, m), 3. 
48-3. 56 (2H, m), 4. 18(2H, d, J=4. 8Hz), 4.47(2H, d, 
J=3.0Hz), 4.86(1H, bs) , 6. 32(1H, br d, J=7. 6Hz) , 
6. 47-6. 51 (2H, m), 6. 90-7. 24 (9H, m) , 7. 33-7. 49 (6H, 
m), 7. 54-7. 60(3H,m). 

(2) N- [2- (2-7/U^- D7x^)x^] -2- [N' -[2- [3- 
(T ^ y y f^)7x; v-]-4-^ n o 7x^;U]-N' -(4- 

7x^w^<>'y'>f /u)]r ^yr-fe hr ^ K(o. 5 g , 0.7 

50 mmol)(E>gtt^5vW5 b1)«JSJC 4^^ ^LtK^ 
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^/Um— 7VUTi5fc# U TN- [2- (2- ^ /U^- d 

^■>u]-2-[>r -[2-[3-(r ^ y y f/u)7xy ^^1-4-^ d 

D7x^]-N , -(4-7x-;^y^;i/)]7^ ;7t K 
7* K i£|£J£(0.4 g, 89 

Ulnffl:: C, 66. 62; H, 5. 05; N, 6. 47. 
MMU- C, 66.66; H.5.06; N, 6. 45. 
1 H-NMR (DMSO-dft ) 6 : 2. 73-2. 81 (2H, m), 3. 31-3. 39 (2H, 

m) f 3.85(1H, d, J=16.3Hz), 4.02(2H, s), 4. 70 (1H, 
d, J=16. 3Hz), 6.68(1H, s), 6. 77-6. 81 (2H, m),7. 12- 
7. 69(18H, m), 8.26(1H, bs), 8. 42 (2H, bs). 

[0 2 5 2] 3&&fe#J 232 
N-[3-(3-^T > K y /U)-2-^d tVU]-2-[N* -[2-[3-(T ^ 
J y ffr) 7xy^rv/]-4-^nD7x x^U] -N' - (4-7 zn 
^Ky/^;l,)]7;y7t h7 ^ K %K% 

(1) 2-[N-[2-[3-(tert-y h^rV^;^^;>7 ^7 > ^ 
/U)7x;^ri/]-4-^ p n7x^]-N-(4-7x^/l//<y 

w ^) ] r s y mm t a -y ^ h v 7? s e> 

«231<d(i) £H«<D#8sK:«J: 9 N-[3-(3-^yKy;v)-2 
-^d tfyU]-2-[N , -[2-[3-(tert-^ h^y*/^;W7 
5 J * *vU) 7xy^V]-4-^nD7xx;U] -N* - (4- 7 

5c5g#*ffil C 4 4H, 3 N 4 0 5 C1F-H 2 0i: IT 
Sinffi: C, 69. 42; H.5.96; N, 7. 36. 
^iSlMffi: C,69. 69; H,5.90; N f 7. 08. 
'H-NMRtfDCh) 5 : 1. 17(3H, d, J=6. 0Hz), 1.44(9H, 
s), 2.95(2H, d, J=5.4Hz), 4. 07-4. 17 (2H, m), 4.38- 
4.44(3H, m), 4. 79 (1H, bs) , 6. 39-6. 49 (3H, m), 6.74 
(1H, bs), 6. 85-7. 11 (8H, ra) , 7. 28-7. 58 (11H, m) , 8.3 
1(1H, bs). 

(2) n- [3- (3-^r y Ky -2-^ o tw] -2- [n 1 - [2- [3- (t 

ert-^ h 3r S^Ustf^UT ?vl>) 7x^ 3rv-]-4- 

^ n p 7 x^;V]-N' - (4-7x^/U^y/^;l/)] 7 > J T 

[3-(3— f >- Ky/U)-2-^P t°/U] -2- [N* - [2- [3- (1-7^ 
y >f-/U)7x/ ^vO-4-^ D p7xzl;U]-N'-(4-7x 

7G*#*f«g[ C3.H3.N4Q, CI, -1/2^0^ LT 
JlfiMg: C,68. 02; H,5. 42; N, 8. 14. 
H$0ffi: C, 67. 98; H, 5. 54; N, 8. 08. 

1 H-NMR (DMSO-de ) 5 ♦ 1.06(3H, d, J=7. 0Hz), 2.65-2.95 
(2H, m), 3. 67-3.81(lH,m), 4. 02 (2H, s) , 4.03-4.13(1 
H, m), 4. 74(1H, d, J=14.6Hz), 6. 68-6. 76(2H, m) , 6.9 
3-7. 11 (6H, ra), 7. 32-7. 68(1 3H, m), 8. 02-8. 06(1H, 
m), 8.50(2H, bs). 

[0 2 5 3] mifcm 233 
N- [ [4- (2-y h^y7x 7i?~/UU]jU7$=. 
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yuy ^]-N-[2-[3-(r ^ y y f;u)7xy#y]-4-^ n 

P7x^H-7x^KyX7 S K 2^®& 

(1) 2-[N-[2-[3-(tert-y h ^y*;V/}?^V7 

/U) 7x/ *is]-4~? o P7x^/V]-N-(4-7x^;U^y 
/>f^]7^ySii4-(2^ h^rv7x^U) fcV<7v* 
>rt^3li§#]231<£>(l) tl^«^ffifwj;f9 N-[[4-(2-y 
h^*>7a;^^)-l-tr^7^^/^]*^#^ /l^*7U]-N 
-[2-[3-(tert-y h 3r y^/^x/U7 ?vU) 7x7 

^y]-4-^ p p 7x^;u]-4-7x^^yX7 ^ KO# 
10 «ftM£Bft*«ft:. 

7t^##Hfi C4 4H 45 N4aClF-l/2H 2 0i: It 

SlSffi: C,68.60; H,6.02; N, 7. 27. 

US!!®: C,68.4l; H.5.99; N, 7. 04. 1 H-NMR(CDC1, ) 6 : 

1.44(9H, s), 3.07(4H, bs) , 3. 74 (4H, bs), 3. 88 (3H, 

s), 4. 03 (1H, d, J=16. 6Hz), 4. 27 (2H, d, J=6. 2Hz), 

4.88(1H, bs), 5. 33 (1H, d, J=16. 6Hz), 6. 64-6. 66 (2H, 

m), 6. 79 (1H, s), 6.87-7. 11 (6H, m), 7. 24-7. 58 (11H, 
m). 

(2) N-[[4-(2-y Fdr'>7x^l/)-l-t^7^]^^ 
20 tf^/l-y ^/U]-N-[2-[3-(tert-^ V io fVif.zz. ,VT ^ 

y y ^U) 7x/^y]-4-^ n D7xX/I/]-f7xx;l/ 
^X7^ K*»felllfi«2310(2)^|Rl«©*ffi^J:?) N 
- [ [4- (2- y h^y7x^/V)-l- 9 ^ — ^ ^ ^ 

/uy ^u]-N-[2-[3-(r ^ y y W7xy ^v]-4-^ n 

o7x^]-4-7x^KyX7; K 2J^^CO^f 0 

TC^^Wffi C 3 , H3 • N 4 O4 Cl 3 • 1/2H, 0k LX 
mWaW.'- C.63. 03; H,5.43; N, 7. 54. 
^fflffl: C,63. 15; H, 5.42; N, 7. 45. 
30 1 H-NMR (DMSO-de ) 5 : 3. 23-3. 46 (4H, m) , 3. 80-3. 90 (7H, 

m), 4. 04 (2H, s) , 4. 33 (1H, d, J=16.4Hz), 5. 15 (1H, 
d, J=16. 4Hz), 6. 68(1H, s) , 6. 84-6. 88(1H, m),6.98- 
7.06UH, m), 7. 17-7. 68(17H, m), 8. 61 (2H, bs). 

[0 2 5 4] 234 
N-(2-^yU^*D-<V^U)-4-[N , -[2-[3-(T^ y y ^/U) 
7x/^i/]-4-^ n n ^ ^ - ] -N' - [ [ 1 - >- ^- 

(1) ^y-^zi^v^(25 g, 0.19 nol) f K»**^h 
40 y ^7 A (49 g, 0.58 nol)^*»}R(200 ml)Srffil$U*^ 
;do^^;U{36 g, 0.21 mol)(D 

>«<36 g, 71 tt©«fe«)teSS:SfciS 79-80^^- 
NK5R(CDC1 3 ) 5 : 1. 57-1. 77 (2H, m), 1. 90-1. 96(2H, ra), 
50 2.45-2.59QH, m), 2. 89-3. 03 (2H, m), 4. 06-4. 13(2H, 
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m), 5. 13 (2H, s), 7. 30-7. 39 (5H, m). 
HV'^t*^^^ y^^^^v^(7. 9 g, 
30 mmol), it*-? ]) /l*? a y K(5.0 g, 39 mmol), N.N- 
^y^WAT; K(0.5 ml)<£>x h7t Kp77^(1 

00 ml)*««:^fiTll*ra8H*Lfc:. RJ&RtWEETfc 
B*Ufc«, 4-[N-[2-[3-(tert-^ h^r^^;U^;U7 

^ ^^U3i^^/U(6.9 g, 15 mmol), 

y try v?>-(3.7 g, 30 mmol)<i:x h 7 t: Kd^^V(50 

a^TKKfb-t- h y *^**«& ^^>r ^-e«*ufc«, 

4- [N- [ [ 1 - (*< V vvu- ^ 3r ~» # «K - y i? ^ 

M /Utf -N- [2- [3- (tert-:/ h 3r ->^;U^^/U7 

®£ x^ux^f;W7.4 g, 70 %)<Bffi:Rtt*»fc.7ciff 
Sitffffi C 38 H, 6 N 3 Q B Cl-l/2H 2 0i: LTlSfi: C,63.63; 
H,6. 60; N, 5. 86. 

3iffl!Hlf: C,63. 86; H, 6. 70; N, 5. 99. 
l H-NMR(CDCl 3 ) 5 : 1.20(3H, t, J=7.0Hz), 1.43(9H, 
s), 1.60-1.90(6H, m), 2. 29-2. 37 (3H, m), 2.59-2.65 
(1H, m), 3. 59-3. 80 (2H, m), 4.07(2H, d, J=7. 0Hz) , 
4.09-4. 17(2H, m), 4. 30(2H, d, J=5.8Hz), 5.05(1H, b 
s), 5. 10(2H, s), 6.83-6. 92(3H, m) , 7. 08-7. 17 (3H, 
m), 7. 27-7. 38 (6H, m). 

(2) 4-[N-[[l-H>-^U^'» ^yV/^^/M- !i 
jj -N- [2- [3- (tert-:/ h 3r n/U 

T % /^^yu)^ai/^rV]-4-^ ou7x^;u]]7;y 
3^vt^;*7VU<1.8 g, 2.5 mmol) <D"r h =7 t Ko 

^^v(io ml) ir^y — ;u(io nl)o**tJ:i*3e 

VC-T V y *^7Kj&®(5 ml, 5 mmoDt^JmLfc. 

«flET8«L>T, 4-[N-[[l-(-<>'v ? /u^^f>')^yU^ 
/U-4-tr°-<y v^— /U]^7/U^^/U]-N-[2-[3-(tert-^ h*c 
V^y^^^T ^ y y f;i/)7xy ^ry]-4-^ o u 
^]]T^ygSS (1-7 g, 98 X)^«AttH#«r« 
fc. ^##HB C 3 . H 4 2 N 3 0s CI • 1/2H 2 0 1 LT 
S^ffl:: C,62. 74; H, 6. 29; N, 6. 10. 
3ISHB: C,62. 72; H,6. 30; N, 6. 19. 

1 H~NMR(CDC1 3 ) 6 : 1. 43 (9H, s) , 1. 

6 5-1. 8 5 (6H, m) , 2. 34-2. 41 
(3H, m) , 2. 6 4 ( 1 H, b s ) , 3. 

33 (1H, bs) , 3. 73-3. 81 (2H, 
m) , 3. 9 5 (1H, b s) , 4.2 1(2 

H, b s) , 5. 1 1 (2H, s) , 5.19 
( 1 H, b s ) , 6. 6 8 ( 1 H, b s) , 
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6. 87-6. 91 (2H, m), 7. 04-7. 
15 (3H, m), 7. 29-7. 38 (6H, 

m) . 

[0 2 5 5] (3) 4- [N- [ [1- 

3f v0 fcV< y v?n^]^7/U^^/U]-N-[2-[3 

-(tert-:/ h ^ri/^/Utf-yO'T ^VU) 7 a: y ^rV]- 

4-^no7x^/U]]7^«(0.68g, 1 mmol), 2-7 
^o^y^^XO. 14 ml, 1.2 mmol), VTy y V 
K^3i^U(0. 17 ml, 1.2 mmol), h y xf;V7 S V (0. 1 
10 7 ml, 1.2 mmol) fcN t N-i^> f;V*W7 S K(10 ml)<7) 

y Xtf/ujj^Jx? Yf^yj— "CttSSU N-(2-7 
/UaJ- □ ^< >- ^ /U) -4- [N' -[[l-(^>v?;l/t^V) 
,v-4-tV<y ^^^^/U^^/Ul"^ -[2-[3-(tert-y h 
3r y^7/U^^;U7 ^ y > ^U) 7xy 3r v^l-4-^ p p 7 
x^;u]]7>y7 r f;U7^ K(0. 72 g, 92 

20 7C^##fffi C«3H..N«0,C1F- 1/2FU Oi: It 
C64.86; H,6.20; N, 7. 04. 
;: C.65.06; H.6.04; N, 7. 16. 
1 H-NMR(CDC1 3 ) 5 : 1.41(9H, s), 1. 58-1. 86(8H, m) , 2. 
13-2. 33 (2H, m), 2. 59-2. 66 (1H, m), 3. 59-3. 78 (2H, 
m), 4. 07-4. 17 (2H, m) , 4.28(2H, d, J=6. 4Hz) , 4.45(2 
H, d, J=5.8Hz), 5. 10 (1H, bs) , 6.66(1H, bs) , 6.83- 
6.90(3H, m), 6. 97-7. 37 (13H, m) . 

(4) N- (2- 7 >V it p ^< y v^/U) -4- [N' - [ [ 1 - ('O' V)Vir *r 
\s) iJ /u^-/u-4- fcr°^< y is^/u] ij surf -N' - [2- [3- 
30 (tert-y h ^y^/U/f^/V7 f;V)7x; V]-4 

PP7x^;U]]7^ ;7f/l^7> K (0. 63 g, 0.8 mm 
ol)©ftSxf;K5 ml)««(C 4^^ JfiYbdcSI Pl^^ 

/ux- -f/Wt »cr^ LT N- (2- 7 ^" n ^< ^ -4- [N* - 
[2-[3-(7^^f;U)7xy^'>]-4-^ n P7x^;U]- 
N' - [ [ 1 - (-O Vfrit V) ^7 yU^f ^/U-4- y v?^ ^] 
#/U;J?=y>]] T ^ y -/^flsT % K ^®^^(0. 52 g, 91 

40 5£*5>«ffi C 3 8 H, i N 4 0s CI, F- 1/211, 0 b tt 

mffifc: C, 6 2. 3 0; H, 5. 7 8 ; N, 

7. 6 5. 

^JBMB: C, 6 2. 0 9; H, 5. 73; N, 
7. 9 7. 

1 H-NMR (DMSO-de ) fi: 1. 44-1. 73(5H, 
m), 2. 17 (2H, t, J=7. 3Hz), 2. 36 (1H, bs) , 2. 69 (1H, b 
s), 3.40-3. 50 (1H, m), 3. 65-3. 75 (1H, m) , 3.92-4.05 
(2H, m), 4. 27 (2H, s) , 4.48(2H, s), 5. 05 (2H, s), 6. 
91 (1H, d, J=2.2Hz), 6.99-7. 18 (2H,m), 7.25-7.54(13 
50 H, m), 8. 38 (1H, bs), 8. 52 (2H, bs). 
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[0 2 5 6] MM® 235 

ti-(2-7/U*vOis/U)-4-lK -[2- OCT ^> 

:7 a: j =^ ->] 7 s ~/u]-n' - [[l— <^^-r /u-4- y v? 

(1) 4-[N-[[l-(^>-^yU^^^)^^^/U-4-e-<y 
^/U]^7/U^^/W]-N-[2-[3-(tert-y h 3r i/jjJUtf^jU 
T * S * ^fr) 7 =. S od7x^]]7;; 

jn^-yUoi^^yUd. 42 g, 2 mmol) 0)g^:n^vMlO 

iDl)^fh7i:KD77y(iO ml)^ffiir5% S^m*^ 

M^fh7t KP77X10 mDl^iifLt, 
/>T;U ^py K(0.35 ol, 3 chdo 1 ) , MJx^wr^y 
(0.42 ml, 3 mmoD^^JDL/c. ^(^^^^l^r^^Tl^ 

v^^-cftjftLfe. ffiTSSLt, aefftsrvy^y 

;M7A^p«7^77^-r^SIU 4-[N-[(l— <V 
y-f yU-4- fcV* U v^;U) # /Ustf^U] -N-[2- [3- (tert-^ 
h ;U/Jf^;l/7 ^ J * ^vu) 7 x. J * is] 7 =r. z^sW] ] 

^a^j*tvu(o.54 g , 40 %)c7)#^f H tt 

.teSMXHiS C3 7 H 46 N 3 a -l/2fc0fc Lt 
S^ffi: C,68. 08; H, 7. 10; N, 6. 44. 
3?&!Hff: C.68. 02; H.6.97; N, 6. 36. 
1 H-NMR(CDC1 3 ) 8 : 1.20(3H, t, J=7. 2Hz) , 1.42(9H, 
s), 1.66-1. 91 (6H, m), 2. 33 (2H, t, J=7. 6Hz) , 2.37- 
2.85(3H, m), 3. 64-3. 76 (3H, m) , 4.07(2H, d, J=7. 2H 
z), 4.28(2H, d, J=5.4Hz), 4.61(1H, bs), 5. 05 (1H, b 
s), 6. 83-7. 41(1 1H, m). 

(2) 4-[N-[{My/^;H-t^y^n;U)^/U^^] 
-N-[2-[3-(tert-7 r h^v^/U/tf^/UT ^ y y ?vU) :7 m 

y ^^]7xn;u]]r S yffiM ^/u^^r-z^^M 

W234<D(2) km&<OjymcJ: *) y 4-[N-[ 

4- fcV<y ^^)^/U7K^yU]-N-[2-[3-(tert-^ h^-> 
# /U^^/U7 * y y ^U) 7 m y ^rv/] 7 a: ^/U] ] T S / 

mW*{&: C,66. 33; H, 6. 84; N, 6. 63. 

MMfe'- C,66. 46; H, 6. 80; N,6.49. 

l H-NMR(CDCl 3 ) 5 : 1.42(9H, s), 1.81(6H, bs), 2.34- 

2.47(3H, m), 2. 71 (2H, bs), 3. 32 (1H, bs), 3. 72 (2H, 

bs), 4. 26 (2H, bs), 4. 63 (1H, bs) , 5. 15 (1H, bs), 6.8 

5- 6. 99 (3H, m), 7. 17-7. 42 (8H, m) . 

[0 2 5 7] (3) 4-[N-[(l-^y/^;M-t°-<!J 
>V) jo -N- [2- [3- (tert-y h 3r )Vrt=->\,T 

x y y J-M 7xy^^]7xn;i/]]7^; y gg® a> e> Hi& 

#J234(D(3) i:^^(7)^{r J: 9, N-^-^U^n^Vv? 
/u) -4-[N' -[(l-^O^y-f /U-4- y v^xvu) 
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M'tf -[2-[3-(tert-y h * v^Utf? —yUT ^> =^JV) 

7^;*>s'\7~~,vY\t^; -7*f-)\sT % Ko^jgaffi 

Slfflffi: C,68. 09; H.6.67; N, 7. 56. 
MmM- C,67. 81; H, 6.45; N, 7. 75. 

l H-NMR(CDCi 3 ) 5 : 1.40(9H, s), 1. 52-1. 94 (6H, m), 2. 
15-2. 28 (2H, m), 2. 43-2. 52 (2H, m), 2. 73 (1H, bs), 3. 
61-3. 82 (2H, m), 4. 04-4. 19 (1H, m), 4.25(2H, d, J=4. 
10 8Hz), 4.46(2H, d, J=5. 6Hz) , 4.59(1H, bs), 5. 16(1H, 
bs),6. 75-7. 41(15H, m). 

(4) N- (2- 7 * n ^< >- -4-[N'-[(l-^y/>f /l^-4- 
fcV< y v?nyu) ^/U^^7U]-N* -[2-[3-(tert-y h ^^^7 

;v^^;u7 5: y y ^/^) v^y =^>] :7 m ^yu] ]7;;/ 
f^r^ K^^^ifetRi234^(4) tmm<o^mcxr> N- 

(2- 7 /U^- a ^< V v^U) -4- [N' - [2- [3- (T 5: y ^ ^/U) 
xy^ri/]7xx;U]-N'-[[l-<y^;M-tXy^ 
/u] ^;u^;u]]7^ y y^/ur ^ K 

20 TcSI^Wfi C 3 r H 4 o N 4 O. C 1 F ■ H 2 Ot L 
X 

mmifc -- C,65.62; H, 6. 25; N, 8. 27. 
^IfflOffi: C,65. 35; H,5. 98; N, 8. 46. 

1 H-NMR (DMS0-d» ) 5 : 1. 28-1. 76(6H, m), 2. 16(2H, t, J 
=8. 0Hz), 2. 23 (1H, bs) , 2. 78 (1H, bs) , 3. 28-3. 46 (1H, 
m), 3. 67-3. 74 (2H, m) , 4.0l(2H, s), 4. 26 (2H, s), 4.3 
5(1H, bs), 6.98-7. 44(1 6H, m), 8.35(2H, bs) . 

[0 2 5 8] 236 
N-(2-^yU^n^<>'^>'U)-4-[N , -[2-[3-(r ^ y y ^/U) 
30 7^y u a 7 -[(l-sO-li^XsU 

ft tf^y v?=/U]^;^;P])7^ y ;/^vut ^ 

(1) 4-[N-[[l-(^^^/U^^i>)^7U^^W-4-t 0 -<y 
^/U] ^ /UT^f - /u] -N- [2- [3- (tert-^ h 3r /Utf^sU 
T $ y y ^-^) 7 y ^r->]-4-^ n a ^ y 

mm ^^-^^7^^^(1.42 g, 2 mraol)6O@^^^^^(10 
ml)i:fh7tKP77y(10 ml)««{C5% 
7^^(0.3g)»U, ^bixfciS^* 

40 TSIBUfc. 

M$:fh7t KP77y(10 ml)|«?LT, 
if>-^/U^x:^ ^ny K(0. 38 ml, 3 mmol), h V ^ 
/U7 5: y(0. 42 ml, 3 mmol) $r^JP L7t t ^(OU^^O^ 

-cam L/c MmacSr^^^^-cacj^u^ »tk^ 

V^W7A^P-7h^77>f-t'iim 4-[N- 
[(l-^^if ^^/U/^^yU-4-t°^y v^n/uj^/u^^i/u]- 
N-[2-[3-(tert-y h 3r V*/l^sJ?^/UT ^^) 7 ^ 

50 y ^r>-]-4-^ u D7x-/l/]]7; / 8&f& x^yUx^r 
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/K1.2 g,81 »<o#»*«feH**#fc. 

7C*^«fffi CeHi«N,&ClSfcLT«»4tt: Ceo. 54; H, 

6.21; N, 5. 88. 

C60.53; H,6, 20; N.5.99. 
1 H-NMR(CDC1 3 ) 6 : 1.20(3H, t, J=7. 2Hz), 1.44(9H, 
s), 1.61-1.86(6H, m), 2. 07-2. 34 (5H, m), 3.57-3.78 
(4H, m), 4. 06 (2H, d, J=7. 2Hz), 4. 28 (2H, d, J=5. 8H 
z), 5.06(1H, bs), 6. 77-6. 87 (3H, m), 7. 04-7. 16 (3H, 
m), 7.28-7. 36(1H, m), 7. 49-7. 60(3H, m), 7.72-7.77 
(2H, m). 

(2) 4-[N-[(l-^>-^ ^^yu^^yu-4-e^y 
/U^nyU]-N-[2-[3-(tert-y h '>^/U^^;l-7 

;um^^u^^^fe^j2340(2) fcW«to*4fcKJ: S>, 4- 
[N- [ (1-^ >"t? V^U/ft ^/W4- fc°^ y v^A-) # 
/U]-N-[2-[3-(tert-:/ h^V*;V/J?^7 ^ / p< 

jtmfttixW. C 34 H 4 oN 3 aClS-l/2H 2 0^ LT 
3®8wffi: C 58. 74 ; H, 5. 94; N, 6. 04. 
^«Mfi: C,68. 81; H,5. 78; N, 5. 74. 

! H-NMR(CDC1 3 ) 5 : 1.43(9H, s), 1. 69-1. 98(6H, m), 2. 
11-2. 35 (5H, m), 3.25(1H, bs), 3. 72-3. 78 (2H, m), 4. 
05 (2H, bs), 4.24(2H, bs) , 5. 11 (1H, bs), 6. 84 (2H, 
d, J=8. OHz), 6.86-7. 20 (5H, m), 7. 29-7. 37 (1H, m) , 
7. 47-7. 63 (3H, m) , 7. 71-7. 76 (2H, m) . 
[0 2 5 9] (3) 4-[N-[(l-^<>'-^>'^/U^^^-4-t p ^ 
y v^^^)^7/U^^^]-N-[2-[3-(tert-^ h^i^/U/tf 
^;V7 ^vu) 7x;^>]-Hnn ^oi^/U] ] T 

^BS^fe 3g«g«234] <o (3) £ |^«o*ffif^ J: r> , N- 
(2- 7 /U^ P ^O' vvW) -4- [N* - [ ( l-^< Vif > * -yl-- 
4-t^y ^^^)^7/U^^/U]-N*-[2-[3-(tert-^ 

^ y ^ ^-/u) 7xy ^ri/]-4-^ n n :7;n^ 
/W] ] T ^ J 7* AST 5 K©*teftttH* t»fc. 
tc^^WIB C ! R, 6 N 4 O? C1FS* 1/2H 2 0<*r LT 

C, 61. 37; H, 5. 90; N, 6. 98. 
HSOffi: C61.48; H,5. 87; N, 7. 12. 

'H-NMRCCDCl,) fi : 1.43(9H, s), 1.63-1.96(6H, m), 2. 
02-2.27(511, m), 3. 59-3. 80 (4H, m) , 4. 25 (2H, d, J=5. 
8Hz), 4.44(2H, d, J=5.6Hz), 5. 17(1H, bs) , 6.58(1H, 
bs), 6. 76-6. 85 (3H, m), 6. 98-7. 12(5H, m), 7.16-7.3 
4(3H, m), 7. 47-7. 59(3H, m), 7. 71-7. 75 (2H, m). 
(4) N- (2- 7 fr* u *<ls v?/U) -4- [N' - [ (l-^< >if > * 
* - /u-4-t:V< y ^-,u) ^/u^f n/u]-N' -[2-[3-(tert- 
h^v^yl^^UT ^ /y ^/U)^oiy ^ri/]-4-^oo7x 

9 N-(2-7^^n^<>'v?/U)-4-[N , -[2-[3-(r ^ 
7 y TvU) 7xy 3r*>]-4-^ n o :7x^u]-N' -[(1-- <>- 

if >-;*/u^^a— 4-t 0 ^ y i/^/is) % ju78~ju]]t 5 
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C e Ho » N 4 O5 Cl 2 FS • I/2H2 0 L T 
3g|rafE: C,58. 53; H, 5. 46; N, 7. 58. 
^Syffi: C 58. 79; H, 5. 64; N, 7. 77. 

1 H-NMR (DMSO-ds ) 6 : 1. 46-1. 68(6H, m), 2. 11-2. 18 (5H, 
m), 3. 32-3. 73 (4H, m),4.01(2H, s) , 4. 36 (2H, s), 6. 

84 (1H, d, J=2.2Hz), 7.04-7. 59(1 2H, m), 7.63-7.71(3 
H, m), 8. 32-8. 47 (3H, m). 
[0 2 6 0] 237 

10 7x7^VH-^dp7i ~7^]-N' -[ (4- \fy sl ^7U) # 

(1) 4-7x^^1,^(2.0 8, 10 mmol), ^7x-;V 
T^^^y /l^Tv 5 K(DPPA) (4. 1 g, 15 mmol), Mixf;U 
T^>-(1.2 g, 12 mmol) ^vUtfVWAT ^ K(5 

398*1: h7U^>-(20 ml)SrSDx.T, ^fcftfcfi'&ttS: 

20 -[3-(tert-:/ h^v'^/W/K^yl-r ^ 7^f7U) 7x7^ 
>0-4-^ n P7x^;b]]7; /ggg£ 31^71,31*^/1, (2. 
31 g,5mmol)<J: />7^ 7 t°y ^(1.22 g, 10 

fLT, 8B»^>y*W7^ovh^77^- 
t'MS! b, 4- [N- [ (4- t*7xx;U)^ yU^^E-f /U]-N- [2- 
[3-(tert-^" h ^riy ;7^ ^7U) 7x7^ 

30 V]-4-^Du7x^]]7^7iS ^^7U^^^/U(2. 

2 g, 67 %)©*Jg*ttH»fir»fe. 
TcS^Wfi C7H, 0 N a fcClfc LT 
Si^ffi: C, 67. 52; H, 6. 13; N, 6. 38. 
^mm.' C,67. 30; H.5.96; N, 6. 57. 
l H-NMR(CDCl 3 ) 5 : 1.22(3H, t, J=7. 1Hz), 1.42(9H, 

s), 1.84-1. 98 (2H, m), 2.41(2H, t, J=7. 5Hz), 3.74(2 
H, t, J=7.0Hz), 4. 10(2H, q, J=7. 1Hz), 4. 24(2H,d, J 
=4. 4Hz), 4.93QH, bs), 6. 45(1H, s), 6. 89-6. 95 (3H, 
m), 7.08(1H, d, J=7. 6Hz), 7. 17 (1H, dd, J=2. 2, 8. 4H 
40 z), 7. 29-7. 58(1 1H, m). 

(2) 4- [N- [ (4- \^-7=^=.;V)io /l,s<*4 tV\ -N- [2- [3- (ter 

h^rv^;^^7 * S * ^/^) 7x7 v-]-4-^ 
on7m^/U]]T ^ ygSlS ^^/U^i^^/U(2. 0 g, 3 m 
mol)CDx h7t Kd77>(5 ml) t J — 7^(5 ml)(D 
«fK(-l«3E h y * ^7K^(6 ml, 6 mmol)£ 

^^A-CWHkbfc. WBET«*UT 1 4-[N-[(4-e7*=: 
50 /U)^7 7W<^e>T7U]-N-[2-[3-(tert-y h^f v'^/U/Jfnyu 
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mm d.85 g , 98 %)<D&&&&mft*mz. 

7€m#Vf& C^H^N, 0* 01-1/2^0^: LT 

S^M: C,65. 77; H, 5. 83; N, 6. 57. 

HaifB: C.65.83; H, 5.82; N, 6. 52. 

1 H-NMR(CDC1 3 ) 5 : 1.43(9H, s), 1. 82-1. 96(2H, m), 2. 

44 (2H, bs), 3. 78 (2H, bs), 4.24(2H, d, J=4. 4Hz), 5. 

09(1H, bs), 6. 35(1H, bs), 6. 89-7. 05 (3H, m), 7. 18(1 

H, dd, J=2. 2, 8. 6Hz) , 7. 28-7. 58(1 3H, m). 

[0 2 6 1] (3) 4-[N-[(4-tr^ai^yU)*yUy^^/U]- 10 
N-[2-[3-(tert-^ h ^—SlsT ^ J * ^yU) 7 m 

/^ri/]-4^Dn7x^]]7 ^yg&SK0.95 g, 1.5 m 
mol), 2-7/\'*n'<>'is;l>T ^ >-(0. 21 ml, 1.8mmol), 

^7/ yy^xf/l,(0.25 ml, 1.8 mmol), hyxf 
yUT^>- (0.25 ml, 1.8 mmol) tK N- v?y ^/U^/W^T 
^ K(10 ml)^^^^T-2^}t^Lfc. 

HU N-(2-7^^n^O^/U)-4-[N'-[(4-tf^3i^U) 20 
# yU/^-Y /W]-N* -[2-[3-(tert-y h ^->;*7 A^^UT 
5: ;>^)7xM'>]-4^ on7x^]]7; y ^ 
*3->VT* K(0.82g, 75 %)0^ t P H ^[l^^#fc. 
Tcig^tfHfi C 42 H4 2 N 4 0 5 C1F-1/2H 2 0^ LT 
J&Snlfi: C,67. 60; H, 5. 81; N, 7. 51. 
^S'tfffi: C.67.94; H, 5. 67; N, 7. 73. 

1 H-NMR(CDC1 3 ) 5 : 1. 41 (9H, s), 1. 85-1. 95 (2H, m), 2. 
34 (2H, t, J=6.5Hz), 3. 77 (2H, t, J=6. 6Hz) , 4. 23 (2H, 

d, J=5.8Hz), 4.48(2H, d, J=6.0Hz), 5.00(lH,bs), 
6. 68 (1H, bs), 6. 76(1 H, bs), 6. 87-6. 98 (2H, ra), 7.01 30 
-7. 58(18H, m). 

(4) N- (2- 7 yU^- n V -4- [N' -[(4-t'7x ~yU) # 
yW*^ yU] -N' - [2- [3- (tert-y h V# yUtff-yWT ^ 
y y ^-/W) 7x^'>]-4^DD7x^;l/]]7;y ^ 
/l^7; K(0. 74 g, 1 mmol)Og^feji^U(5 ml)*g#^ 4 
BHS^A4«tfK<5 m\)&M7LX, lit 
l^FfWSElfLfe. RJC*4:«EETO*L^ 

N- (2- 7 /U^- a ^O' v?yu) -4- [N' - [2- [3- (T ^ / y ^/v) 
7xy ^->]-4-^ PD7x^H'-[(4-l^7x^l/)^ 40 
;W<^;l,]]7^yf/U7^ K #ig^(0.61 g, 91 

TcSfiJ'Wffi C 37 H 35 N 4 0 3 C1 2 F'1/2H 2 0^ Lt 

M^ffi: C,65. 10; H,5. 32; N, 8. 21. 

HffllMK: C65.06; H, 5. 27; N,8. 10. 

1 H-NMR (DMSO-de ) fi : 1. 70-1. 79 (2H, m) , 2. 20-2. 27 (2H, 

m), 3. 62 (2H, bs) , 3. 97 (2H, s) , 4.30(2H, s) , 6.92 
(1H, d, J=2.2Hz), 7.08-7. 19 (3H, m) , 7. 25-7. 52 (15H, 

m), 7. 61 (2H, d, J=7. 2Hz) , 8. 32-8. 52 (3H, m) . 

[0 2 6 2] MM®! 238 50 



N- (2- 7 fV* P ^ > v?yU) -4- DT - [2- [3- (r ^ y > ^/W) 
7 x 7 V]-4-^ d p 7 x ^/U]-^ - [ [4- (2-> h 3r > 7 

^ -,u)-i- tv<7 ^—y^] r-t ^yt-]] r ^ y y^vur ^ 

K 3JeM^(l) N-(2-^yu^o^<^v?yU)-4-[N , -[2-[3- 
(tert-y h *S/#/U#~/l'r ^> W7x; 3f ->]-4 

o D7x^i/]-N'-^ u P7tf;u]7 ^ y y^yur 
^ Ki:4-(2-y h^rv^^yu) tr-<9^>2ft»6SB*«19 
4<£>(2) £[p]&<7) J; t> N-(2-7yu^n^o- ^u)-4- 
[N*-[2-[3-(tert-^ h^r^yU^^yUT^ y y ^yU)7 
x7^rV]-4-^ DD7x^]-N'-[[4-(2-> h^rV7x 

~yu) -l- v^yu] Tir^yu] ] T ^ yy^7^ K 

7t?fi##HS C 42 H 49 N s aClF-l/2H 2 0^ Lt 
H^ffi: C,64. 40; H, 6. 43; N, 8. 94. 
^fflUfi- C.64. 45; H,6. 25; N, 8. 94. 

1 H-NMR (CDC 1 3 ) 6 : 1.43(9H, s) , 1. 81-1. 85(4H, m) , 2. 
23-2. 28 (2H, m), 2. 57-2. 72 (4H, m) , 3. 05 (3H, s), 3.0 
6-3. 08 (2H, m), 3. 68-3. 78 (2H, ra), 3. 84 (2H, s) , 4.29 
(2H, d, J=6.0Hz), 4. 47 (2H, d, J=5.8Hz), 5. 16(1H, b 
s), 6. 83-7. 38(1 6H, m). 

(2) N-(2-^yU^-o^<>'>?yU)-4-[N , -[2-[3-(tert-y h 
**yh)Vi£z=-)VT ^ y > fsU) 7xV a p 7 

a-. ~yl/| -N* - [ [4- (2-y F^77x ^yu) -1- 7 v?— 
yi/]Ti?^yu]]T ^ J -J^tVT * K^^HiS^Jl94(0 (3) 

t mm<ojjm\c x v n- (2- 7 u *<>> ^yu) -4- [n' - [2- 

[3-(7 5 y y ^yu) 7x/^r i^]-4-^ a P7x^]-N'- 

[ [4- (2- y h^->7x-;u)-i- 7 *S ^yu] r -fc ] 
r 5 y ^ k 3«tt«o^Atta#S:^^. tc 

mft&xW. C 37 H 44 N s 0 4 Cl 4 F-l/2H 2 0<b ttl^f: C, 56. 0 

7; H,5. 72; N,8. 84. 

MMiB- C,56.22; H, 5. 74; N, 8.85. 

I H-NW(DMS0-d 0 ) 5 : 1.76(2H, t, J=7. 0Hz) , 2. 26 (2H, 

t, J=7.5Hz), 3.11-3.63(1111, m) , 3.79(2H, s), 3.86- 

3.97(2H, m), 4.05(2H, s), 4.27(2H, s), 6.88-7.17(8 

H, m), 7. 27-7. 54 (6H, m) , 7. 65(1H, d, J=8. 4Hz), 8.5 

4(1H, bs), 8.73(211, bs). 

[0263] nmm 239 

N-(2-^yl-^n^Ov?yL.)-4-[N'-[2-[3-(r S y > 
7^/ *i/]-4~? DP7x^l/]-N'-[(3, 4-v^t Kn-1H 
--f y^y yyU)Tir^y>]]T^y^y^T5: K 2ifefe^ 
(1) N-(2-^yu^n-<>'^u)-4-[N , -[2-[3-(tert-y h 
^v-^yU^^yUT ^ y y ^yu) y ->]-4-^ cr a 7 
^-7U]-N'-^ pp7tf;i/]7^;yf-^7^ K^3,4- 

v^e Ko-iH— f y^y y >d»biafi«i94<o(2) 

^7&(CJ: «9 N-(2-^yl-^u^<>v ; yW)-4-[N , -[2-[3-(ter 
t-^ h ^V^yl^—yWT ^ y y ^yw) y =^rV]-4-^ 

pp7x^u]-N'-[(3 f 4-^t kp-ih-^t y^y y y^) T 

ir^-yu]]r^ y y^/UT^ K^*jKfitt@frSr#fc. 
7C*^«ffi[ C 4 oH 44 N 4 0bClF'l/2H 2 0t IT 
Si^fi: C,66. 33; H,6.26; N, 7. 74. 
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^SlHfi: C,66. 45; H,5.96; N, 7. 78. 

'H-NMRCCDCl,) 5 : 1.43(9H, s), 1. 78-1. 89(2H, m) , 2. 

23-2.36(2H, m), 2. 72-2. 88(4H, m), 3. 18 (2H, d, J=l. 

6Hz), 3.67(2H, s), 3. 72-3. 78 (2H, m), 4. 25 (2H, d, J 

=6.2Hz), 4.46(2H, d, J=5.8Hz), 5. 08 (1H, bs), 6.81- 

6. 84 (3H, m), 6. 93-7. 34 (12H, m). 

(2) N-(2-^/W^n^<>'v?/U)-4-[N , -[2-t3-(tert-^ h 

^>/^;l/^n;U7 ^ J * ^vlO 7 3i J *ci/]-4-i? uuy 

^^/Uj-N'-CO, 4-v^t Kn-lH--f V*y y/b)Tir^ 

/u]r* yy^ur* Kj&»fc3yfcMi94<D(3) tratHo* 10 

ffi^J: J9N-(2-^^^-d-0-v?/U)-4-[N'-[2-[3-(T ^ y 
y f/U)7xy 3r~>]-4-^ cr P 7 /U] — N* -[(3, 4-Ufc 

l»S©#jefittH»iS:^t, yvmfrVrM C B H, .N 4 0, Cl 
J'lMORTl^ifi: C,60.3l; H,5.64; N, 8. 04. 
^SWfi: C, 60. 31; H,5.83; N, 8. 30. 

1 H-NMR (DMSO-de ) 6 : 1. 73-1. 80(2H, m) , 2. 26(2H, t, J 
=7. 4Hz), 2. 90-3. 17(2H,m), 3. 43-3. 67 (4H, m) , 3.85- 
4. 00 (2H, m), 4. 05 (2H, s) , 4. 28 (2H, s) , 4.48-4.56(2 
H, m), 6. 86 (1H, s), 7.09-7. 68 (14H, m) , 8. 51 (1H, b 20 
s), 8. 72 (2H, bs). 

[0 2 6 4] mmm 240 

N- (2- -7 )V-3r u s<ls -4-[N'-[2-[3-(7;;^f/U) 
7xy^r->]-4-^P P7xx;l/]-N' -[[^fo (1H--Y V 

>--i , 4' - y >o -1 ' -- r /u] r -fc ^/H ]7^;yf 

(1) N-(2-^/W^-n^<>'^U)-4-[N , -[2-[3-(tert-y h 
=^ v^UTtf ~/UT ^vU) 7 x / ->]-4-^ n D 7 
x^;l/)-N , -^pp7ir ^vu] T x J /f;U7 ^ K t * b° 

0 (11W ^T^-l, 4* - b 0 ^ y ib^I&^Jl94(D (2) 30 

tmm<Djjmc£ v n- (2- ^ o vvu) -4- or - [2 

-[3-(tert-^ h ^v^/U/tf^/UT ^/U)7xy 3f 

v-]-4-^ n P7x=;U]-N'-[[^ b"n (1H— f ^tV-I, 4' 

- y v >-) -l ■ -> r /u] r -t ] r $ y s K 

TclB^Wfil C«H,.N 4 0iClF-l/2HzO£: LT 
Siraffi: C,68. 07; H, 6. 36; N, 7. 22. 
MWUfe: C,68. 34; H, 6. 14; N, 7. 08. 

1 H-NMR (CDC1 3 ) 5 : 1.42(9H, s), 1. 89-1. 98(4H, m), 2. 
11-2. 50 (6H, m), 2. 88-3. 08 (2H, m), 3. 14 (2H, s), 3.6 40 
5-3. 84 (2H, m), 4.29(2H, d, J=6. 2Hz) , 4.47(2H, d, J 
=5.6Hz), 5. 14(1H, bs), 6. 72(1H, d, J=5.7Hz), 6.79 

(1H, d, J=5. 7Hz),6. 89-6. 94 (3H, m) , 7. 01-7. 38 (12H, 
m). 

(2) N-(2-7/U^-n^<>'v ; /U)-4-[N , -[2-[3-(tert-y K 
^i/^;u^^;U7 ^/u) 7 ^ J *ci/]-4-? a a y 
3i ~/U]-N' -[[> t & n (1H-- < 4' -fcX y v?>-)- 
r -4 As] T ^ y yf;U7 ^ K*»feHlfiMl94«> 

(3) ir^o^&iri: DN^-^i^n^^AO^-CN'- 

[2- [3-(7 ; / > W 7i ; ^v'lM-^ n d /U] - 50 
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vr -[[* fc°n (ih-y >x>--i, 4' -b°^< y v*>o-r ->r yu] 

5c*»«f«[ C 3 ,H, J N 4 0 3 C1 3 F'3/2H 2 0^ 
ffi: C,61.06; H,5.91; N, 7. 30. 
513016: C.61.16; H,5.93; N, 7. 45. 

1 H-NMR (DMSO-ds ) 5 • 1.17-1.32(211, m), 1. 74-1. 79(2H, 
m), 2. 23-2.28(2H, m) , 2. 51-2. 74 (2H, m), 3.39-3.54 
(4H, m), 3. 89-4. 05 (4H, m) , 4.28(2H, s), 6.85-6.90 
(2H, s), 7. 10-7. 56U3H, m), 7. 63-7. 68 (2H, m) , 8.51 
(1H, bs), 8. 74 (2H, bs) . 
[0 2 6 5) mm 241 
N- (2- V >\s3T P -4- [N* -[2-[3-(7^/> ^/U) 

7xy^rV]-4-^DD V^^/U]-N' -[[4- (2-^-^r V-2, 3 

(1) N-(2-^/U^-o^<>'v ? /u)-4-[N , -[2-[3-(tert-y h 

^rv-^yw^f^/ur ^ y y ^-/u) 7x/^y]-4-^pp7 

^ -^]-N'-^ d P7irf-/u]7^ y rf^tVT ^ K«t4-(2 
3-v^b Ko-IH-^O-X^f ^yy— yWl-^/b) 
-l-t 0 ^7>'^^ib^^Jl940(2)^P^CD^7?fe(C e t »9 N- 
(2- y /Is* n-<> -4- [N* - [2- [3- ( ter t-^ h 
/W^^yVT ^ y y ^U) 7^y ^ry]-4-^ pd7x ^i/U] 
-N*-[[4-(2-^-^y-2,3-v^b Kn-IH-^^X^T 

/U)-l- fcX ^ ] T -fe ^U] ] T * y X^/U 

5c*^«ftt C 43 H, 8 N 6 0 6 C1F-H 2 0i: LT 

^Iraffi: C,63. 19; H.6. 17; N, 10. 28. 

^IfflOffi: C,63. 45; H, 6. 00; N, 10. 39. 

^-NMRttDClJ 6 : 1.43(9H, s) , 1. 65-1. 89 (8H, m) , 2. 

27-2. 48 (4H, m) , 3. 01-3. 10 (3H, m), 3. 76 (2H, s), 4.2 

9(2H, d, J=6.2Hz), 4. 47 (2H, d, J=5.6Hz), 5.25(1H, 

bs), 6. 79 (1H, bs), 6.89-7.39(1511, m) , 9. 11 (1H, bs). 

(2) N-(2-^/U^-n^<>'v ? /W)-4-[N , -[2-[3-(tert-X h 
*\/1l)V7£~)\sT * y y ^/U) 7x/^y]-4^PD7 
^ ^/U] -N' - [ [4- (2-^-^r V-2, 3-v 5 b K o -lH-^yX^ 
^ y>^— /V-W yu)-l-fc><7 '^]7tf/U]7^ y 
y^u7^ K*»b38*«i940(3)i:HI«o*jfe^J:DM- 
(2- 7 /u^- n-<> v^yu) -4- IX - [2- [3- (r ^ y y f/u) y 

3ris]-4-# a D7x^]-N'-[[f (2-t^V-2, 3- 
v?b Kn-IH-^O-X^f ^ ^y— /U-l-^/U)-l-b°^<7 
^]7t^]7^/f;U7; K 2«£tt0#ft@iiM£ 
HffSrSfe.5c*4>W«[ C . H, 2 N 6 0 4 CI, F-H 2 Oi: ttl^ 
jg: C,57. 76; H,5.6l; N, 10.64. 
^EOffi: C, 57. 50; H, 5. 75; N, 10. 65. 
1 H-NMR (DMSO-do) 6 : 1. 77-1. 91 (4H, m), 2. 12-2. 28 (2H, 

m), 2. 74-2. 89 (2H, m) , 3. 39-3. 58 (4H, m), 3.79-3.87 
(4H, m), 4.08(2H, s) , 4.28(2H, s) , 4. 55(lH,bs), 6. 
86(1H, d, J=2. 2Hz), 7. 01-7. 67(14H, m) , 8. 49(1H, b 
s), 8.72(211, bs). 

[0 2 6 6] 242 
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N- (2- 7 >V3r p -< ^ v?yU) -4- [N* - [2- [3- (T ^ y > ^vU) 
7xy^rV]-4-^ p u 7 -[(4-\?7 ^J^* 

(1) N-(2-7/U^-D^<>'^u)-4-[K'-[2-[3-(tert-y h 

x -N* - ? a a Tir^/U] 7^ rf^fVT % Y k\-7 

*) N- (2- 7 p ^< V i^U) -4- [N* - [ (4- f 7 zn =• 3r 
V) T-^^/H-N' -[2-[3-(tert-y h * v^yUtf—zUT ^ 
/ ^ f ;U) 7i y ^V]-4-^ d a 7x^;V]]7 ^ y 

ClFi: LTSI^itt: C68.65; H, 5. 76; N, 5. 59. 
^laUffl: C, 68. 54; H,5.60; N, 5. 50. 
'H-NMRftTDCl,) 6 : 1.41(9H, s), 1. 85-1. 92(2H, m), 2. 
28 (2H, t, J=6. 7Hz), 3. 67-3. 88 (2H, m), 4. 27 (2H, d, 
J=4. 2Hz), 4.44(2H, d, J=5. 4Hz), 4.53(2H, d, J=2. OH 
z), 5. 13 (1H, bs), 6. 52 (1H, bs) , 6. 84-7. 54 (20H, m). 

(2) N- (2-7/U^- p "^S^U) -4- [N* -[(4-t':7^ ^yU^" 
^^)T^^^]-N'-[2-[3-(tert-^ h^rV^/^^^^T 
> 7x; ^ri/]-4-^ d o 7x=;l/]]7^^ 
f/U7^ K*»e>iafi«1940(3) t(pl«(0*-«fe(Cj: £N-(2 
-^/M-D'O^UM-IX -[2-[3-(T ^ / y ^/U) 7 ^ 
/^rV]-4-^ p p 7 jmn/i^]-N' -[ (4- 1*:7 /U^- 3r S/) 

Tcsff^tffffi C 38 H 36 N 3 0 4 Cl 2 F-l/2H 2 0«b Lt 
Straffi: C,65. 42; H, 5. 35; N, 6. 02. 
SSffllHfi: C.65. 78; H,5. 31; N, 6. 01. 

l H-NMR(DMSO-de) 6 : 1. 69-1. 75(2H, m), 2. 21 (2H, t, J 
=8. 4Hz), 3.54-3.85(2H,m), 4.02(2H, s) t 4. 27 (2H, 
s), 4.46UH, d, J=15. 1Hz), 4.63(1H, d, J=15. 1Hz), 
6. 85-6. 92 (3H, m), 7. 11-7. 59(16H, m), 7. 67(1H, d, J 
=8.8Hz), 8.39(2H,bs). 

[0 2 6 7] MMM 243 
N- (2- 7 ?Vir D s<is -4- [N* - [2- [3- (7^^f/U) 
7^S * */]-4-9 uo7x^V]-N , -(l-t7^1/y^;U 
^/u)]7^/W^ K 

(1) 4-[2-[3-(tert-y K *r v^/U^^UX ^ J > ^vU) 

^r->]-4-^ p n7x^]T; y§8S£ SLOUCH* 
f;W2.3g, 5.0mmol), 4-^y f;U7 S 7 fcT y v^V (1. 
2 g, 10 tnmol), ht7^ l/y^^MD !i K (2. 3 
g, 10 mmoD^r h7t Kn77y(20 ml)^(D^tl 

fc60 , CT72WTO«fl«, K«««r*K:tt«HI**-/w-C 

-CttflJLfc. WEETBttLT, »S*S:^y*y/u*9 
i*^ p-v h V ^ — "CfiJSS L, 4-[N-(l-^y ^ 
/U7^^7U)-N-[2-[3-(tert-y h 3r v^/U/K^A-T ^ 7 > 
W 7 x ; ^r^]-4-^ o p 7 x^;U] ] 7 ^ ; Si rc^ 
;ux^f;u(2.3 gt 71 %)<ojftifcttS:#^. 
5c5R»«fffl[ CtHnXzCh CIS- l/2\i 2 0t LT 
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Slait: C61.67; H, 5. 78; N, 4. 23. 
3l$BHg: C.61.90; H, 5.62; N, 4. 32. 
1 H-NMR(CDC1 3 ) 6 : 1.22<3H, t, J=7.0Hz), 1.47(9H, 
s), 1.76-1.90(2H, m), 2. 41 (2H, t, J=7. 3Hz) , 3.80(2 
H, bs), 4.07(2H, q, J=7.0Hz), 4. 18 (2H, d, J=5.8H 
z) f 4.82(1H, bs), 6. 08 OH, s), 6.21(1H, d, J=7. 8H 
z), 6.46UH, d, J=2.2Hz), 6. 97-7. 16(3H, m), 7.39- 
7.54(4H, m), 7.86(1H, d, J=7.4Hz), 8. 01(lH,d, J=8. 
4Hz), 8. 14 (1H, dd, J=2. 2, 7. 4Hz) , 8.49(1H, d, J=8. 8 
10 Hz). 

(2) 4-[N-[2-[3-(tert-y h ^>#yU;tf ~/UX 
s\o)7^y *c*s]-4-2 p P7x^;H-(l-t7^Uy^ 

(3) tP«<0*ffi^«t 9 4-[N-[2-[3-(tert-^ 

JUT ^A-) 7x7^fv']-4-^nn7x^/l/]-N 

-(1--^^^ 7 ^ y i8<o*gfitti* 

&#fc.7c«#*f«c c,H3,N 2 acist c,ei. 

48; H,5. 32;N,4. 48. 

^fflllffi: C, 61.16; H, 5. 35; N, 4. 41. 

20 l H-NMR(CDCl 3 ) 8 : 1.40(9H, s) , 1. 85-1. 95 (2H, m), 2. 
41 (2H, bs), 3. 72 (1H, bs), 4. 14 (2H, bs) , 5.06(1H, b 
s), 5.86(1H, d, J=8. 0Hz), 6. 07-6. 28 (1H, m), 6. 46(1 
H, s), 6. 63-6. 87 (2H, m) , 7. 08 (2H, s) , 7.40-7.54(4 
H, m), 7. 91 (1H, bs), 8. 05 (1H, d, J=8. 6Hz), 8.16(1 
H, d, J=7. 4Hz), 8. 44 (1H, d, J=8.8Hz). 

[0 2 6 8] (3) 4-[N-[2-[3-(tert-^ 
)VT ^yy ^VU) 7 m 7 ^rv^]-4-^ p D7xn;!/] + (h 
-T 7 ? U >*>V7b ]T*S ffi&tfr b H^J6C0 (4) £ 
P^O^^fe £ 0 N- (2-7 fr* p > v^/U) -4- [N J - [2- [3 

30 -(tert-y h^rV^^^7 ^ / ^ W7xy ^rv']- 
4-^ p P ^zc^/U]-N' -(1-7^7^ U>-^/U^^yU)]r ^ 
y^7^ K^*tt*ttB**r»fc. 7C*»W« C 39 H 
39 N 3 0 6 ClFi: Ltl^fi: C, 63. 97; H,5.37; N, 5. 74. 
% $!ME: C,63. 77; H, 5. 39; N, 5. 60. 
1 H-NMR (CDC1 3 ) 5 • 1.46(9H, s) , 1.83(2H, t, J=7. OH 
z), 2. 35 (2H, t, J=7.0Hz), 3. 72-3. 78 (2H, m), 4.17(2 
H, d, J=2.2Hz),4.47(2H, d, J=5. 8Hz), 4.87(lH,bs), 
6.09-6. 15 (2H, m), 6. 15-6. 27 (1H, s) , 6. 49 (1H, d, J= 
2.2Hz), 6.96-7. 55 (10H, m) , 7.87(1H, d, J=7.4Hz), 

40 8.02(1H, d, J=8.6Hz), 8.08(1H, dd, J=l. 2, 7. 4Hz) , 
8.46(1H, d, J=8. 6Hz). 

(4) N- (2- 7 ?VJr p >< ^ v^/U) -4- [N' - [2- [3- ( t er t-zf Y 
^r^tijV'if^fVT ^ J * ^VU) 7 * 7 v-]-4-^ a p 7 

5 K^t)iaSW6©(5) 5N-(2-7;^ 
p -4-[N' - [2-[3- (7 ^ y y f ;u) 7 x y ^ y]- 
4-^ p p 7xn;U]-N' uy^;wfc/u)]7^ 

-fflg: C 3 , ^2^0^012 FS-l/2H 2 0i: Ltllf : C, 60.27; H, 
50 4.91; N,6.20. 
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C60.48; H,4.90; N, 6. 07. 
1 H-NMR (DMSO-cU 6 : 1. 62-1. 71 (2H, m), 2.21(2H, t, J 
=5.4Hz), 3.66(2H, s),3.93(2H, s), 4. 25 (2H, d, J=4. 
6Hz), 6. 28-6. 31 (1H, m), 6. 51 (1H, d, J=1.2Hz), 6.80 
(1H, s), 7.07-7.40(7H, m) , 7. 50-7. 66(4H, m) , 8.06- 
8. 13(2H, m), 8. 25(1H, d, J=8.0Hz), 8. 30-8. 50 (4H, 
m). 

[0 2 6 9] 244 

N-(2-> r yU^-n^<>'^U)-4-[N , -[4-^ n n-2-[4-(l-fc° 
^ y 7 ^ J *\S\~7 x.—fls] -N' - (4- 7 ^A"< > 

CD i-(4-t Ko^i/7x^) br-<9^^»6sas«i9 

8<£>(l) £[^tf);fri£T-4-(4-tert-7 r h 3r i/;*7/W7tf —^t 0 
^<7 v^V-l->T ^) — LfCo 1 H-NMR (CDC 

1 3 )6: 1.49(9H, s) , 2. 95-3. 00(2H, m), 3.55-3.60(2 
H, m), 6. 03 (1H, bs) , 6. 74-6. 97 (4H, m).4-^nn-2- 
^/U^-u^ hn^<>'if>'(2. 63 g, 15 mmol),4-(4-tert- 
T' h *ri/3> ;V&~;V\f^y v^-WA-) 7m y — 7U (4. 
18 g, 15 mmoD.^gg;*/ y £-M2. 07 g, 15mmol) hH, N- 
^>^vU*7Ui*T5: K(50 ml)<7)?g^fe^lOO c CT*12^ 

^ F^77^-t«ir, 4-[4-(5-^nn-2-^hn 
7x7 ^rv/)7x^l/] v^^-l-^^/^^^ tert- 

y^/Uai 7.^/^(5. 8 g, 89 %)(D^^mtlo 
fSSU& 124-125<C 

Ttmfttirifc Cz i H 2 4N3 Os ci t L~C 

S^fi: C, 58. 13; H,5. 58; N, 9. 68. 
^SOtt: C, 57. 98; H, 5. 57; N, 9. 56. 

1 H-NMR (CDC1 3 ) 5 : 1.49(9H, s), 3. 11-3. 16(4H, ra) , 3. 
58-3. 63 (4H, m), 6. 87(1H, d, J=2. 2Hz), 6.93-7.05(4 
H, m), 7. 08(1H, dd, J=2. 2, 8. 8Hz) , 7. 90(1H, d, J=8. 8 
Hz). 

(2) 4-[4-(5-^dp-2^ hP7xyJry) y^^/U] tf 
^r^-l-^^^l terz--7?-;Vzr.7s"r;V(S. 64 g, 1 
3 mmol)CO^^^/U(100 ml)^iC5% «*a«f^7i^ 
^(1.3g}MLf: s #^ix^^^S^/±^ 

t«LT 4-[4-(2-7^/-5-^PD7x;^»7x 

(4.0 g, 76 %)<Dl££hZmtz, 
PSfc^C 95-96<C 

l H-NMR(CDCl 3 ) 6 : 1.49(9H, s), 3. 02-3. 10(4H, m) , 3. 
56-3. 61 (4H, m), 3. 84 (2H, bs) , 6. 68-6. 72 (2H, m), 6. 
77-6. 93 (5H, m). 
10 2 7 0] (3) 4-[4-(2-7;/-5-^nP7xy^» 

8 g, 9.5 mmol), 4-:/n^eggg£ m^/l^n^yvu 
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(2. 7 ml, 19 mmol), K^y^^O^g, 9. 5 mmol) £: 
K(30 ml) <nm&fy ^60^X^72 

^T'KiLf:, ^JETS^LT, imm* >s V * ? ?v 
1jyj*9u-* Yifyy 4— "CfSSSU 4-[2-[4-(4-tert- 
y h ^rv^/V^^;U-l- 1°-<7 y^^) 7x7 *c*/]-4-# 
DP7x^;U]7^7ig xf;ux^f^{3.5 g, 71 

10 TcSfjfrffiHK Cz 7 H 36 N 3 Q 6 Cl^ LT 
JSIfeffi: C.62.60; H,7.00; N, 8. 11. 
USHfi: C,62. 55; H,7.20; N, 7. 85. 
1 H-NMR (CDC1 3 ) 5 1.24(3H, t, J=7.0Hz), 1.49(9H, 
s), 1.88-2. 02(2H, m) , 2.40(2H, t, J=7. 1Hz), 3.03- 
3. 25 (6H, m), 3. 56-3. 61 (4H, m), 4. 12 (2H, q, J=7. OH 
z), 4. 29 (1H, bs), 6. 55-6. 76 (2H, m) , 6. 85-7. 06 (5H, 
m). 

(4) 4-[2-[4-(4-tert-7" h ^ V^/U^—A-l- 1^7 i? 
^) 7x y ^r^]-4-^ a n 7xx;u]7 ; y M ^ 
20 /U^^T"/U(3. 4 g, 6. 5 mmol), * ^~)VT % J fc° ]) 

v^O.6 g, 13 mmol)(D7" h7t h'P77>(30 ral)*g 
^C4-7xr:/V/<y/>f/V^Dy K(2.2 g, 10 mmol) ^ 

^^^■CttSfeUfc i^TSiLt, 3SS«S:v/y*y 
/U^7 7^^n^ trfitKU, 4-[N-[2-[4-(4- 

tert-^ N^vx^/U/K^^-l-t p ^7v ? — ^)]7^y ^rix 
-4- y~ D P 7 m n/U] -N- (4- 7 zn ^/U^< > /U) ] T ^ J 

ggj^ ^^7U^>;^/K3.4 g,74 %)^teSi*B*«r# 
30 tz t 

7C*^«f* C40H.4N3O.Cli: It 
SIMS: C, 68. 80; H, 6. 35; N, 6. 02. 
HSIffi: C,69.03; H,6. 36; N, 6. 00. 
l H-NMR(CDCl 3 ) 8 : 1.24(3H, t, J=7.0Hz), 1.49(9H, 
s), 2.00(2H, t, J=7. 5Hz), 2.48(2H, t, J=7. 5Hz), 3. 
01-3. 10(4H, m), 3. 55-3. 60(4H, m) , 3. 80-3. 90(1H, 
m), 4.06-4. 13(1H, m) , 4.11(2H, q, J=7. 0Hz) , 6.48- 
6.57(3H, m), 6. 79-6. 85 (2H, m) , 6. 93-7. 05 (1H, m), 
7.21-7. 48 (8H, m) , 7. 51-7. 58 (2H, m). 
40 [0 2 7 1 ] (5) 4-[N-[2-[4-(4-tert-7 r h=*->#/W? 
x;Wht B ^7^/W]7x7 ^rV-4-^ n P7x^;U]- 
N-(4-7rr.^/U^<Vy'^yU)]T ^ 7 3L<?~;v^**r;V 
(3. 1 g, 4.5 mmol)^)7" h7t Kn77>-(10 ml) 

y-7Kio mi)^»««iii«^*tt{b^ h v v^*mm(9 

ml, 9 mmol)^^j[jnb^ 0 &btltzt&&Vo&MUX*2m 

4-[N-[2-[4-(4-tert-7 r h =^r v^^/U^^/U-1- t'^y is— 
50 /l-)]7x7 ^r->-4-^ a P7x^;V]-N-(4-7xn/U/<y 
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yj^n7*smm(2.9 g , 96 %)<o^ B ^mtz, 

lkj£ll92-193 l C 

jzmfttitW (^.H.oNaOsClt UT 
Jg|£<fi: C,68. 10; H.6.02; N.6.27. 
Haiffi: C.68. 39; H, 6. 11; N, 6. 06. 

1 H-NMR(CDC1 3 ) 8 '> 1.48(9H, s), 1. 95-2. 04 (2H, m), 2. 
51-2. 56 (2H, m), 3. 01-3. 09 (4H, m), 3. 54-3. 59 (4H, 
m), 3. 80-3. 89 (1H, m), 4. 07-4. 21 (1H, m), 6.50-6.55 
(3H, m), 6. 78-7. 07 (1H, m), 7. 22-7. 58(1 OH, m). 

(6) 4-[N-[2-[4-(4-tert-^ h^rv^^y^^/U-l-t^^ 10 
\S^;\s)]7 *c->-4-? n P7x^;U]-N-(4-7xn;U 
-^yV;u)]X ^ Sm&(1.3 g, 2.0 mmol), 2-7/U^ 
p-<y^7 ^ X0.27 ml, 2. 4 mmol), >T J V 
v^^vU(0. 33 ml, 2. 4 mmol), h !i xf;W7 ^ V (0. 33 m 

1, 2.4 mmol) £N,N-v*y f;l/^/UA7 ^ K(10 ml)<D^ 

^o^>^U)-4-[N , -[2-[4-(4-tert-^ h^r->^7/l^7^^ 20 
^l-fc^y v^;U) 7xy ^ry]-4-^ D D !7 ;*=.;U]-N' 

-te-^^u^^yv/unr * y y^/^T * K(i.4 g , 9 

5c3B»*ffi C« 6 H 4 ,N«0 S C1F£ LT 

Sliraftt: C,69. 53; H, 5.96; N, 7. 21. 

gSfflUffi: C,69. 50; H,6. 22; N, 7. 12. 

1 H-NMR(CDCls) 6 : 1.49(9H, s), 1. 94-2. 01 (2H, m) , 2. 

40-2. 44 (2H, m), 3. 01-3. 09 (4H, m), 3. 55-3. 60 (4H, 

m), 3. 71-3.880H, m) , 4.14-4.27(111, m), 4.53(2H, 

d, J=5.8Hz), 6.46-6.53(311, m), 6. 77-6. 84 (2H, m), 30 

6. 94-7.59 06H, m) . 

(7) N-te-yA^u^V- VjV) -4- [N* - [2- [4- (4- 1 er t-^ 
h =*r /U/tf ~/l-l- fc^ 7 i/=- /U) 7 ^ / =^ -4- ^ n 

d7i — ;u] -n' -(f7x ^/u^< > y 4 ^)]7-;; 

K(1.2 g, 1.5 mmol)c02^ »b>kf£- fffiRai^vu 
*«(10 mDSraa-Cll^KiaffUfc. RlSISSrWBETfi 

Sfc^-LT N-(2-^^^-t3^0^W)-4-[N , -[4-^ P o-2- 
[4- (1- fcV<9 A") 7x; ^ry]7x^] -N' - (4- 7 ^ 
^/Ky^^)]7; y/f^T; K gffittttU. 0 g, 40 
90 »o*«*ttH*4:»fc. 
5uS#*f«S: C 40 H< 0 N<0 3 Cl 3 F'H 2 0<t LT 
SSfflfi: C.62.54; H, 5. 51 ; N, 7. 29. 
Hffi'Htt: C, 62. 82; H, 5. 75; N, 7. 24. 

1 H-NMR (DMS0-da ) 5 : 1. 85-1. 88 (2H, m) , 2. 25-2. 32 (2H, 
m), 3. 23 (4H, bs) , 3. 37 (4H, bs), 3.82(2H, s), 4.30 
(2H, s), 6.40(1H, s), 6.67-6. 71 (2H, m), 6.98-7.67 
(17H, m), 8.40(1H, bs), 9. 43 (1H, bs) . 

[0272] mmm 245 

N- (2- !7 /M* n is /U) -2- [N* - [2- [3- (7^>f^) 50 
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7x y ^y]-4-^ a u 7i^^]-N" - (4-7x^ / W< > J 

-f/u)]r ^ y r-fe h/^ k 

(1) [3-(2-r S y-5-* on7x/^)^yi;;^;w< 

^ KI6 tert-z/^vI^^TvMS. 2 g, 15 mmol), /o 
^eSg^ ^^/U^^^yU(3. 3 ml, 30 mmol), V £ 

J±(2.\ g, 15 mmoD^N.N-v^y^U^^AT^ K(30 m 

r, ?ie«i^vy^y/M7A^P'7h/77>f-t^ 

KU 2-[2-[3-(tert-y h 3r )Vi£=-)\sT ^ y y ^ 
3i*y/U(4. 3 g, 66 fioMfeSrSfc, 

3®^ffl: C,60. 76; H, 6. 26; N, 6. 44. 

HfflOffi: C60.50; H, 6. 24; N, 6. 33. 

1 H-NMR (CDCla) fi : 1.28(3H, t, J=7. 1Hz), 1.45(9H, 

s), 3.9K2H, s), 4. 22 (2H, q, J=7. 1Hz), 4. 29 (2H, d, 
J=6. 2Hz), 4. 78 (1H, bs), 4. 94 (1H, bs) , 6. 52 (1H, d, 
J=8. 4Hz), 6. 78(1H, d, J=2. 6Hz) , 6. 81-7. 05(4H, m), 
7. 29 (1H, t, J=7. 8Hz). 

(2) 2-[2-[3-(tert-> r h 3r ->^;U^^;U7 ^ y y ^/U) 

7 x ; ^y]-4-^ □ p 7 x^;u] 7 ^^vucn;* 

f/Kl.7g, 4.0 mmol), 4->>y ^;U7 ^ y tf V *Jls (0. 
98 g, 8 ramoDtf)^ h 7 t h*P 7 ^(30 ml)^|g(^4-^ 
jcn/WOV^f /U^ n y K(l. 7 g, 8 mmol) ^r^n^l^l. 

7 7>f-t»8U 2-[N-[2-[3-(tert-^ h^fv-^^ 
^;V7 ^ y y ^-/W) 7x/*y]-4-^PD7x ~)V\ -N- 
(4-^^^7U-<>y'^;u)]r ^ y^^ zz.^)V^7.=r>\, 
(1.3 g, 53 »)©*JSftttH*«:»fc. 
5n^-^Wfi C 3 s H3 s N 2 0d CI • 1/2H 2 0 1 Lt 
Sii&ffi: C,67. 35; H, 5. 81 ; N, 4. 49. 
^ayffi: C67.40; H,5.93; N, 4. 59. 
'H-NMR(CDC1 3 ) 6 : 1.30(3H, t, J=7. 2Hz), 1.44(9H, 
s), 4. 00-4. 23 (3H, m) , 4.28(2H, dj=5. 4Hz), 4.84-5. 
06(2H, m), 6.67-6. 73 (2H, m), 6. 83 (1H, s) , 6.91-6.9 
5(1H, m), 7. 11 (1H, d, J=8. 4Hz), 7. 27-7. 48 (9H, m) , 
7. 55-7. 60 (2H, m) . 

[0 2 7 3] (3) 2-[N-[2-[3-(tert->^ h 3f v^yW/}?^ 
)VT ^ y y ^/U) 7xy^ry]-4-^Dn7x -N- (4- 
7 ^ ^jv^sV^ ;v)]7^y WtM ^f/^-^f/U (1.2 
g, 2. 0mmol)(7)x F7t Kp77^(5 ml) <b^^y— 
(5 BDoMftlClttft *IMt'^ h y ^^7K^«(4 ml, 4 

Lfc. »^f-7K^p^r, ia^ tan-enttt^bfc 
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*«EK^^*^*A-e(aftL^ ( «j£T$RffiLT, 2-[N 
-[2-[3-(tert-^ h^r^/UfcU7 ^ J * ^VU) 7 rc J 
^ry]-4-^ p n *7 ^ ^i/U] -N- (4- 7 ^ n/W< > W /u) ] 
7$;|» (1.1 g, 92 %)©*3feftttHff 
7^##Hf C 3 3 H 3 , N 2 O e C 1 • 1/2H 2 O 
t L"C 

SSMI: C,66. 29; H,5.43; N, 4. 69. 

Haifi: C, 66.08; H,5. 51; N, 4. 67. 

1 H-NMR(CDCU) fi : 1.43(9H, s), 4.27(2H, d, J=5. 6H 

z), 4. 50(2H, bs), 4.90OH, bs), 4.99(1H, bs), 6.68 10 

(2H, s), 6. 81 (1H, s), 6. 92 (1H, d, J=8. 4Hz) , 7.09(1 

H, d, J=7.8Hz), 7. 26-7. 48 (9H, m) , 7. 54-7. 59 (2H, 

m). 

(4) 2-[N-[2-[3-(tert-:/ h *i/j3SU7$=./UT ^ J * ^ 
/U) 7xy ^rv/]-4-^ D p 7x^U]-N-(4-7i^^y 
V4fr>}\7 3yBMfe(0.30 g, 0.5mmol), 2-7/U^o-< 
y^;vr ^V(0. 07 ml, 0.6 mmol), y ^ggv^i 

^U(0. 08 ml, 0. 6mmol), h D $ >(0. 08 ml, 

0.6 ramol)^N,N-^f;U^;l/A7> K (10ml) Ofg/g^ 

/U^^A^n-v- T*3fSSiU, N-(2-:7,0^p 
-< >- -2- [N* - [2- [3- ( t er t-7 h^i/^/^^T^ 
/ ^ ^VU) 7x;^]-4-^PP7i —A'] -N* - (4- -7 *l 
^wO-yV/^lT ^ J Tir hT^ K(0.29 g, 85 %)co 

5c«5>«f«[ CoH,tN 3 0*C1F-1/2H 2 0£ tr 
Sara^: C, 68.32; H, 5. 45; N, 5. 98. 

^SUffi: C, 68. 54; H, 5. 28; N,5.91. 30 
1 H-NMR (CDC1 3 ) 5 : 1.43(9H, s), 4. 15(2H, d, J=6. 8H 
z), 4. 51 (4H, bs), 4.82(1H, bs), 6. 29 (1H, d, J=8. OH 
z), 6. 42 (1H, s), 6. 54 (1H, d, J=1.8Hz), 6.96-7.09(3 
H, m), 7. 13-7. 48(1 3H, m) , 7. 54-7. 59 (2H, m) . 

[0 2 7 4] (5) N-(2-^/U^n^<>'^/U)-2-[N , -[2-[3 
-(tert-^ h 3r ?VT f;U)7x/ ^V]- 

4-^ p p 7^^./U]-X' -^-^^^/WO-y^/lOJT ^ y 
Tir hT * K(0. 15 g, 0.35 mmol)(02^ Jfiffc** ft 

— TV^-Cffi^ tTN- (2-^ /U^- d iMO -2- [N' - [2- [3 
-(7; ;^f;V)7x/^i/]-4-^ P p7j^]-N'-(4 
-7x^;^y^;V)]7^7t K«[»*(0. 15 

g, 68 %)<n#f&&&mi£*mc t 

7G*#tfrffi Cas H 30 N 3 0 3 C1 2 F- l/2Hz 0<£: L"C 

Saraffi: C,65. 73; H, 4. 89; N, 6. 57. 

3£8!Mff: C.65.44; H, 4. 96; N, 6. 48. 

1 H-NMR (DMSO-4) 5 : 3. 99-4. 15 (3H, m), 4. 38 (2H, s), 

4. 72 (1H, d, J=16.4Hz),6.68(lH, s) , 6. 82 (1H, d, J= 

7.0Hz), 7. 14-7.50(15H, m) , 7. 59-7. 69 (3H, m), 8. 44(2 50 
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H, bs), 8.66(1H, bs). 

[0275] &Ttz*&mik&to<Dmmtf?m&M:fcmz 
m*m\<"X<o%ite^mm£n, ^ev**^— • * p-^ 

>^ (Molecular Cloning, T. Maniatis h) * 19 8 

(i) t h • y-^ h^^^vt-ir^^-Mefr^y^-r 

^1 (SSTRl) DNAW^P-^y^ 

F'SSTRlc DNA<£>^^£?IJ C^p^— 

• ^ • • t'>3t/l/ • TZ>7*^— • ^ ' * 
vfm^^ • ^r— zn^ (Proc. Natl. Acad. Sci. , US 

A) , 8 9^, 2 5 1-2 5 51, 1 9 9 2*p] 
£ x DNAt!J^-Sl-lWSl-2^*L 
tz 0 Sl-10@a^iJli, 5'-GGTCGACCTCA 
GCTAGGATGTTCCCCAATG - 3' (SB^J 

1) -C*>«9 % S1-2©EJ>I», 5*-GGTC 
GACCCGGGCTCAGAGCGTCGTGAT- 
3* (m?m^: 2) -CfcSo il^: Ltlj:, b hjfefe 
#DNA (^oyr^li, ^^o^CL 6 55 0 
-1) ^^V^c 0 ggDNAO. 5 n gllfflE^DNA^* 
M^-^Hm2 5pmo lilO^ PfuDNATK 

y^7-tf (^b9#^-y(W) 2. 5#Mi>t 

tfy ^ 7— t?iS«SiCS:fTofeo Rl£«»J«». SPf 

9 4t"eim 6 3tt'im 75tt* 
2MSrlt-Y^^^LT, 3 51M^/i4&9^L;fc 0 

acacSri%T^p-^y/uT-®^ac»iLfc^r5, § 

fft£-T£U-^X (JKji. 2kb) ©DNAWrit^4*ll«J 
««feJ^oT(H|i|XL, H i n cIIiM" h t?BHSfU^pUCl 
y (Escherichia coli) JM1 0 9 (£7f£fM£Jft Ufc 0 ^ 

«*6*S:ffl^fca«i*aSE5irtWKBALF D 
NAV-^-yf- (7r/^^>rtuaj§) t^'Adna 

[0 2 7 6] (2) b h • y-v ^ 

SS^y^-f^i (sstri) dna^m^^^: 

CHO (^^^^-X^A^^-JP^) fflSfoX-nftm.** 
tf—t^Tte, pAKKO-1 1 l^fflV^ pAK 
KO- 1 1 1 Wk<D£ ?iCffimVti 0 ffl¥5-0 7 6 
3 8 S^iCffitOpTB 14 1 7rt>ibH i n d II 
I&t/Cl a iMaotSRa^n^-^p 
o 1 yAf*^/t/^tPl. 4 k bCODNAEritSr 
#fco pTB3 4 8 

(Biochem. Biophys. Res. Commun. ) , 1 2 8, 2 5 6 
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-2 641, 1 9 85?) ^bCla l»t5Sa lift 

m\z*9i?t b'vm&tmjtMm (dhfr) mfc^z^ 

tP4. 5 k b<ODNA»rjt^#^Co ^tlhCDVNAmfr 

T4 V if— tf|ilJ:9%J£U pAKKO-1 1 1 ^ 
K£«SgLfc 0 ^f-Huie (1) t^Wct h • 
S STR 1 DhlAmyrZG-fZT'y*^ K5// gfrfil 

StflcftSrfT^ th*SSTRltra-Kt61. 2k 
b©DNAWrjt«rIslJRUfc 0 ^LT, H&K<D«m'<* * 10 
-pAKKO-111 (5. 5kb) 1/ig^Sal I 
-CJHffcU tF'SSTRl DNAWK-^AtSfc 

tl. 2 k b©DNABffrSrT4DNAy^—tfS:ffiP 

0 9I^AU »WE«#©«f*»bt h • S STR 1 
D N A Br* ^ p ^- ^ - 1- Jt L Tlttfr ft (C»A $ thtz 
^7^^ KpAl-ll-SSTRl^#t Z<D 

»fni5»fle*r*^a y tr ^yjMio9/ P A-i 

-1 l-SSTRli ^^-T S D 20 
[0 2 7 7] (3) t h • V-^ h^^^^W-ir^^— M 
SSl^*^ ^1 (SSTRl) DNAOCHO (dh 

f r ) m^comxt^m 

CHO (d h f r') JM&l X 1 0 6 »£r, iSS8 cm 

1 2mmx-2 4P#rai»s6u. r^«^miis (2) -c# 

fcthSSTRl c DNAM^7^; Kl pA- 
1-11-SSTR1, lO/ig^^l^v")^ 

T^V^ri/T (Cell Phect Transfection Kit; Pharraaci 30 
a) ) tifAtfc, |A2 4W^ Stt5S:l 0%jS*t 

p^-^r^-rsajfe (-rft^fe, DHFR+ais) * 

ffittSrJWT^ife-Cjai^U^o t h • SSTRcDNA 
«aM&ttfr»£flJ&8NK C 5 0 mMcD h y 1 
mMOEDTA, 5 mMCDJ&fc^ ^ .A, 0. 1% 
(DBS A. 0. 2mg/ml^v/h7v'> / , 10/ig 
/mlOo^^fy, l//g/ml©^^fy, 40 
2 0 0 u n i t s /m 1 <DTZfv s 3-~>' (pH 7. 
5) ] -MMRU «Bfla»4:2 0 0 a 1 2X10 4 
fif-Wf»L;fc: 0 2 0 0 ti 1 Srfa-^SL, 5nM 

[ l25 I] -7"7h7^fy-1 4 (2 0 00Ci/m 
mo 1 , T^i/*?J* (Amersham) ) 2/z 1 2 

ftjjg^fi (NSB) SrWt-rsfcAK, y^M^fy 
-14 (10' 4 M) 2/zl^Mf;^-7'U^a 

jg^ 1 mM CO EDTA, 5mMOffi^^'>")A (p 50 
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H7. 5) ) (1. 5ml) £SsflOU GF/F^7^ 
m&*>ffc (Whatmantt) T^i§. $ (l. 
5ml) 5£*<D [ l,6 I) £y 

<DiftlSlfflJfiH^ S STR 1 ~8-3&M$lVtio 
[0 2 7 8] (4) h h • y-v h^^^Ui?^ — ^ 
fiR*:/*-* :/2 (SSTR2) DNA^u-^y^ 
4*fcj(Db h • S STR 2 c DNA(0^iajlJ [v^n V- 
v?>^ • *7 • if • i-^B-T/v ■ T^t*^ — • • 

V* • 3-— mjx^n— (Proc. Natl. Acad. Sci. , US 
A), 8 9t, 251-255 1992?) CS^5 
£\ DNA^-y^-PT-l&t;PT-2^filcL 
tz 0 PT- 1 (DlE^Jte. 5* -GGTCGACACCA 
TGG ACATGGCGG ATGAG- 3' (§B^J# 
^-:3) T*&«9. PT- 2<DiS^JIi. S'-GGTCG 
ACAGTTCAGATACTGGTTTGG-3' 

(m&m^: 4) T*fe6o t hTIftcDNA n V 
T^^tt* ^^n^7 17 3-1) LTi 
l/>fc 0 ^cDNA 1 n gKBuEDNAjfy =T-e — «r"£ 
^^tL2 5 pmo l^JD*!. Ta qDNA^y^7-if 

GBiita*)) 2. 5»tt«rfflv^T#y^9— tfJg«K 

JCSSrtTofCo KJEfRjBrictt, HUfET a q DN Atfy y 7 

^iuwsftfc»«»tett'ofc. 94t 

t*3 0m 5 2tT'2 0&ffl, 7 2fe6 0&ffl& 1 

><X GKJI. lkb) ODNAWr^-*S«pJl»^ii«SiX 
TV*fc. KDNABrW-Srr^n-^y/^?3»ffilcao 
THJliXU H i n c ht«tfcpUC 118 

f-ffi»u ^ytffyht/u-efcsxvxy = y 

(Escherichia coli) J Ml 0 9Kff2W$5&Lfc 0 i£D 

(No. 5&t5No.7) a&u, «*fe**ffl^fee»Ji[s 

BB5(Hl¥*fKE3 7 3ADNA^yf- (T^^-f K 
/^^•^fA{t» t?ffADNA9rJt<oSSEMS:lft 

No.5«;COS a 1 I - B s t P I Tm^O 7 7 
i IrWtmmtSti. No. 7 
tt^B s t P I - S a 1 I ^3 6 0^<—xm)i<Dm&l 
WC&mm*ltrffi$m$tltL 0 ^:t\ No.5^COBs 
t P I - S a 1 I »f JtXtWo. m<D B s t P I — S a 1 

^ix^^7^y-^ayget^lffc/7^^ KSr 

[0 2 7 9] (5) t h • V*^ h^^^-^U-ir^^— M 
^^^^^^2 (SSTR2) DNA^^7^^ 

cho (tt^^-x/^^^-ppi) mmx-iDftm^ 

9f — k LTI^:, huIB (2) |S®^p AKKO- 111 
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*rffi^fc 0 mm (4) T'&htlfZK h • S STR 2 c D 
NAWtfr$:^'fZ>7 p 7** K5/2 g £r^MS#3! S a 1 I 

h • SSTR2$:3-Kt5 1. Ik b <£>DN A$rJf£r 
EHRUfeo ^LT, iiBM^^-pAKKO-1 1 
1 (5. 5kb) 1 m g £ S a 1 I X'ffiit U b h • S 
STR 2 DNA|Tr;f £1$ A-fZ>titb(D? n — ~>-^S5 
fi«:fPrictfco K«S^^-»ffrtl. lkb^DN 

A9rfi-^T4DNAy^/-if^t^^u %j&m& 
mt*^>i?*&:\zxjzmm jmi o 9i:»al, »s 

ij£&{£<Dq^<b t h • S STR 2 DNATO^d^ 
-^-|^LTli^(^A^tl^^7^^ KpA 

coi^fco r ^fMsaiff S:3i y tr ^y 

(Esherichia coli) JM109/pAC0U ^F^t" 

[0 2 8 0] (6) t h • yvh^^f-yut^-i 

S®if^^^^2 (SSTR2) DNAWCHO (dh 

CHO (d h f r") MIX 1 0 6 »^, B&8 cm 

1 2i*«fet?2 4«PM«fS|b, ^©JMSfcflWa (5) 

fc b h • SSTR2cDN A^^^fy * ^ K pACO 

1 „ 1 0 /x g £r y V-g^^v'^Sfc (Cell Phect Trans 
fection Kit; Pharmacia) "C^-ALfco ^A24ffi 

SJffiSrl 0%I^^v/KM^^tfDMEMi§l 

DHFR^W £iIJRLfc 0 £<bf^ a«S*tfc 

U b h • S STR2^it6», SSTR2 
~HS S-^iitRLfc. 
[0 2 8 1] (7) b h • y-^ h^^^V-Uir^^— m 
&'gy-7'?«<y P 3 (SSTR3) DNA^n- 
2r£p<£)b h • S S TR 3 c DNA^i^SSd^J C^-U^r^ 
(Mol. Endocrinol.) , 6 #, 

2 1 3 6-2 1 4 21, 1 9 9 2?) , DNA 
^-y=f^— ^ S3-1WS3-2^U: 0 S 3 - 
1 (DMPlte^ 5'-GGTCGACCTCAACCAT 
GGACATGCTTCATC-3' (^J#^r : 5) 
T'feO. S 3 - 2 <Dffi?m, 5' — GGTCGACTT 
TCCCCAGGCCCCTACAGGTA-3' (IB 
^JS^-: 6) -efc£ 0 ^MirUT^ b hMftDNA 

a V^5/^|±, ^^omCL6 5 50-l) £ 
SDNA0. 5 n g^mJgBDNA^-y ^ — 4: 
^m2 5pmo 1M, Pf uDNA^y^7-if 

(xbyf^-xm) 2. 5*}i{&&Tffl^T#y > 

-t?^g(S/S£fTo7c 0 5ifcWi$mte. Pf uDNA^y 

4^1^, 6 3^X1^ 7 5t:t2^1f 
^^/^IT, 3 S^J ?si»mQM^tz 0 K/£«£rl% 
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X (»1. 3kb) C7)DNA^r>t^!}#S^(^i9tS$nT 

[0 2 8 2] (8) t: h • V-^ h^^^^Uir^^— ^ 
eff-^-y^^^ 3 (SSTR3) DNA^i^X; 

CHO»^W^^^-i: LTIi, Mfe (2) £tt 
OpAKKO-1 1 l£rfflW;io hu|2 (7) X^htltz 
b h • S STR 3 DN AWfft&lffZ-?? * ^ K 5 /x 

th«SSTR3t3-Kt51. 
3 k b(ODNA»riT-^leli|XLt 0 ^Lt, ifufe^gi^ 
^^-pAKKO-lll (5. 5kb) 1 iz g £ S a 
1 ItSftU bh-SSTR3 DNA»fjt«:fflAi- 

tl. 3 k bODNAErif t£rT4DNAy fef£/8 

1 o 9K39AU IBBHft^f^bk h • SSTR3 
DNA^it^^o^— ^— *il»UT0*l«a«C#A*iX 
20 tz^m-y^ * S KpAl-l 1-SSTR3 £r#fc 0 r 
^SKM^^y t7 ^y (Escherichia col 
i) JM10 9/pA-l-ll-SSTR3i:S/Tt 

So 

[0 2 8 3] (9) t h • y^h^^fyUrT 8 ^-! 
6®-^:/?^ :7°3 (SSTR3) DNACOCHO (dh 

f r ) mjfa^<Dm?<t&m 

CHO (d h f r") *BJ|&1 X 1 0 6 «^> H^8 cm 
tf)^ — USrffll^T, 1 0%^->fl&iSJfb.WSr'&tf^AF 
12»2 4fflgiL, rO«^HuiE (5) X-m 
30 fctF«SSTR3 DNAM^7^^ K pA-1 
-11-SSTR3, lOn^^i^ 1 )^ 
agA LfCo WA2 i£J&£ 1 0 %»« jr i/i&HE 

jfiLi^tfDMEMS^cMT, 2tcig^-e=2u=— £ 

jgfifci-saBjia dhfr^b stsri 

>f V^T ^SJ^Ufc. w©i5l-LT, y*^ 

h**^>*S^«tt<0iS^M«U SSTR3-15- 
40 19 Sr^Lfc 

[0 2 8 4] (10) tf-yvh^^fyut^- 
ieSfy^^7 P 4 (SSTR4) DNA(D^-^y 

h • SSTR4 DNA^taffiS^I t/ni/- 
• • if • t->3t/w • TJjtX — • • * 

/fxy^ -a-xxx- (Proc. Natl. Acad.Sci., US 
A), 90®. 4 1 9 6-4 20 01, 1 9 9 330 K 
m^^s DNAty^v- S4-llt;S4-2^ 
^ctto S4-l©SWf±, 5' — GGCTCGAGT 
50 CACCATGAGCGCCCCCTCG- 3' (gffl 



( 111 ) 



2000-191615 



219 



220 



7) -C£>9, S4-2<DmFltZ. 5'-GGGC 
TCGAGCTCCTCAGAAGGTGGTGG- 
3' 8) XfrZ> 0 mMkVXlt. fc hlfcfe 

*DNA (^o^s^tt. *^n^#fCL6 5 50 
-1) Srffl^fc,, SDNA 0 . 5 n g ICIhuIED N A^" y 
^-^ttfil2 5pmo 1M, PfuDNA^y 
(^h7^^(ffi) 2. 5*}£{i£/8^-C# 
y>7-^iSffiS^^ffofCo RjSSSOjStt* P f uD 

fttt, 9 4tfim 6 6t-Cim 7 5tt'2^ 10 
MS: UNf^t LT, 3 5*>T^AH»5 iSLfc 0 

l%7^n-^y/i/-eia»ltfci:w5, @f»£ 
■T^^X oei. 2kb) o)DNAWrjt^1#a»(JHS 
(ISJxt^fc. huIG (1) ett<&#8SKiJ:»?RDNA»r 

[0 2 8 5] (11) b h • V-^ h^^^^Uir^^ — 
I61f^^7 p 4 (SSTR4) DNA(^)^y7^ 
S K©»* 20 

cHofmmx-cDftm^??— t uri±, guie (2) is® 
opakko-i 1 1 &m^tzio Mia (1 0) T*#^iX 

fnt h • SSTR4 DNAWr;t**r1-S>^*S K5 
a/ gSr»JR»*Xh o 1 tMLfcf, l%T#u-;* 

1. 2 k bcODNA^rit^IelilXUyto It, HuIEO^ 
^^-pAKKO-111 (5. 5kb) l/zg£ 
Sail T'tPHfcU t h • S STR 4 DNAWrJtSrffi 

^ — f^r^ 1 . 2 k b ^DNAl^riti: $rT4DNA!i^ 30 

KJM10 9(C*?AU »Hte»fls:o!)+d^t b • S 
S T R 4 DNABrWS^P ^-^-CTLti^ii: 
fflJA^H^^^^^ KpAl-1 1-SSTR4^ 
#fc D :^ICftM^'>xyt7 =*y (Escheric 
hia coli) J M 1 0 9 / p A - 1 - 1 1 - S S T R 4 t 

[0 2 8 6] (12) b h • y-^ h^^^^Uir^^ — 
^fiSH*-^^ (SSTR4) DNAOCHO (d 

hfr") «^5Ai:^S 40 
CHO (d h f r") MS 1 X 1 0 B «£, fi^8 cm 
<D*/*c—\s&m^X* 1 0%l>^fl&ilJk^^t?^AF 

i2«u6t'2 4©ffl«su ^(omm^mm (8) r-# 

fct h - SSTR4 DNAM/7^^; K pA-1 
-11-SSTR4, 10/xg^y Vfift*/^!>Affi-e 

DHFR^W 



>\s-k-y*-m&m&$ti&*ffi^ (3) tattoo: 

h^^^^^ffittOiS^jfflia«, SSTR 4-1-2 

[0 2 8 7] (13) tF'V^M^fyut^- 
lett^^/ (SSTR5) DNACD? n—=L^S 
'£&<D\z b • S S TR 5 c DNA(DIM^J (Biochem. 

Biophys. Res. Commun. , 1 9 5t, 844 — 852 

H. 1 9 9 3« DNAty^- S5- 
1MS5-2^U: 0 S 5- KDgB^JIi, 5'- 
GGTCGACCACCATGGAGCCCCTGTT 
CCC-3' (E5»J*-^: 9) -Cfctf, S5-2(Dia^J 
tt, 5'-CCGTCGACACTCTCACAGCT 
TGCTGG-3' (S1^J#^-: 10) -CfcS 0 
UTf*, t hMf^DNA (^ p>t^;/^*±. Jlfvif 
f^CL6 5 50-l) ^ffiV^c 0 ESDNA0. 5ng 
(dmj|2DNA^-y ^-^Wftl2 5 pmo ] J0x. % 
P f uDNA/^!i ^ 7 — tf (^h7^^-y(^)) 2. 

a^ii, p f u DNA^y > 7-^i-»ft s^fcji^s 

KtSofco Sl£*#tt, 9 4^1^1 66tr-l^ 
BK 7 5 e Ctr2^$: liM Lt, 3 5t>f^;u 

fcirr:*, iWtt^t^X 061- lkb) CDDNA 
Wffr^w»»^i8«sn-Cv^fc D Hutd (1) Ett0>;fr& 
fc«t9KDNA»f>t<0«SE5US:«BLfe^r5, 

[0 2 8 8] (14) th-y-7h^^fyi/ir^- 
m^W^y^^^S (SSTR5) DNA«/77 
S KDflMI 

CHOaBSWM^^-<l:Lril nufB (2) IB© 
(Dp AKKO- 111 £fflV>7c 0 BUlE (1 3) T*#^tL 
fct h - SSTR5 DNA^jt^tt^y^^^ K5 

/zgWWisa i itmuci, l%T#n-* 

I. 1 k b<0DNAW?Jt&®lRLfco ttt, flJSB^* 
^^-pAKKO-111 (5. 5kb) 1 /i g £ 
S a ] I "CfBffcU t b • S STR 5 DNABrJt*# 

^r>H*<h 1. Ik bODNAlriti:^T4DNAy^ 

IIJM10 9f£2£AU »K<E»ft:0>*a»fcfc h • S 
STR 5 DNA|f)t^/o <^ — ^ — LTWH^T"]^ 
If A3*Lfc:3&S:^7*5 KpAl-1 1 - S STR 5£ 
r^IteftMx->xyt7 y (Escheric 
hia coli) J M 1 0 9 / p A - 1 - 1 1 - S S T R 5 t 

[0 2 8 9] (15) th»y-?M^yut^- 

m&U'V-7?'<7 P 5 (SSTR5) DNACQCHO (d 
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h f r ) *MS^0>S?A£*« 

CHO (d h f r") ftfl&l X 1 0*mf&*. Rg8 cm 

l 2#«-C2 4«MfflJffi8U wWfcMSI-S&ffi (li) "C 
#/:t h • S STR 5 cDNA^^; K pA- 
1-11-SSTR5, 10/ig^^i^>^S 

illllLfSSr'&tPDMEMJSffi^lftxLT. 

^*tS»Jfi (i-ft*>%. DHFR^B £i!*RL 

SSfl&ri^^P-^V^U 

>-U"fe^-geR«mfiE«rW8a (3) umois^^ 

v*#^isifc&m&<om^mitm. sstr5-32- 

[0 2 9 0] mWi&ll t h^^^-^l/ir^^- 

thyvh^^fyi/-ir^-MCHO»tt, SS 
TR1-8-3, SSTR2-HS5-9, SSTR3 
-15-19, SSTR4-1-2, fcStSiSSTR 
5-3 2-4 (10 9 <B) £5mM EDTA^jJBLfc 

v >-mmw±m&mi (pbs-edtm kisses* 

T— (10mM NaHC0 3> 5raM EDTA, pH = 
7.5) £ 1 OmljfJDx., # y h a >*^->^rvf if — 5rffl 
V^^^-hLfeo 4 0 0xgt'15^lt#f) 
frfcJitS££<b^ 1 0 0, 0 0 Ox g-Cll^TOftiU 
KBf^^aiRttSr^fco ^Ofcfc^£2ml<DT;yir-r/< 
j/77- (2 5ml hy^ift|6 % 1ml EDTA, 0. 
1% BSA (^v-jftLfffT/W^ >0 , 0.25mlP 
MSF, l//g/ral ^^^^>- s 2 0/ig/ml p 
^^f^l/^ 1 0/xg/ml 7t^7t7^ pH 
= 7.5)K«HBU 1 0 0,0 0 0xgTlffl^L 

[0291] mmm2 125 1 -y*^ h**^>grg« 

3iifc#J 1 -eiHSSt U^BSB»* r * ir-Y /< * 7 7 C#3R 
LT, 3/ig/inli:U 7 3//1 fo^ 

Lfc 0 DMSO«)jf 2 // 1 2 0 OpM 

^ : T^S^MtR) 25/il £ &m*&lZ-fflm bfc 0 S 
**§^;tt*fflj£i-Sfc«>K* DMS02^^ 2 0 Op 
M(D 1J! l-y-7h^^fy25^1 tSrSSaiL^iSJC 
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DMSOC^Lf: 1 0 0 h^^^>2 // 1 

2 0 0 pM<£> ! 25 I - y-7 h^^f"y2 5 /il t 



(GF-B) £Jfjv>TEJ&fK*:«3l*>iaL 

PBM= (B-NSB) / (Bo-NSB) X100 

(P BM : Percent Maximum Binding, B : it&yo&M 
ttkZ<Dmm&. Bo NS 

^ (%) ^jr^ac 0 «tfe»ft<p«&«fts*T 

10 (ICs.fi) £HM 1 ^ hifllJmLfco J^Tf^ 

(ics.i, mm) ji, #t h 

• y-7 K^^^^Si^^fpJ^^c^LT l 0 /iM^T 
20 HJffi«»J6<o{k;-&» 

30 [0 2 9 2] mi&Ml9<Oik&V9 

mmm24<D^m 
mmm26<Dit&m 

40 mmm32<z>{t&® 
so mmm42<Dit&%> 
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[0293] %mm*&<n{£&m 

[0 2 9 4] mfem77<7)4£&m 



<no> 


Takeda Chemical Industries, 


<120> 


Aromatic Amine Derivatives, 


<130> 


A98200 


<150> 


JP 10-298940 


<151> 


1998-10-20 


<160> 


10 


<210> 


1 


<211> 


30 


<212> 


DNA 


<213> 


Artificial Sequence 


<220> 





( 113 ) %fffl2 000- 191615 

224 

mmm7<nit&%> 

nm&\92(D4t&® 
io mm&m<Di[:&®i 

mi&M94<Dlk&Vo 

mmm9e><Dik&®> 
mmm98<D^^ 
mmm99(D4k&vo 

mmmio2<Dit&®) 

20 Hj&#J105<O{fc^ 

mmmio7<D4t&®i 
mmmo9(D4k&®) 

mmmn3frbmMM245*X*(Di£&yo 
[0 2 9 5] 

30 l&W<D®m *&W<Dit&V0 (I) &tzte*;<nmte. 
[0 2 9 6] 

Ltd. 

their Production Method and Agents 



<223> 
<400> 1 



( 114 ) 000-191615 
225 226 
GGTCGACCTC AGCTAGGATG TTCCCCAATG 30 

10 2 9 7] 

<210> 2 
<211> 28 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 2 

GGTCGACCCG GGCTCAGAGC GTCGTGAT 28 

[0 2 9 8] 

<210> 3 
<211> 28 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 3 

GGTCGACACC ATGGACATGG CGGATGAG 28 
[0 2 9 9] 20 
<210> 4 
<211> 26 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 4 



GGTCGACAGT TCAGATACTG GTTTGG 26 



[0 3 0 0] 



<210> 5 
<211> 30 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 5 

GGTCGACCTC AACCATGGAC ATGCTTCATC 30 
[0 3 0 1] 40 
<210> 6 
<211> 29 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 6 

GGTCGACTTT CCCCAGGCCC CTACAGGTA 29 

[0 3 0 2] 



<210> 7 



[0 3 0 3] 



[0 3 0 4] 



[0 3 0 5] 



( 115 ) &m2 000-191615 

227 228 
<211> 28 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 7 

GGCTCGAGTC ACCATGAGCG CCCCCTCG 2 8 

< 2 1 0 > 8 

< 2 1 1 > 2 7 

< 2 1 2 > DNA 

<213> Artificial Sequence 

< 2 2 0 > 

< 2 2 3 > 
<4 0 0 > 8 

GGGCTCGAGC TCCTCAGAAG GTGGTGG 

27 

<210> 9 
<211> 28 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 9 

GGTCGACCAC CATGGAGCCC CTGTTCCC 28 

<210> 10 
<211> 26 
<212> DNA 

<213> Artificial Sequence , 

<220> 

<223> 

<400> 10 

CCGTCGACAC TCTCACAGCT TGCTGG 2 6 
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